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R3 R ()
y SKin:
W siBnsie coboto O a6o NR>;
Y saBnse coboto BogeHb;
R’ BMGUpatoTh i3 R1a, R1b, R1c, R1d, R'e it R1f;
R'a siBnsie coBoto 4-7-uneHHe HacuYeHe, YacTKOBO
HeHacuyeHe abo HeHacuMveHe reTepouUMKIivHe
Kinbue, sike mictute 1, 2, 3 abo 4 retepoartomu,
HesanexHo BubpaHi 3 O, S n N (3a ymoBu, WO Take
KinbLe He micTuth 3B’A3kiB O-O abo S-S), ae -CHz-
rpyna HeoboB’sI3KOBO MoXe OyTu 3amiHeHa rpyrnoto -
C(O), kinbueBMn aToM Cipku HeODOB'A3KOBO MOXe
OyTM OKUCNEeHWA 3 yTBOPEHHAM S-okcuay(i) i
KiNbLEBUA aToM a3oTy HeobOB'A3koBO Moxe Oytn

okucrnieHnn 3 yTtBopeHHsM N-okcuay, i Oe BkasaHe
KinbLe HeoboB'A3koBO Moxe Byt 3amiweHe 1, 2 abo
3 3amicHMKamMK, He3anexHo BUOpaHUMK 3:

HITpOrpymu, UiaHorpynu, cynbdorpynu, dopmMiny,
rigpokciimiHomeTuny, Cx-Ce-ankeHiny, Co-Ce-ankiHiny,
-CO-C1-Ce-arnikiny, -COO0-C1-Ce-arnkiny
(HeoboB’sI3K0BO 3aM|u.|,eHoro -COO-C1-Ce- anKIJ‘IOM)
pudTopmeTuny,  -CONR ®R’, -OCONR’R’, -
N(R")COR®, _CONHCH(CO2R')R®, ranoreHy,
rigpokcy, kapbokcw, C4-Ce-arkiny [HeoboB'A3KOBO
3amMilleHoro 1 abo 2 3aMicHuMKamK, HesanexHo
BMOpaHMMM 3 TiOPOKCW, ramnoreHy, UuiaHorpynu,
HiTporpymn, -COO-C+-Ce-arkiny, -OCO-C1-Cs-arnkiny,
C1-Cg-ankokcu, C1-C4-ankokci-C1-C4-ankokcu,
rigpokci-C1-C4-ankokcu-, C2-Cs-ankeHinokcu,
TpudTOPMETUTY, -CONRBR7 kapbokcn, -NHC(O)O-
C+-Cy-arkiny, -OCONR®R’, -C(=NOH)C1-Cg-anki 6y

C(=NOH)NR®R”, -NHC(=NH)NR®R’, -NHC(O)NR°R

-NHC(O)C1-Cs-ankiny, = NHC(O)retepouukniny, -
HHC(O)apuny, -NHS(OP -C1-Cg-ankiny, -S(Oﬁ)p -C1-
Csarkiny, -S(O)pNR°R’, -NHSO:R®°, -NR°R’ i
reTepouukniny], C3-C6-L|,V|Knoan|<|ny (Heob0B’s13K0BO
3amiweHoro 1 abo 2 3amicHukamu, BuGpaHumm 3 Cq-
Ce-ankiny n HeOoOOB’A3KOBUX 3aMiCHUKIB, OMMUcaHux
ansi C4-Ce-ankiny BULLE), -O-C4-Ce-ankiny
(Heo60B’s13k0BO 3amileHoro 1 abo 2 3amicHUKamu, sk
ommcaHo Ans Cq-Ce-ankiny suwe), -S(O)p-C1-Cs-
ankiny (HeoboB’siskoBo 3amiweHoro 1 abo 2
3amicHukamu, sik ormcaHo anst Ci-Ce-ankiny Bulue),
reTepou,MKnlny, apwuny, -NHC(O)O- C1-C4-an|<|ny, -
C(=NOR 3C1-C4-an|<|ny, -C(=NOR )NRGR -
S(O)pNR°R -S(0)p-C1-C4-ankinCONHR', -
NR’S(O)pNR°R’, -NR’S(0)p-C+-C4-arkiny, -
NR7S(O)p -apuny, -C(O)NHS(O)p-C+-Cs- anklny, -
C(O)NHS(O)p-apuny, NR6R7 -CH2CH(CO2R®)OH, -
C1-Cs- anKmCHgNR R’)CO2R® n -C1-Cy-
ankinCH(NR®R")CONR®R’); pe 6ymb-sika apunbHa
abo reTepouukniyHa rpyna B 6yab-KoMy i3 BKa3aHWx
BULLIE 3HAYEHb A9 3aMiCHUKIB Ha R'a HeoBoB's13k0BO
Moxe OyTM 3amiweHa 1 abo 2 3amicHukamu,

13 C2

1182261

a9 UA



3

He3anexHo BubpaHumm 3 Cq-Cy-arkiny, Co-Cs-
ankeHiny, Cz-Cs-ankiHiny, rigpokcy, C1-Cs-ankokcwy,
rarnoreHy,  uiaHorpynu,  HiTporpynu,  kapbokcwy,
rigpokci-C1-Cg-arnkin-, C1-C4-ankokci-C+-Cg4-arnkin-,
rano-C1-C4-ankin-, gucdtopmeTtuny, TpudtopmeTuny,
TpudTopmeTokeck, dopminy, -CO-Cq-Cy-ankiny, -
COO0-C1-Cy-arnkiny, -C(O)NHz, -C(O)NHC1-C4-ankiny,
-C(O)N[gi-C+-Cs-ankiny], -S(O)2NHz2, -S(O)2NHC+-Cs-
anKmy 1 -S(O)2N[gi-C1-Cs-ankinyl;
R'o  sBnse coBowo  8-10-uneHHe OiumknivyHe
reTepouukniyHe kinbue, ske mictute 1, 2, 3 abo 4
retTepoatomu, HesarnexHo BubpaHi 3 O, S n N (3a
YMOBW, L0 Take Kinbue He MicTuTb 3B’a3kiB O-O abo
S-S), pe -CHp-rpyna HeobGOB'A3KOBO Moxe OyTu
3amiHeHa rpynoto -C(O)-, kinbueBuiA atom cipku
HeOoOOB’sI3KOBO MOXeE OYTV OKWUCIMEHWI 3 YTBOPEHHSAM
S-okcupy(iB) i KinbLeBUA aToM a3oTy HeEOOOB’A3KOBO
Moxe Oyt okucrneHun 3 ytBopeHHsM N-okcuay, i e
BKa3daHe KinblLie HeobOB's3kOBO MOxe OyTh 3amilleHe
1, 2 abo 3 3amicHukamu, HESaJ'IE)KHO BMOpaHMMK i3
SaMICHVIKIB nepepaxoBaHux Ans R'a Bue;
R'c siBrsie coboto deHinbHe Kinbue, 3amileHe 1, 2
abo 3 3amicHMKamu, He3arnexHo BubpaHuMK i3
SaMICHVIKIB nepepaxosaHix ArA R'a BULLE;
R'd BM6|/|par0Tb i3 -CH;R'a, -C(O)R'a, -OR'a,
gO)qR a (ge q siBnsie coboto 1 abo 2);
e BM6V|par0Tb i3 -CH.R'b, -C(O)R'b, -OR'b,
gO)qR b (oe q sBnse coboto 1 abo 2);
R'f BV|6V|par0Tb i3 -CH.R'c, -C(O)R'c, -OR'c,
SgO)qR ¢ (ne q aBnse coboto 1 abo 2);
BMOUpatoTh i3 BOZIHIO, C1-Cy-arkiny,
uuknonponiny,  Co-Cy-ankeniny,  Co-Cs-arnkiHiny,
rarnoreHy, uiaHorpynu, dtopmeTuny, gudropmeTuny
" TpudpTopMETURY;

R

R® BMOUpatoTb i3 BO[HIO, C1-Cy-arkiny,
uukrnonponiny,  Co-Cg-ankeniny,  Co-Cys-ankiHiny,
raroreHy, rigpokcu, UuiaHorpynu, dTopmeTUny,

andTopmeTtuny TpudTopmeTuny, -CO-C1-Ce-ankiny n
C1-Cg-arnkokcu;

R* BuOMpatoTe i3 BoaHo, C1-Cy-ankiny, C2-Cs-
ankeHiny, Co-Cg-ankiHiny, HiTporpynu, rigpokcy,
ranoreHy, uiaHorpynu, Cs-Ce-umknoankiny, -Cq-Ce-
ankin-Cs-Ce-Liuknoarnkiny, rano-C1-Cg-ankin-,
andTopmeTtuny, TpudTopmetuny, -CO-Cq-Ce-ankiny
1 C4-Cg-ankokecu;

R® nesarexHo B KOXXHOMY BMMagky BuOupatoTb i3
BogHto, Cq-Cg-ankiny, Cs3-Cg-ankeHiny, C3-Ce-
LMKIioarnkiny, -C1-C4-ankinC(0O)0O-C1-Cs-ankiny,
rigpokcy, amiHorpynu, -NHC1-Cg4-ankiny, -N[gi-C1-Cy-
ankiny], C1-C4-anKkokcu, C1-C4-ankokci-C1-Cy-
ankokcu, C1-Ca-ankokci-C1-Cs-ankokci-C1-Cg-ankokeu,
C1-C4-ankokci-C1-C4-ankin-, C1-Cy4-arkinTio-C1-C4-
ankin-, rigpokcn-C1-Cs-ankin-, -C1-Cs-ankinNHs, -C1-
Cs-ankinNHC-Cs-ankiny, -C1-Cs-ankinN[ai-C1-Cgs-
ankiny] 1 -C¢-Cs-ankinretepouukniny;

R’ HezanmexHo B KOXXHOMY BWMNagKy BubupawTb i3
BoAHt 11 C1-Ce-arnkiny;

a6o R® i R’ pa3soM 3 as30ToM, OO $IKOr0 BOHU
npuegHaHi, MOXyTb YyTBOptoBatTM 5 abo 6-uneHHe
reTepouyKkniyHe kinbLe, HeoboB'sA3koBO 3amillgHe 1
abo 2 3amicHvkamu, He3anexHo BubpaHumm 3 C4-Ca-
ankiny, Co-Cs-ankeHiny, Co-Cs-arnkiHiny, rigpokcu, Cq-
Cs-ankokcu, raroreHy, LiaHorpynu, HiTporpynm,
kapbokcy, rigpokci-C1-Cs-ankin-, C1-Cs-ankokci-C+-
Cy-arkin-, rano-C+-Cg-arnkin-, andTopmeTuny,
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TpudpTopmeTuny, TpudTopmeTokecu, dopminy, -CO-
C1-Cy-arkiny, -COO-Ci-Cs-arkiny, -C(O)NHz, -
C(O)NHC1-Cg-ankiny, -C(O)N[au-C1-Cg-ankiny], -
S(O)2NHz, -S(O)2NH[C1-C4-ankiny], -S(O)2N[ai-C+-Cs-
ankiny] n -S(O)p-C1-Cs-arnkiny;
R® BUGMpaloTh i3 BOAHIO 11 C1-Cy-ankiny;
p sBnse coboto (He3anexHo B KoKHOMY Bunaaky) O, 1
abo 2.
2. Cronyka dopmynm (1) abo Tii dapmaueBTUHHO
MPUMHATHA Cinb BigNoBigHO Ao nyHKTY 1, oe W aBnse
coboto O.
3. Cnonyka dopmymm (1) abo ii dapmaueBTU4HO
MPUMHATHA Cinb BigNoBigHO Ao nyHKTy 1, oe W aBnse
co6oto NR°.
4. Cronyka dopmynm (1) abo Ti dapmaueBTUHHO
I'IpI/II/IHFlTHa Cinb BI,EI,I'IOBI,IJ,HO o 6yp,b SIKOTO 3 MyHKTIB
1-3, neR BVI6I/Ipa}OTbI3Ra Rb RCVIRd ne
R1a aBnsse cobot 5- abo 6-4neHHe Hacuyee,
4acTKOBO HeHacuyeHe abo HeHacuyeHe
reTepouukriyHe Kinbue, ske mictute 1, 2, 3 abo 4
retepoatomu, HesanexHo BubpaHi 3 O, S 1 N (3a
YMOBM, LU0 Take Kifnbue He MicTuTb 3B’s3kiB O-O abo
S-S), pe -CHa-rpyna HeoGoOB'si3kOBO Moxe Oytn
3amiHeHa rpynoto -C(O)-, KinbueBui aToM Cipku
HeobOB’sI3KOBO MOXE OYTU OKUCNEHMUI 3 YTBOPEHHSM
S-okcmpy(iB) i KinbLeBuiA aToMm a3oTy HeobOB'A3KOBO
MoXe OyTu okucrneHun 3 yTBopeHHsM N-okcuay, i e
BKasaHe Kinbue HeobOB's3KOBO MoXe OyTv 3amilleHe
1, 2 abo 3 3amicHVKamu, He3anexHo BUOpaHUMmu 3:
HITpOrpymu, UiaHorpynu, cynbdorpyny, dopmMiny,
rigpokciimiHomeTuny, C2-Ces-ankeHiny,
-CO-C1-Ce-arkiny, -COO0O-C4-Ce-ankiny,
TpuchTopmeTuny, -CONRPR’, -N(R”)COR®, rarorey,
rigpokcy, kapbokcu, Ci-Ce-arkiny [HeoboB'A3k0BO
3amMilleHoro 1 abo 2 3aMicHVMKaMK, He3anexHo
BubpaHummn 3 rigpokcn, -OCO-C1-Cy-arkiny, C1-Ce-
ankokcy, C4-Cs-ankokci-C1-Ca-ankokem, rigpokci-Cq-
Cys-ankoken, Co-Cs-ankeHinoken, -NHC(O)O-C4-Cy-
ankiny, -NHC(=NH)NR°R’, -NHC(O)NRR’, -
NHC(O)C1-Cs-arkiny, -NHC(O)retepouukniny, -
NHC(O)apuny, -NHS(O);) -C1-Cy- anklng -S(ng -Cs-
Csarkiny, -S(O)pNR®R’, -NHSO:R®, -NR°R’ i
retepouukniny], Cs-Ce- ummoanKmy, -O-C+-Ce-arkiny
(HeoboB’s13k0BO 3aMileHoro 1 abo 2 3amicHMKamu, siK
onucaro ans Cq-Ce-ankiny suLLe),
-S(O)p-C1-Cs-ankiny (HeoboB’sI3kOBO 3amiLlgHoro 1
abo 2 3amicHukamu, sik ormcaHo ana Cq-Ce-ankiny
BULLE), reTepouMKJ'uny, -NHC(O)O-C+-Cy-arnkiny, -
C(=NOR ;C1-C4 ankiny,
-C(=NOR")NR®R’, -S(O)p-C1-C4-aJ1K|nCONHR7 -
C(O)NHS(O)p-C1-Cq-arkiny 1 -NR®R”, ne Gymb-sika
apurnbHa abo retepouukniyHa rpyna B 6y,u,b SIKOMY i3
BKa3aHMX BUILE 3HA4YeHb Ans 3amicHukiB Ha R'a
HeoOOB'sI3KOBO MOXe OyTn 3amiweHa 1 abo 2
3aMiCHUKaMK, He3anexHo BubpaHumu 3 C1-Ca-arkiny
n Kap60KCI/I
R'b ABMSE coboto 10-4neHHe OiunknivHe
retepouukniyHe kinbue, sike Mictute 1, 2 abo 4
retepoatoMm, He3arnexHo Bubpani 3 S 1 N (3a ymoBswy,
WO Take Kinbue He MicTUTb 3B’A3kiB S-S), ge -CHo-
rpyna HeoboOB'sI3KOBO MoXe OyTu 3amiHeHa rpynoto -
C(O)-, i oe BkasaHe KinbLe He0BOB’A3kOBO MOXe ByTu
3amilleHe 1, 2 abo 3 3aMmiCHMKaMK, He3arneXHo
BMOpaHMMKM i3 3aMiCHUKIB, NepepaxoBaHuX AnNs R'a
BULLE;
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R'c siBnse coboto deHinbHe Kinbue, 3amiweHe 1, 2
abo 3 3amicHukamu, Hesane>|<Ho BUOpaHummn i3
SaMICHVIKIB nepeanOBame anaR'a BVILLl,e

R'd Bu6upatots i3 -CHoR'a i1 -C(O)Ra.

5. Crnonyka copmymm (1) abo ii chapmaueBTU4HO
I'IpVIVIHFlTHa cinb BianoBsigHo A0 6yab-SIKOro 3 MyHKTIB
1-4, pe R? BubumpatoTb i3 C1-Cy-arkiny, rarnoreHy i
LiaHorpyn.

6. Cronyka dopmynm (1) abo ii dapmaueBTU4HO
NPUIHSATHA CIJ'Ib BiANoBiAHO A0 GyOb-SIKOro 3 MyHKTIB
1-5, pe R® BubupaioTs i3 BogHiO, Ci-Cs-amkiny,
ranoreHy, uianorpymm i -CO-C1-Ce-ankiny.

7. Cronyka copmymm (1) abo ii capmaueBTU4HO
NPUIHSTHA CIJ'Ib BiANoBiAHO A0 GyAb-SIKOrO 3 MyHKTIB
1-6, ne R* BuGMpaiots i3 BopaHi, Ci-Cs-arkiny,
rarioreHy i LiaHorpynu.

8. Cronyka dopmynm (1) abo ii dapmaueBTU4HO
NPUMHATHA CiNb BIigNoBIAHO A0 Oyab-AKOro 3 MyHKTIB
1-7, ne:

R® HesanexHo B KOXKHOMY BWMNagKy BubupawTtb i3

BogH, C4-Cy-arkiny, Cs-Cy-ankeHiny, C3-Ce-
LKIioarnkiny, -C1-C4-ankinC(0O)O-C+-Cs-ankiny,
rigpokcy, amiHorpynu, -N[gi-C1-Cs-ankiny], C1-Cs-

arKokeu " -C1-Cs-arnkinrete poumkniny;

R’ HesanexHo B KOXXHOMY BWMNagKy BubupawTb i3
BOJHIO VI C4-Ce-ankiny;

a6o R® i R’ pa3oM 3 a30TOM, [0 S$IKOfO BOHMU
npuegHaHi, MOXyTb YyTBOptoBaTM 5- abo 6-4neHHe
reTepouyKkmiyHe kKinbue, HeoboB'sA3koBO 3amillgHe 1
abo 2 3amicHvkamu, He3anexHo BubpaHumm 3 C4-Cas-
ankiny.

9. Cronyka copmymm (1) abo ii dapmaueBTYHO
MPUIHATHA Cinb BiANOBIAHO A0 NyHKTY 1:

R
Y o N~
R2. N
WA
3 R4
R (1)
yﬂmm

R BM6|/|par0Tb|3Ra R R'c nR'd; ge

R'a sense co6oio nipuavHin, N-okconipuanHin,
nipuMiguHin, Tiazonin, Tiagiasonin, TeTpasonin,
imigasonin, TpuasuHin, niponiguHin, TieHin, dypaHin,
okcapiasonin, i3okcasonin, okcasonin abo niponin, ae
BkasaHe R'a Heo60B’sI3K0BO MOXe OyTn 3amiweHe 1,
2 abo 3 3amicHVKamu, He3arneXHo BUOpaHMu 3:
HITpOrpymu, UiaHorpynu, cynbdorpynu, dopmMiny,
rigpokciimiHomeTuny, C2-Ces-ankeHiny,
-CO-C1-Ce-arkiny, -COO0-C4-Ce-ankiny,
TpucbTopmeTuny, -CONR®R’, -N(R")COR®, raroreHy,
rigpokcy, kapbokcw, Ci-Ce-arkiny [HeoboB'A3koBO
3amMilleHoro 1 abo 2 3aMicHVMKaMK, He3anexHo
BubpaHummn 3 rigpokcn, -OCO-C1-Cy-arkiny, C1-Ce-
ankokcy, C4-Cs-ankokci-C1-Ca-ankokem, rigpokci-Cq-
Cy-ankoken, Co-Ca-ankeHinoken, -NHC(O)O -C1-Cy-
ankiny, -NHC(=NH)NR®R’,  -NHC(O)NR°R’,
NHC(O)C1-Cs-ankiny, -NHC(O)teTparigpodypariny, -
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NHC(O)deHiny, -NHS%O)P -C1-Cy- aruquyé -S(O)p C1
Cs-arxiny, S(O)pNR -NHSO,R®°, -NR°R’,

MopdoriHo, 1,3-giokco- 1 3-,u.|/|r|,u,po -2H-i3oiHgoniny 1
1,3-giokconaniny], uuknonponiny, -O-C1-Ce-ankiny
(HeoboB’sI3k0BO 3amileHoro 1 abo 2 3amicHMKamu, siK
ommcaHo ana Ci-Ce-ankiny Buwe), -S(O)p-C1-Cs-
ankiny (Heobom’siskoBo 3amiweHoro 1 abo 2
3amicHukamm, sk ormcaHo ana Cq-Ce-arkiny BuLle),
TeTpasoniny, 2-okco-1,3,4-okcagiasoniny, 1,2,4-
okcagiasoniny, MopdorniHo, nlnepa3|/|H|ny,
niponiguriny, -NHC(O)O-C+-Cy-ankiny, -C(=NOR’)C-

Ca-ankiny, -C(=NOR")NR®R, -S(0O)p-C+-Cs-
anK|nCONHR7 -C(O)NHS(O)p-C1-Cs-arkiny #n -
NR°R’;

ae Oynb-aKun deHin, TeTparigpodypaHin,
MOpPdOriHO, 1,3-giokco-1,3-gurigpo-2H-izoiHgonin,
1,3-miokconaHin, TeTpasonin, 2-okco-1,3,4-
okcagiasonin, 1,2,4-okcagiasonin, MopdoriHo,

ninepasuHin, niponiguHin, y 6yab-akomy i3 BKa3aHMX
BULIE 3HAaYeHb ANA  3aMicHukie Ha  R'a,
HeoOOB'sI3KOBO MOXe OyTM 3amiwenun 1 abo 2
3aMiCHMKaMK, He3anexHo BubpaHumu 3 C1-Ca-ankiny
" Kapbokey;

R'b sBnsie coboto XiHomiHim, nypuHin, 6eH3oTiazonin,
iHgonin, 4-OKCOXiHONIHIN, 2 7-HapTupuauHin - abo
XiHa3oniHin, i ae BkasaHe R'b HeoBOBR'3KOBO MOXeE
6yTn 3amiweHe 1, 2 abo 3 3amicHuKamu, Heaane>|<Ho
BMGPaHUMM i3 3aMiCHUKIB, mepepaxoBaHux Anst R'a
BULLE;

R'c siBnsie coboto deHinbHe Kinbue, 3amieHe 1, 2
abo 3 3amicHuKamu, HesarnexHo BMOpaHuMun i3
3aMICHI/IKIB nepepaxoBaHinx Ans R'a BULLE;

R'd BuGupatots i3 -CHzR'a 1 -C(O) R'a;

R? BUGMpaIoTb i3 MeTUMy, eTuny, i30Mporiny, Xropy i
LuaHorpynM

R® BUGMpaloTb i3 BOAHIO, METWUNY, eTUry, Xropy,
6pomy, uiaHorpynu i -COMe;

R* BMOUpalTb i3 BOOHIO, XJIOPY, METUny, etuny W
LuaHorpynm

R saBnsie coboto BoaeH abo MeTun;

R® HesarnexHO B KOXHOMY BUNagKy BUGMpaloTb i3
BoaHw, C4-Cs-ankiny, Cs-Ca-ankeHiny, umknonponiny,
-C4-C4-arkinC(0O)0-C4-Cy-ankiny, rigpokcu,
amiHorpynu, -N[aun-Cq-Cs-ankiny], C1-Cs-ankokecu n -
C1-Cs-ankinmopdoniHo;

R’ He3anexHO B KOXHOMY BUMafKy BUGMpaloTh i3
BOAHIO VI C1-Cy-arkiny;

a6o R® i R’ pasoM 3 as3oToM, OO $IKOr0 BOHU
npvedHaHi, MOXYyTb YyTBOptoBatTM ninepasuHin abo
MopdoniHO, HeoboB'sI3kOBO 3amiwleHun 1 abo 2
3aMicHUKaMK, He3anexxHo Bubpanumu 3 C1-Cy-ankiny;
p sBnsie coboto (He3anexHo B KKHOMY Bunaaky) 0, 1
abo 2.

10. Cnonyka cdopmymm (1) abo ii dapmaueBTUYHHO
NPUMHATHA Cinb BiQNOBIAHO A0 NyHKTY 1, BUOpaHa 3:
2-xnop-6-(4-{[(3,4-anxnop-5-me™n-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuanH-1-in)-N-
MeTOKCUNipumianH-4-kapOokcamiay;
2-xnop-6-(4-{[(3,4-anxnop-5-metnn-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuauH-1-in)isoHikoTHamiay;
1-[4-(amiHokap60HiN)-6-xnop-2-nipuanHin]-4-
ninepuaunHin 4-6pom-5-meTnn-1H-nipon-2-
kapbokcunary;
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1-{4-[amiHo(rigpokciimiHO )MeTun]-6-xnop-2-
nipuguHin}-4-ninepugunin - 3,4-guxnop-5-metmn-1H-
nipon-2-kapbokcunary;
2-6yTtokeu-6-(4-{[(3,4-anxnop-5-meTun-1H-nipon-2-
in)kap©oHin)amiHo}ninepuanH-1-in)isoHIKOTMHOBOT
KMUCIOTY;

2-(4-{[(3,4-anxnop-5-memn-1H-nipon-2-
in)kap©oHin)amiHo}nine puanH-1-in)-6-(2-

METOKCIE TOKCM)i30HIKOTUHOBOT KUCIIOTY;
2-(4-{[(3,4-pnxnop-5-meTnn-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-N-meTokcu-6-
(MeTuncynbdoHiN)isoHIKoTMHaMIAY;
2-(6yTunTio)-6-(4-{[(3,4-Anxnop-5-metn-1H-nipon-2-
in)kap©oHin]jamiHo}ninepuanH-1-in)nipyMignH-4-
KapbOHOBOI KMCINOTH;
2-(TpeT-6yT™MnTio)-6-(4-{[(3,4-Anxnop-5-meTnn-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)nipymigmH-
4-kapbOHOBOI KUCIIOTY;
2-(TpeT-6yTmn-6-(4-{[(3,4-gnxnop-5-metn-1H-nipon-
2-in)kap6oHinjamiHo}nine pugmH-1-in)nipumiguH-4-
KapOOHOBOI KMCMNOTH;
4-(4-{[(3,4-pnxnop-5-meTnn-1H-nipon-2-
in)kap©oHin]jamiHo}nine puanH-1-in)xiHomniH-2-
KapbOHOBOI KMCIOTH;
2-(4-{[(3,4-pnxnop-5-meTnn-1H-nipon-2-
in)kap©oHin]jamiHo}ninepuanH-1-in)-1,3-Tiazon-5-
KapbOHOBOI KMCIOTH;
2-(4-{[(3,4-pnxnop-5-meTnn-1H-nipon-2-
in)kap©oHin]jamiHo}ninepuauH-1-in)-1,3-Tiazon-4-
KapbOHOBOI KMCIOTH;
6-xrop-4-(4-{[(3,4-anxnop-5-me™n-1H-nipon-2-
in)kap©oHin]jamiHo}nine puanH-1-in)xiHoniH-2-
KapOOHOBOI KMCIOTH;
5-(4-{[(3,4-pnxnop-5-meTnn-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuanH-1-in)-N-
METOKCUHIKOTUHaMIy;
6-(4-{[(3,4-anxnop-5-me™n-1H-nipon-2-
in)kap©oHin]jamiHo}ninepuanH-1-in)nipuamH-2-
KapOOHOBOI KNCIOTH;

4-[(TpeT-6yTUnamiHo )kap6oHin]-2-(4-{[(3,4-onxnop-5-
mMeTun-1H-nipon-2-in)kap6oHinjamiHo}ninepuamH-1-
in)-1,3-Tiazon-5-kapboHOBOI KNCIOTH;
2-(4-{[(3,4-pnxnop-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}ninepnauH-1-in)-4-metmn-1,3-
Tia3os-5-kapboOHOBOI KACMOTK i
3-(4-{[(3,4-auxnop-5-metTnn-1H-nipon-2-
in)kap6oHin]jamiHo}nine puanH-1-in)6eH30MHOT
KMCIOTW.

11. Croci6 ogepxanHs cronykn chopmynm (1) abo it
papmMaLeBTUYHO MPUIAHATHOT comi (Oe 3MiHIBaHI
rpynu, SIKWWO creuianbHO He BKa3aHo iHaKLe, MaloTb
3Ha4YeHHs!, BKa3aHi B MyHKTi 1), AKuiA BKIOYae:
a) gna crnonyk doopmymm (1), y skux W siBnsie coboto
NR?®, B3aemopiio kucrotn coopmyrnm (2a):

R3 R4

R? T \
R (22)
(ne R* aBnse coboto BogeHs abo mpuaaTHy 3axmcHy

rpyny) abo ii akTuBoBaHOro NoxigHoro
3 amiHom cpopmymm (3a):

OH

R5
|

HN
\O\‘\.

abo
6) B3aemogito cronyku doopmynm (4a):

3i cnonykoto hopmymm (5a):
X-R', (5a)

e X sBnsie coboto rpyny, AKy BUTICHAIOTb;
B) Anst cronyk popmymnm (1), y skx W aBnse coboto

R' (3a)

(4a)

B3aemogito  kucrom  cdopmyrm  (2a) abo i
aKTMBOBAHOrO MoxXigHoro 3i crmptom popmynm (6a):

HO
U\'R

i noTiM, Npu HeoObXiaHoCTi:

i) nepeTtBopeHHs crionyku dopmym (1) B iHWY
crnonyky coopmymm (1);

i) BuganeHHs 6yab-sSKMX 3aXVCHUX rpym;

iii) yTBOpeHHs dhapMaLeBTUYHO MPUNRHATHOT COfi.

1
(6a)

12. Crnonyka cdopmymm (1) abo ii dapmaueBTUHHO
NPUMHATHA Cifb BIiANOBIAHO A0 OyAb-sKOro 3 MyHKTIB
1-10 gna 3actocyBaHHA B crnocobi TepaneBTUYHOro
niKyBaHHs roguHn abo TBapuHM.

13. Croci6 opepxaHHa aHTMDOakTepianbHOi fAii B
TENroKPOBHOI TBapwWHW, Takoi K TnoAuvHa, SKa
noTpebye Takoro MiKyBaHHs!, K1 BKIOYaE BBEOEHHS
BKa3aHin TBapuHi eMEeKTMBHOI KifbKOCTI CMOnyKu
dopmymm (1) abo i hapMaLeBTAYHO MPUAHATHOT COTi
BiAMoBiAHO Ao 6yab-skoro 3 nyHkTiB 1-10.

14. Cnoci6 iHribyBaHHa GaktepianbHoi [HK-ripasu B
TENroKPOBHOI TBapwHW, Takoi K TnoAuvHa, SKa
notpebye Takoro MiKyBaHHs!, SK1IN BKIOYaE BBEOEHHS
BKasaHin TBapuHi eMEeKTUBHOI KifbKOCTI CMOMNyKn
dopmymm (1) abo i hapMaLeBTAYHO MPUAHATHOT COri
BigMoBiaHo ao 6yab-akoro 3 nyHkTiB 1-10.

15. Croci6 nikyBaHHA 6GakTepianbHoi iHdekKuii B
TENroKPOBHOI TBapwWHW, Takoi K TnoAuMHa, SKa
noTpebye Takoro MiKyBaHHs, SSKUIN BKIOYaE BBEOEHHS
BKasaHi TBapuHi eMEeKTMBHOI KifbKOCTI CMOMNyKn
dopmymm (1) abo i dpapMaLeBTUHHO MPUAHATHOT COTi
BigMoBigHo Ao 6yab-akoro 3 nyHkTiB 1-10.

16. Crnonyka cdopmymm (1) abo ii dapmaueBTUYHO
NPUMHATHA CiNb BIiANOBIAHO A0 OyAb-AKOro 3 MyHKTIB
1-10 gnga 3acTocyBaHHS SIK NikapcbKkuiA 3aci6.
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17. 3acTtocyBaHHsi cronyku copmymm (1) abo i
¢dapMaueBTUHHO MPUWHATHOI coni  BigNoBigHO A0
Oygb-akoro 3 nyHkTiB  1-10 mpu  mpuroTyBaHHi
rikapcbKoro 3acoby ans OfepPXKaHHst
aHTMbakTepianbHOT Al B TEMIOKPOBHOI  TBapWHM,
TaKkoi K noguHa.

18. 3acTtocyBaHHsi cronyku copmymm (1) abo i
¢dapMaueBTUHHO MPUWHATHOI coni  BignoBigHO A0
O6ygb-akoro 3 nyHkTiB  1-10 mpu  MmpuroTyBaHHi
nikapcbkoro 3acoby ans iHribyBaHHA OakTepianbHoi
OHK-ripa3n B TenmnokpoBHOI TBapuHW, Takol $K
noAavHa.

19. 3acTtocyBaHHsi cronyku copmymm (1) abo i
¢dapMaueBTUHHO MPUWHATHOI coni  BigNoBigHO A0
Oygb-akoro 3 nyHkTiB  1-10 mpu  MpuroTyBaHHi
nikapcbkoro 3acoby anst nikyBaHHs ©OakTepianbHoi
iHbeKUiT B TENMOKPOBHOT TBAPWHK, TaKOT SIK MOAMHA.

20. Cnonyka copmymm (1) abo ii dhapmaueBTUHHO
NPUMHATHA Cifb BIiANOBIAHO A0 OyAb-AKOro 3 MyHKTIB
1-10 ansa 3acTocyBaHHsA npu ofepXKaHHi
aHTMbakTepianbHOT Al B TEMVIOKPOBHOI TBapPWHM,
TaKkoi K noguHa.

21. Cnonyka cphopmymm (1) abo ii dapmaueBTU4HO
NPUMHATHA Cifb BIiANOBIAHO A0 OyAb-AKOro 3 MyHKTIB
1-10 ansa 3acTocyBaHHsA npu iHriGyBaHHi
6akTepiansHoi [HK-ripasu B TeNnoKpoOBHOI TBapWHM,
Takoi K noguHa.

22. Cnonyka cpopmymm (1) abo ii dapmaueBTU4HO
NPUMHATHA Cifb BIiANOBIAHO A0 OyAb-sKOro 3 MyHKTIB
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1-10 ans 3acTocyBaHHA Mpw MiKkyBaHHi bakTepianbHoi
iHbeKUiT B TEMMOKPOBHOT TBAPWHK, TaKOT SIK NOAMHA.

23. ®dapmaueBTMdHa KOMMO3WLis, $Ka MICTUTb
cronyky dopmymm (1) abo ii dapmaueBTUYHO
NMPUMHATHY Cinb BIAMOBIAHO 00 OyAb-sIKOrO 3 MyHKTIB
1-10 i bapmaLeBTUHHO NMPUNHATHUIA pO3pimpKyBay abo
HOCIW.

24. ®apmaueBTM4HaA KOMMO3WLis, $Ka MICTUTb
cronyky dopmymm (1) abo ii dapmaueBTUYHO
NMPUMHATHY Cinb BiAMOBIAHO 00 OyAb-sIKOrO 3 MyHKTIB
1-10 y crionyveHHi 3 dapmMaueBTU4HO MPUNHATHUM
HarnoBHOBa4YeM abo HOCIiEM, AN 3aCTOCYBaHHA Mpu
ofepxaHHi aHTMbakTepianbHOi Aii B TEMIOKpOBHOI
TBapWHW, TaKoT SK NoanHa.

25. ®dapmaueBTMdHa KOMMO3WLis, $Ka MICTUTb
cnonyky dopmymm (1) abo ii dapmaueBTUYHO
NMPUMHATHY Cinb BIAMOBIAHO 00 OyAb-sIKOrO 3 MyHKTIB
1-10 y crionyveHHi 3 dapmMaueBTU4HO MPUNHATHUM
HarnoBHoBa4YemM abo HOCIEM AfA 3acCTOCYBaHHSI Mpu
iHriGyBaHHi 6akTepiansHoT OHK-ripa3n B
TENroKPOBHOI TBAPMHMW, TaKOT SK MoauHa.

26. ®dapmaueBTMdHaA KOMMO3WLUis, $Ka MICTUTb
cnonyky dopmymm (1) abo ii dapmaueBTUYHO
NMPUMHATHY Cinb BIAMOBIAHO 00 OyAb-sIKOrO 3 MyHKTIB
1-10 y crionyveHHi 3 dapmMaueBTUHHO MPUNHATHUM
HarnoBHOBa4YeM abo HOCIEM A 3aCTOCYBaHHSI Mpu
nikyBaHHi OakTepianbHOi iHEKLii B TemnnokpoBHOI
TBapWHW, Takofl AK nogvHa.

HOanmn  BuHaxia  cToCyeTbCsl  Cronyk, sk
nposiBNsoTb  aHTUbakTepianbHy Aitlo, crnocobiB ix
oJepXKaHHs, dpapMaueBTUYHUX KOMMO3UUIR, $Ki 1X

MICTATb 5K aKTUBHUI KOMTMOHEHT, TX 3aCTOCYBaHHS SK
nikapcbknx 3acobiB M iX 3acTocyBaHHS  ANA
NPUroTyBaHHS nikapCbkux 3acobiB Ans 3aCTOCyBaHHS
ana  nikyBaHHA  GakTepianbHux  iHdekuin  y
TENMOKPOBHUX TBApWH, TakMx siK rmoan. 3okpema,
OaHWI BUHaxig CTOCYETbCS CMOMyK, NpugaTHUX Ans
nikyBaHHs1 GakTepianbHUX iHEKLiA Y TEMMOKPOBHUX
TBapuH, Takux SK nogu, Oinbl  nepeBakKHO,
3aCTOCYBaHHS UMX CMOMyK Afs  MPUroTyBaHHS
nikapcbkunx 3acobiB AN 3acTocyBaHHA 419 NiKyBaHHS
GakTepianbHUX iHGEKLIA Yy TENMOKPOBHUX TBApWH,
TaKkuX SiK NI0au.

MixHapogHe TOBapuCTBO Mikpobiosoris
NPOAOBXYE BWCIOBMIOBATA CEpPHO3Hi  NOGOIOBaHHS
WOAO TOro, WO PO3BUTOK PE3UCTEHTHOCTI LITaMiB
MIKpOOpraHiamiB 4O aHTUOIOTKKIB MOXe MpMBECTU OO
BMHUKHEHHSI LUTamiB, MO BIiAHOLIEHHID OO SKUX
JOoCTyrHi 3apa3 aHTubakTepianbHi 3acobu OyayTb

HeedeKTVBHUMKU. Y UiNoMy, naTtoreHHi OGakTtepii
MOXYTb noainatuca Ha rpamno3nTUBHi n
rpamMHeraTuBHi naToreHHi MIiKpOOpraHiamu.

AHTUGIOTUKN, SIKi € e(PEKTUBHUMY SK MO BiJHO LLUEHHIO
OO TPaMno3WTMBHMX, TaK i [0 rpamHeraTMBHUX
NaToreHHUX MIKpOOpraHiamiB, 3BUYaMHO BBaXaloTb

aHTUbioTMKamMn  Wwmpokoro cnektpy gii.  Cronyku
3rigHO i3 JaHMM BUHaxo4oM € edEeKTUBHUMU SIK Mo
BiJHOLIEHHIO [0 rpaMrno3uTVBHUX, TaK i OO MEBHUX
rpamMHeraTMBHUX NaToreHHUX MiKpOOpraHi3miB.

"paMno3nTumBHi naToreHHi MiKpOOpraHiamu,
Hanpuknag, cTadifoKOKW, eHTEPOKOKWU, CTPENTOKOKU
1 MikobakTepii, € HaA3BMYaHO BaXXIMBUMU Y 3B'A3KY
3 PO3BUTKOM PE3UCTEHTHUX LUTaMiB, SAKi 5K BaXKO
nigaaloTbCa NiKyBaHHIO, TaK | BaXKO MigaalnTbCcs
niksigauii B nikyBanbHUX yCTaHOBaX MPU BUHWKHEHHI
crnanaxis Takoi iHgekuii. MNpuknagamn Taknx LWramis
€ Staphylococcus aureus, pes3uCTEHTHUA A0
metuuunivy (MRSA), ctadinokok, pe3ucTeHTHUn Ao
MeTuuuniHy, HedyTrmBuii o koarynasm (MRCNS),
Streptococcus  preutoniae,  Pe3NCTEHTHWA OO
neHiumniny, i Enterococcus faecium, skun mae
MHOXWHHY PE3UCTEHTHICTb.

MepeBaKHUM HaMbINbL KNiHIYHO eEKTUBHMM
aHTUBIOTMKOM ANt NiKyBaHHA TakuWX BUSIBIIEHUX
OCTaHHIM 4acoM Pe3UCTEHTHUX [PaMMO3UTUBHUX
naTtoreHHmx MiKpoOpraHiamis € BaHKOMILWH.
BaHkomiumH siBnsie cobGoto rnikonenTua i Moro Aaia
CYNPOBOMKYETBCS  PI3HMMM  BMAAMMW  TOKCUYHOCTI,
BKMOYaOUM  HePPOTOKCUYHICTL.  Binbw  TOrO,
HawbinbLw BaXMBUM Takox € PO3BUTOK
PEe3nNCTEHTHOCTI BaKTepii 4O BaHKOMILMHY W [0 iHLLIMX
rnikonenTuais. La PE3UCTEHTHICTb MOCTIHO
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NigCUIMIETHCH, WO  NpUBOAUTL A0  ICTOTHOro
3HWKEHHA e(PEKTUBHOCTI LMX 3acobiB npu JiKyBaHHI
3axBOPIOBaHb, BUKIMKaHUX rpamno3nTUBHUMM
naTtoreHHUMn  MikpoopraHiamamu. Takox  3apas
CMOCTEPIraeTbCA  MOCUMEHHS  PE3WUCTEHTHOCTI Mo
BiJHOWEHHIO [0 Takmx 3acobiB, $K [B-makTamw,
XIHOMOHM 1 Makponiau, siki 3acTOCOBYIOTbCA AN
NiKyBaHHS H(PEKLiN BEPXHIX AMXalbHUX LWAAXIB, SKi
TaKoX BUKTUKAOTbCHA MNEBHUMW FPaMHeraTuBHUMM
wtamamu, Bkrodatoum H.influenzae i M. catarrhalis.

Omke, AnNsS nogonaHHs Hebesnekn LIMPOKOro
MOLMPEHHA PE3UCTEHTHOCTI  MIiKpoOpraHiamis o
Garatbox nikapcbkux 3acobis, 3apas icHye notpeba B
PO3BUTKY HOBUX aHTUBIOTWKIB, OCOOMMBO Takux, siKi
abo malTb HOBWUIA MeXxaHi3M fii Ta/abo MicTATb HOBI
thapmMakopopHi rpynu.

lNpasa pe3okcupuboHykneiHoBoi kucrnot (OHK)
€ npefcTaBHUKOM ciMelcTBa Tonoisomepas tuny |,
SKi KOHTPOMIOTL TornororiyHuim ctad AHK y knituHax
[Champoux, J. J.; 2001. Ann. Rev. Biochem. 70: 369-
413]. Tornoisomepasu Tuny |l BUKOpPUCTOBYIOTL
eHeprito, AKa BUBINbHSAE npu rigponisi
apeHosuHTpudocatry (ATD), ana 3MiHu TOoMonorii
OHK wnaxom BBeAEHHA TUMYACOBUX OBOMAHLIOrOBUX
pospusis y OHK, kaTanisyioun mpoTsaraHHs radutora
Yyepe3 po3pvB i 3BOPOTHE BO33'€HAHHA NaHLIoriB
OHK. Y 6akrepin OHK-ripasa € HamBaxmvBilmM i
KOHCEpBaTUBHUM (DEPMEHTOM, TaKOX BOHa yHiKanbHa
cepen TonoisoMepas 3aBAsikM  CBOIM  34aTHOCTI
BHOCUTU HeratvBHi HagBuTkm B [OHK. ®depmeHT
CkrnagaeTbCcs i3 ABOX cyboauHWMUb, SiKi KOAylTbCS
gyrA 1n gyrB, ski ytBOptooTb A Bo-TeTpamepHui
komnnekc. A-cyboauHuus ripasm (GyrA) 3anydeHa B
3aivicHeHHs pospusy [HK i Bo33'eqHaHHs posipBaHoOi
OHK i BOHa MICTUTb KOHCEpPBATUBHUA 3anMLIOK
TUPO3UNHY, SIKUA YTBOPIOE TUMYACOBUA KOBaneHTHUN
3B'a30k i3 AHK npu Ti npoTaraHHi yepes3 pospus. B-
cyboguHnua  (GyrB) kaTanisye rigponia AT® i
B3aemogie i3 cyboauHuuero A Ons nepeTBOpPEHHSsI
eHeprii, fka BuWBINbHUNAcA npu rigponisi, y
KOHdOpMaUinHi 3MiHW (bepMeHTy, Lo [03BONSATb
3gincHuT  npotaraHHa  OHK  uepe3 pospuB i
BO33'eHaHHA posipsaHoi [HK.

IHWa KoHcepBaTBHA 1 BaXKfmBa TornoisoMepasa
™ny |l y 6akTepii, sky Ha3uBarTe Tonoisomepasa |V,
rOMOBHUM  YMHOM  BigrnoBigae 3a  po3AdineHHs
3B'I3aHMX, 3aMKHYTUX KPyroBux OakTepianbHuMx
XPOMOCOM, YTBOPEeHUX npu pennikadii. Lilen dpepmeHT
€ ayxke nofioHum po OHK-ripaswn i mae aHanoridHy
TeTpamepy CTPYKTypy, YTBOpeHy cyboauHuusamum,
romororivHumn go Gyr A n Gyr B. 3arambHa
ideHTYHICTb  nocnigoBHocTerM  MPK  ripasoto i
Tonoisomepasoto |V € Bucoko B GakTepiin pi3HMX
BuAiB. OMKe, cronyku, siKi HauineHi Ha Tonoizomepasu
™ny |l y GakTepiii, HagQalTb MOXIMBICTL iHriGyBaTH
OBi uini B kniTMHax, a came [OHK-ripasy ©
Tornoizomepasy IV; gk ue mae micue Ana iCHyRYUX
aHTMbakTepianbHUX 3acobiB  XiHOMOHOBOrO  TUMy
[Maxwell, A. 1997, Trends Microbiol. 5: 102-109].

OHK-ripaza € pobpe o06rpyHTOBaHOK MeETOI
aHTMbakTepianbHUX 3acobiB, BKIOYAKYM XiHONIOHM 1
KymMmapuHu. XiHOMoHW (Hanpwknag, uunpodpriokcalmH)
€ aHTubakTepianbHUMK 3acobamun LLMPOKOro CMEKTPY
hii, sk iHridytoTb yTBOpeHHss po3pumBy B [OHK i
BO33'€Hyl0dy aKTVBHICTb (epMeHTy 1 OroKytoTb
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KOBaNeHTHUA KOMMMeKC Mix cyboauHuueto GyrA n
OHK [Drlica, K., i X. Zhao, 1997, Microbiol. Molec.
Biol. Rev. 61: 377- 392]. lNpeacTaBHWKM LIbOro Kracy
aHTMbakTepianbHNX 3acobiB TakoX MOXYTb iHribyBaTu
Tornoizomepasy IV i, BHacnigok Uuporo, nepByHHA Linb
ONs uMx Cronyk BIOPI3HAETbCS 3anexHo Big BuAy
GakTepii. HesBaxawum Ha Te, WO XiHOMOHM €
edeKkTBHAMM  aHTubaKkTepianbHUMKM  3acobamu,
npote, y AeAKMX MIKpOOPraHiaMiB, BKMoYaloun S.
aureus # Streptococcus pneumoniae, po3BMBaETLCH
PE3NCTEHTHICTb A0 UMX Npenaparis, FOfIOBHUM YMHOM
LWNsIXoM MmyTauii UinboBux depmeHTiB (OHK-ripasu n
Tonoisomepasun IV) [Hooper, D. C, 2002, The Lancet
Infectious Diseases 2: 530- 538]. Kpim Toro, XiHONIOHM
AK XiMIYHU Knac pPEeYOBWH, BUKIUKAKOTb TOKCUYHI
noGiyHi Aii, BKMYa4n apTponartito, sika obmexye ix
3actocyBaHHa B giten [Lipsky, B. A. i Baker, C. A,,
1999, Clin. Infect. Dis. 28: 352-364]. Kpim Toro, ans
XIHOMOHIB OMMCaHa noTeHUiNHa KapAiOTOKCUYHICTb,
sika MPOrHO3yeTbCsl Ha OCHOBI ModoBxeHHs QTc-
iHTepBany.

IcHye pekinbka BiAOMWUX NPUPOOHUX MNPOAYKTIB-
iHriditopis  [AHK-ripasun, siki koHkypytoTb i3 AT® 3a
3B'A3yBaHHA i3 cyboguHuueto Gyr [Maxwell, A. i
Lawson, D.M. 2003, Curr. Topics in Med. Chem. 3:
283-303]. KymapuHn sBnsitoTb cOBOK NpOAyKTW, SiKi
3ycTpivalotbCcs B mpupogi, BuaineHi 3 Streptomyces
spp., Hampuknag, HoBoOiouwH, XxropobiounH i
KymepmMmiumH A1. HeaBaxatoum Ha Te, IO Ui CMOSyKKN €
epeKTMBHUMI iHriGiTopamu OHK-ripa3n, X
TepaneBTUYHa KOPUCHICTb OOMEXYETHLCA TOKCUYHICTIO
B €yKapioT, a TakoX [MOraHMM MPOHUKHEHHAM Y
rpamHeratveHi 6akTepii [Maxwell, A. 1997, Trends
Microbiol. 5: 102- 109]. IHWMM Knacom Crnonyk, ki
3ycTpivaloTbCs B MPMPOAI, HaLineHnx Ha cyboanHnLo
GyrB, € uuknoTianiguHu, siki BugineHi 3 Streptomyces
filipensis [Watanabe, J. i iH., 1994, J. Antibiot. 47: 32-

36]. HesBaxawun Ha CWUMbHY aKTUBHICTL MO
BigHoweHHio ao [OHK-ripasn, uuknoTianignH €
rnoraHMMm  aHTubakTepianbHuMm  3acobom,  sKuiA

NPOSIBNSIE aKTUBHICTb TifMbKM MO BiQHOLUEHHIO [0

Oeskux BUaiB eybakrepin [Nakada, N,
1993 Antimicrob. Agents Chemother. 37: 2656-
2661].

3 piBHS TexHikv BiOOMi CWMHTETWYHI iHriGiTOpMK,
HauineHi Ha B-cy6oaunuuto OHK-ripasn. Hanpuknapg,
[y mikHapogHii mateHTHin 3asBui WO 99/35155]
onncaHi KymapuH-BMICHI CrONyKW, [y naTeHTHIN 3asaBui
WO 02/060879] onucai 5,6-6iLmKniyHi
reTepoapomMatuyHi Cronyku, a [B MaTeHTHIN 3asBLi
WO 01/52845 (natent US 6,608,087)] ommcaHi
CMonyKun nipasony.

Hamn GyB BIigKpWUTWIA HOBWUI KNac Cronyk, siki
npuaatHi Ans iHridysaHHa JHK-ripasw.

Takum 4uHOM, [JdaHuid BuHaxig 3abeanevye
cnonyky dopmymm (1) abo i drapmaueBTUHHO
NPUAHATHY Cinb;

R
Y N
RA. N :
.
R et

{1}
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y SKin:

W siBnsie coBoto O abo NR;

Y saBnse coboto BogeHb;

R’ BMGUpatoTh i3 R1a, R1b, R1c, R1d, R'e it R1f;

R'a sBnsic coBolo 4-X - 7-MU UnieHHe HacuyeHe,
4acTKOBO HeHacuyeHe abo HeHacuyeHe
reTepouukriyHe kinbue, ske mictute 1, 2, 3 abo 4
retepoatomu, HesanexHo BubpaHux 3 O, S n N (3a
YMOBM, LU0 Take Kinbue He Mictutb 3B'a3kiB O-O abo
S-S), pe —CHy- rpyna HeoboB'sizkoBO Moxe OyTu
3amiHeHa rpynoto -C(O)-, KinbueBui aToM Cipku
HeobO0B'A3KOBO MOXe BYTW OKUCIEHWI 3 YTBOPEHHAM
3-okcmay(iB) i KinbLEeBUN aToM a30Ty HeOOOB'A3KOBO
MoXe OyTu okucrneHun 3 yTBopeHHsM N-okcuay, i e
BKasaHe KinbLie HeobOB'A3KOBO Moxe OyTv 3amilleHe
1,2 abo 3 3amicHUKaMu, He3anexxHo BMOpaHMuU 3:

HITpOrpymu, UiaHorpymu, cyrnbdorpynu, opminy,
rigpokciimiHomeTuny, Cx-Ces-ankeHiny, Co-Ce-ankiHiny,
-CO-C1-Ce-arnikiny, -COO-C1-Ce-arnkiny
(HeoboB'A3k0BO 3amieHoro -COO-Cq-Ce-ankinom),
TpucptopmeTuny,  -CONR®R’,  -OCONRPR’,
N(R)COR®, ~ -CONHCH(CO.R"R®,  rarorey,
rigpokcy, kapbokcn, Cq-Ce-ankiny [HeoboB'si3k0BO
3amMilleHoro 1 abo 2 3aMicHUKamK, HesaneXHo
BMOpaHMMM 3 TigpOKCW, ranoreHy, uiaHorpymm,
HiTporpymn, -COO-C4-Ce-arkiny, -OCO-C1-Ce-ankiny,
C1-Cg-ankokcn, C1-Cys-ankokcu-C1-C4-ankokcu,
rigpokcun-C1-C4-ankokcu-, Co-Cys-arnkeHinoken,
TpucbTopmeTuny, -CONR®R’, kap6okcn, -NHC(O)O-
C+-Cs-arkiny, -OCONR®R’, -C(=NOH)C+-Cu-arnkiny, -
C(=NOH)NR®R”, -NHC(=NH)NR®R’, -NHC(O)NR°R’,
-NHC(O)C+-Cs-ankiny, -NHC(O)retepouukniny,
NHC(O)apwny, -NHS(O)P-C1-C4-anKin¥, -S(Oe)p-C1-
Csarkiny, -S(O)pNR°R’, -NHSO:R®°, -NR°R’ i
retepouukniny], Cs-Ce-uuknoankiny (HeoboB'si3koBO
3amiweHoro 1 abo 2 3amicHukamu, Bu6paHummn 3 Cq-
Ce-ankiny n HeoOOB'A3KOBMX 3aMICHUKIB, OMUCaHUX
ana Cq-Ce-ankiny B gaHomy BuHaxogi suwe), -O-C+-
Ce-ankiny (HeoboB'a3koBo 3amiweHoro 1 abo 2
3amicHuKkamu, sik ormcaHo ansa Cq-Ce-ankiny B gaHomy
BUHaxogi BULLE), -S(0O)p-C1-Cs-ankiny
(Heo6oB'A3k0BO 3amileHoro 1 abo 2 3amicHukamu, sk
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
Buwe), retepouukniny, apwny, -NHC(Q)O-Ci-Cy-
ankiny, -C(=NOR’)C1-Cq-arkiny, -C(=NOR")NR®R’,
S(0O)pNR°R’, -S(0)p-C1-C4-arkinCONHRY,
NR’S(O)pNR°R’, -NR’S(0)p-C+-C4-arkiny,
NR7S(O)p-apV|ny, -C(O)NHS(O)p-C+-Cs-anxiny,

C(O)NHS(O)p-apuny, -NR®R’, -CH,CH(CO.R®)OH, -
C1-C4-anKinCHgNR6R7)C02R6 i -C1-Cs-
ankinCH(NR®R")CO(NR®R);

e byab-ska apunbHa abo reTepoumkniyHa rpyna
B OyAb-AkOMYy i3 BKkasaHMX BMWLIe 3Ha4YeHb And
3aMiCHMKIB Ha R'a HeOGOB'SI3KOBO MOXe oytn
3amiwleHa 1 abo 2 3amicHMKamMu, HesaneXHo
BubpaHummn 3 C4-Cg-ankiny, Co-Cy-ankeHiny, Co-Cs-
arnkininy, rigpokey, C1-Cys-arnkokeu, ranoreHy,
LiaHorpymm, HiTporpynu, kap6okcu, rigpokcn-Cq-Ca-

ankin-, Cq-Cs-ankokcn-C1-Cg-arkin-, rano-C¢-Cs-
ankin-, avdTopmeTuny, TpucpTopmeTUny,
TpudptopmeToken, dopminy, -CO-Cy-Cg-ankiny, -

COO-C4-Cy-ankiny, -C(O)NHz, -C(O)NHC-Cys-ankiny,
-C(O)N[an-C+-C4-arnkiny], -S(O)2NH2, -S(O)2NHC-C4-
ankiny n -S(O)2N[au-C1-Cs-ankiny];
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R'o sBrnse cobow 8-mMu - 10-TM ureHHe
GiLmKnivYHe reTepouuknivyHe Kinbue, ke mictutb 1,2,3
abo 4 retepoatomu, He3arnexHo BubpaHux 3 O, S N
(32 ymoBW, WO Take KinbLe He MicTuTb 3B'A3kiB O-O
abo S-S), ge —CHz- rpyna Heo60B'A3k0BO MOXe ByTu
3amiHeHa rpynoto -C(O)-, KinbueBui aToM Cipku
HeoboB'A3KOBO MOXXE OYTW OKUCNEHUI 3 YTBOPEHHSM
S-okcmpy(iB) i KinbLeBWiA aTOM a3oTy HeOOOB'A3KOBO
MoXe OyTu okucrneHun 3 yTBopeHHsM N-okcuay, i e
BKasaHe KinbLie HeobOB'A3KOBO Moxe OyTV 3amilleHe
1, 2 abo 3 3amicHvKamu, He3anexHo BUOpaHUMK i3
3aMicHukiB, nepepaxoBaHux Ana R'a suwe; RV aBnse
coboto beHinbHe kinbue, 3amiweHe 1, 2 abo 3
3aMiCHUKaMK1, He3anexXHo BUOpaHMMK i3 3aMICHUKIB,
nepepaxoBaHux ons R'a Bue;

R'd Bubupaots i3 -CHR'a, -C(O)R'a -OR'a
S(0)qR'a (ae q sBnsie coboto 1 abo 2);

R'e BMGUpaTbL i3 -CH2R1b, -C(O)R1b, -OR1b,
S(0)qR'b (ae q sBnsie coboto 1 abo 2);

R'f Bubupatots i3 —CHyR'c, -C(O)R'c —OR'c,

S(0)qR'c (ge q siensie coBoto 1 abo 2);
R? Bubupaote i3 BogHw,  C-Cs-ankiny,
uvknonponiny,  Co-Cs-ankeHiny, Co-Cs-ankiHiny,

raroreHy, uiaHorpynu, dTopmMeTuny, AvpTopmeTuny
n TpucdptopmeTuny; R Bubupatots i3 BogHo, C1-Cs-
ankiny, uwmknonponiny, Co-Cg-ankeniny, Cz-Cy-
arnkininy, ranorey, rigpokey, LiaHorpynm,
dTopMmeTUny, AndTopmeTuny TpudTopmetuny, -CO-
C1-Ce-ankiny 11 C1-Ce-ankokcu;

R* BnbupatTb i3 BogHw, C1-Cg-ankiny, Co-Cy-
ankeHiny, C2-Cs-arnkiHiny, HiTporpynu, rigpokcu,
ranoreHy, uiaHorpynu, Cs-Ce-umknoankiny, -Ci-Ce-
ankin-Cs-Ce-Luuknoarnkiny, rano-C+-Cg4-ankin-,
andptopmeTuny, Tpudptopmetuny, -CO-C4-Ce-arkiny
n C1-Ce-ankokcy; R° He3anexHo B KOXXHOMY BUMagKy
BUbupatTb i3 BogH, Ci-Cs-ankiny, Cs-Cs-ankeHiny,
Cs-Ce-uymknoarnkiny, -C1-Cs-ankinC(O)0O-C1-Cs-ankiny,
rigpokcy, amiHorpynmn, -NHC+-Cy4-ankiny, -N[gn-C4-Cas-
ankiny], C1-Cs-ankoken, C1-Cs-ankoken-C1-Cy-
ankokcu, C1-Cys-ankokcu-C1-Cy4-ankokcun-C1-Cy-
ankokcu, Cq-C4-ankokcu-C1-Cy-arnkin-, C1-C4-ankinTio-

C1-Cy-arnkin-, rinpokcu-C1-Ca-arnkin-, -C1-Cy-
ankinNHz, -C4-Cs--ankinNHC1-Cg-ankiny, -C4-Cas-
ankinN[au-C4-Cg-arnkiny] n -C1-Cy-

ankinreTepouukniny; R’ HesarexHo B KOXHOM
Bunaaky BMbupatoTh i3 BogHo n C1-Ce-ankiny; abo R
n R’ pasom 3 a3oToM, OO SKOTO BOHW MpUEOHaHI,
MOXYTb yTBOptoBaTM 5-T1 abo 6-TM  uneHHe
reTepouukriyHe KinbLue, HeoOOB'A3kOBO 3aMileHe 1
abo 2 3amicHvKamu, HesanexHo BubpaHumm 3 C1-Ca-
ankiny, C1-C4-ankeHiny, C2-Cas-arnkininy, rinpokcu, Cq-
Cy-ankokcn, rarnoreHy, LiaHOrpynu,  HiTporpymm,
kapbokecw, rigpoken-C1-Ca-arkin-, C1-C4-ankokcu-Cq-
Cy-arkin-, rano-C+-Cg4-ankin-, audtopmeTuny,
TpudpTopmeTuny, TpudptopmeToken, dopminy, -CO-
C1-Csankiny, -COO-C1-Cs-ankiny, -C(O)NH,
C(O)NHC1-Cs-arkiny, -C(O)N[gn-C1-Cs-ankinyl,
S(O)2NH2, -S(O)2NHC-Cs-ankiny, S(O)2N[an-C1-Cs-
ankiny] n -S(O)p-C1-Ca-ankiny;

R® BubupatoTsb i3 BogHio 1 C1-Cy-ankiny; p ABnse
coboto (HesanexxHoO B KoKHOMY Bunagky) 0,1 abo 2.

B noganbliomy BapiaHTi 34iMCHEHHS BuHaxody
3abesnevyetbca crnonyka dopmymm (1) abo i
¢apMaLeBTUHHO NPUAHATHA Cifb, Y AKIN:

W siensie coBoto O abo NR;
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Y siBnsie coboto BogeHb abo MeTur;

R’ BMGUpatoTh i3 R1a, R1b, R1c, R1d, R'e i1 R1f;

R'a sBnsic coBoto 4-X - 7-MU UneHHe HacuyeHe,
YacTKOBO HeHacuyeHe abo HeHacunyeHe
reTepouukniyHe kinbue, ske mictute 1,2,3 abo 4
retepoatomu, HesanexHo BubpaHux 3 O, S n N (3a
YMOBM, LIO Take kinbue He Mictutb 3B'a3kiB O-O abo
S-S), me BkasaHe Kinbue 3amiweHe 1,2 abo 3
3aMiCHUKaMK, He3arneXxHo BMOpaHumu 3:

HiTporpymu, uiaHorpymm, C»-Ce-ankeHiny, C2-Ce-
ankiHiny, -CO-C1-Ce-arkiny, -COO-C1-C6-anKin¥, -O-
Ci-Ce-arkiny, Tpudtopmetuny, -CONRR’,
OCONR®R’, -N(R")COR®, -CONHCH(COzR")R®,
ranoreHy, rigpokcu, kapbokey,

C1-Ce-ankiny [HeoboB'sizkoBo 3amiweHoro 1 abo
2 3aMicHVKamu, He3anexHo BuOGpaHuMK 3 Tigpokcy,

ranoreHy, uiaHorpynu, Hitporpynu, -COO-C1-Ce-
ankiny,  -O-Cq-Ce-arkiny, Tpucptopmetuny, -
CONR®R’, «kapbokey, -NHC(O)O-C-Cs-ankiny, -

C(=NOH)C1-Cs-arkiny, -C(=NOH)NR®R’, -S(O)p-C+-
Cs-arkiny, -S(O)PNR®R’, - NR°R’, i reTepouukniny
{Heo60B'A3k0BO 3amiweHoro 1 abo 2 3amicHukamu,
HesanexHo BubpaHumn 3 Cq-Cy-ankiny, Cz-Cy-
ankeHiny, C2-Cs-ankiHiny, rigpokcy, C1-Cs-ankokcwy,
ranoreHy,  uiaHorpynu,  HiTporpynu,  kapbokcwy,
rigpokcn-C1-Ca-ankiny, C4-C4-ankokcun-C1-Cy-ankiny,
rano-C1-Cy4-ankiny, audptopmeTuny, TpudtopmeTuny,
TpudptopmeToken, opminy, -CO-Cq-Cs-ankiny,
COO-C4-Cy-ankiny, -C(O)NHz, -C(O)NHC-Cy4-ankiny,
-C(O)N[an-C+-Cy-arnkiny], -S(O)2NH2, -S(O)2NHC+-Cy-
ankiny, -S(O)N[gn-C1-Cg-ankiny] n -S(O)p-C1-Cs-
ankiny}], retepouukniny [Heo60B'A3KOBO 3aMilLEHOro
1 abo 2 3amicHukamu, He3anexxHo BubpaHumu 3 Cq-
Cs-ankiny, Co-Cs-ankeHiny, Co-Cs-ankiHiny, rigpokcy,
C1-Cs-ankokcm, ranoreHy, LUiaHOrpynu, HiTporpymm,
kapboken, rigpoken-Cq-Cg-ankiny, Ci-Cs-ankokcun-Ci-
Cy-arnxiny, rano-C1-Cg-ankiny, andTopmeTuny,
TpudpTopmeTuny, TpudtopmeToken, dopminy, -CO-
C1-Csankiny, -COO-C1-Cs-ankiny, -C(O)NH,
C(O)MHC1-Cs-arkiny, -C(O)N[au-C1-Cs-ankiny],
S(O)2NHz, -S(O)2NHC1-Cy-ankiny, -S(O)2N[an-C1-Cy-
ankiny] n -S(O)p-C1-Cs-ankiny],

apuny [Heo6oB'A3koBO 3amiweHoro 1 abo 2
3aMmicHUKaMK, He3arnexHo BubpaHumun 3 C1-Ca-ankiny,
Co-Cy-arkeHiny, Co-Cy-arkininy, rigpokcu, Cq-Cs-
ankokcw,  ranoreHy,  uiaHorpymu,  HiTporpymnm,
kapboken, rigpoken-Cq-Cg-ankiny, Ci-Cg-ankokcun-Ci-
Cy-arnxiny, rano-C1-Cg-ankiny, andTopmeTuny,
TpudpTopmeTuny, TpudTopmeTokeH, dopminy, -CO-
C1-Csankiny, -COO-C4-Cs-ankiny, -C(O)NH,
C(O)NHC1-Cs-arkiny, -C(O)N[gn-C1-Cs-ankinyl,
S(O)2NHz, -S(O)2NHC+-Cy4-ankiny, -S(O)N[gn-C1-Cas-
ankiny] wn -S(O)P-C1-C4-an|<iny], -NHC(Q)O-C1-Cs-
ankiny, -C(=NOR")C1-Cg-arkiny, -C(=NOR’)NR°R’, -
S(O)p-C1-Cy-arkiny  (HeODOB'SI3KOBO  3aMiLLEHOro
rinpokcu), -S(0)pNR°R’, -S(0)p-C1-Cs-
ankinCONHR?, -NR’S(O)pNR®R’, -NR’S(O)p-C1-Cs-
ankiny, -NR’S(O)p-apuny, -C(O)NHS(O)p-C+-Cq-
ankiny, -C(O)NHS(O)p-apuny, -NR°R’, -
CHoCH(CO2R®)OH, -C4-C4-apunyCH(NRR)CO2R® i
-C4-C4-arkinCH(NR®R")CO(NR®R’);

R'b sBnse coBolo 8-mu 10-TM  uneHHe
GiLMKniYHe reTepouukniyHe Kinbue, sike mictute 1, 2,
3 abo 4 retepoatomu, He3arnexHo BubpaHux 3 O, S i1
N (3a ymoBM, WO Take KinbLe He MICTUTb 3B'A3kiB O-O
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abo S-S), ge BkasaHe kinbue 3amiweHe 1, 2 abo 3
3aMiCHUKaMK1, He3aneXHo BUOpaHMMK i3 3aMICHUKIB,
nepepaxoBaHux ons R'a BULLE;

R'c sBnsie coboto deHinbHe Kinbue, 3amiweHe 1,
2 abo 3 3amicHuKamu, HesanexHo BuOpaHMMK i3
3aMiCHuKIB, MepepaxoBaHux Ans R'a BULLE;

R'd BMGUpaTbL i3 -CH2R1a, -C(O)R1a, -OR1a,
S(0)qR'a (ae q sBnsie coboto 1 abo 2);

R'e Bubupaiots i3 -CH:R'p -C(O)R'b, -OR'b,
S(0)qR'b (ae q sBnsie coboto 1 abo 2);

R'f BUGUpaTL i3 -CH2R1C, -C(O)R1c, -OR1C,
S(O)q2R1c (oe q sBnsie coboto 1 abo 2);

R Bubupaote i3 BogHw, C-Cs-ankiny,
uvknonponiny,  Co-Cs-ankeHiny, Co-Cs-ankiHiny,
rarioreHy, pTopmeTUny, audtopmeTuny n
TpudpTopmeTuny;

R® Bubupaote i3 BogHwo, C-Cs-ankiny,
uvknonponiny,  Co-Cs-ankeHiny, Co-Cs-ankiHiny,
raroreHy, rigpokcu, UuiaHorpymn, — dTopmMeTuny,

andptopmeTuny Tpudtopmetuny, -CO-C4-Ce-ankiny 1
C1-Cs-ankokcu;

R* BuGupatoTe i3 BoaHi, Ci-Cy-ankiny, Cz-Ca-
ankeHiny, C2-Cs-arnkiHiny, HiTporpynu, rigpokcu,
ranoreHy, uiaHorpynu, Cs-Ce-umknoankiny, -Ci-Ce-
ankin-Cs-Ce-Luknoarnkiny, rano-C1-Cy4-arkiny,
andptopmeTuny, Tpudptopmetuny, -CO-C4-Ce-arkiny
11 C1-Ces-ankokcu;

R® He3amnexHo B KOXHOMY BUMaJKy BUGMPaIoTb i3
BoaHo, Cq-Cs-arkiny, Cs-Ce-umknoarnkiny, -Ci-Cy-
ankinC(O)O-C1-Cs-arkiny, rigpokcy, amiHorpynm, Cq-
Cys-ankoken, Ci-Cy-ankokcun-Cq-Ca-ankokcn, C1-Cy-
ankokcmn-C1-Cs-ankokeu-C1-Cy-ankokem, C1-Cs-
ankokcu-Cq-Cg-arkiny, Cq-Cg-ankinrio-C1-Cy-ankiny,
rigppokcn-C1-Cy-ankiny, -Cq-Cg-arkinNHz,  -C4-Cys-
ankinNHC4-Cg-ankiny, -C1-C4-ankinN[gn-C1-Cgs-
ankiny] n -C1-Cs-ankinretepouukniny;

R’ He3anexHO B KOXXHOMY BuMagky BuOMpatoTh i3
BoAH0 11 C1-Ce-arnkiny;

abo R® i1 R” pa3om MoxyTb yTBOptoBaTH 5-T1t abo
6-TW uneHHe reTepoLuKIivyHe KinbLe, HeobOoB'A3KOBO
3amilleHe 1 abo 2 3amMicHuMKaMu, HesaneXHo
BubpaHumm 3 C4-Cg-ankiny, Ci-Cy-ankeHiny, Co-Cs-
arnkiuiny, rigpoKey, C1-Cys-arnkokeu, ranoreHy,
LiaHorpymm, HiTporpynu, kap6okcu, rigpokcn-Cq-Ca-
ankiny, C1-Cs-ankokcu-C+-C4-arkiny, rano-Cq-Cs-
ankiny, audtopmeTuny, TpucpTopmeTUny,
TpudptopmeTokewn, opminy, -CO-Cq-Cs-ankiny,
COO-C4-Cy-ankiny, -C(O)NHz, -C(O)NHC-Cy4-ankiny,
-C(O)N[au-C1-Cs-arnkiny], -S(O)2NHz, -S(O)2NHC+-Cs-
ankiny, -S(O)N[gn-C1-Cg-ankiny] n -S(O)p-C1-Cs-
ankiny;

R® BU6MpaloTh i3 BoAHIO 11 C1-Cy-ankiny;

p sBnsie coboto (He3anexHoO B KOXKHOMY BUMNaAKy)
0,1 abo 2.

Takum 4YuHOM, [OaHui
cnonyky dopmymm (1) abo
NPUMAHATHY Cinb; Y IKOMY:

W siensie coBoto O abo NR;

Y saBnse coboto BogeHb;

R' BMGUpatoTh i3 R1a, R1b, R1c, R1d, R'e it R1f;

R'a sBnsic coBolo 4-X - 7-MU UrnieHHe HacuyeHe,
4acTKOBO HeHacuyeHe abo HeHacuyeHe
reTepouukriyHe kinbue, ske mictute 1, 2, 3 abo 4
retepoatomu, HesanexHo BubpaHux 3 O, S n N (3a
YMOBW, LIO Take kinbue He mMictutb 3B'a3kiB O-O abo

BMHaxig 3abesnedye
il dapmaueBTU4HO
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S-S), pme BkasaHe Kinbue 3amiweHe 1,2 abo 3
3aMiCHVKaMW, He3arneHo BUOpaH MK 3:

HiTporpymu, uiaHorpymm, Ciq-Ce-ankeHiny, C»-Ce-
ankiHiny, -CO-Cq-Ce-ankiny, -COO-C1-Ce-ankiny
(HeoboB'A3k0BO  3amiweHoro -COO-C-Ce- aJ‘IKIJ'IOM)
TpucbTopmeTury,  -CONRPR’, -OCONR°R’,
N(R')COR®,  -CONHCH(CO2R")R®, ranoreHy,
rigpokcy, kapbokcn, Cq-Ce-ankiny [HeoboB'si3k0BO
3amMilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMOpaHMMM 3 TiQpOKCW, ranoreHy, LUiaHorpynu,
HiTporpymn, -COO-C+-Ce-arkiny, -OCO-C1-Ce-ankiny,
C1-Cg-ankokcu, C1-Cys-ankokcu-C1-C4-ankokcm,
rigpokcn-C1-Ca-ankokem, C,-Cs-ankeHinoken,
TpucbTopmeTuny, -CONR®R’, kap6okcu, -NHC(O)O-
C+-Cs-arkiny, -OCONRPR’, -C(=NOH)C+-C4-arki 6y
C(= NOH)NRGR7 -S(O)p -C1-Cy4-arkiny, -S(O)pNR°R

NHSO.R®, -NR°R’ i revepouukniny], Co- Ce-
uukroarnkiny (HeoboB'siskoBo 3amiweHoro 1 abo 2
3amicHukamu, BubpaHumm 3 Cy-Ce-arkiny n

HeoboB'A3KOBMX 3aMicHUKIB, onucaHux ans Cq-Ce-
ankiny B gaHomy BuHaxogi Buue), -O-C-Ce-ankiny
(Heo6oB'sA3k0BO 3amilleHoro 1 abo 2 3amicHUkamMm, sk
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
BULLE), -S(O)p-C1-Cs-arkiny (HeoboB's13k0BO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onmMcaHo Ans
C1-Ce-arkiny B AaHOMy  BMHaxodi  Buwe),
reTepou,MKnlny, apuny, -NHC(O)O-C4-Cs- anKmy,
C(=NOR 3c1-c4 ankiny, -C(=NOR")NR® R7
S(O)pNR°R -S(O)p-C1 -C4-ankinCONHR’,
NR7S(O)pNR6R7 -NR’S(0)p-C+-C4-arkiny,
NR’S(O)p-apuny, -C(O)NHS(O)p -C1-Cy-arnkiny,
C(O)NHS(O)p-apuny, -NRGR -CH2CH(CO2R®)OH,
C1-Ca-ankinCH(NR *R")CO2R® -C1-Cs-
ankinCH(NR®R CO(NR6R7)

e byab-ska apunbHa abo reTepoumknivyHa rpyna
B OyAb-skOMYy i3 BKasaHWX BMWLIe 3Ha4YeHb And
3amicHukiB Ha R'a HeoboB'siskoBO Moxe OyTu
3amiwleHa 1 abo 2 3amicHuMKamMu, HesaneXHo
BubpaHummn 3 C4-Cg-ankiny, Co-Cy-ankeHiny, Co-Cs-
arnkininy, rigpokey, C1-Cs-arnkokeu, ranoreHy,
LiaHorpymm, HiTporpynu, kap6okcu, rigpokcn-Cq-Ca-
ankiny, C1-Cs-ankokeu-C+-Cg-ankiny, rano-Cq-Cs-
ankiny, audtopmeTuny, TpudpTopmeTUny,
TpudptopmeToken, opminy, -CO-Cq-Cs-ankiny,
COO-C4-Cy-ankiny, -C(O)NHz, -C(O)NHC-Cys-ankiny,
-C(O)N[au-C1-Cs-arnkiny], -S(O)2NHz, -S(O)2NHC+-Cs-
anKmy 1 -S(O)H[an-C1-Cs-ankiny];

R'o sBnse coBow 8-mu 10-Tm  uyneHHe
GiLMKnivYHe reTepouuknidyHe Kinbue, sike mictute 1, 2,
3 abo 4 retepoatomu, He3arnexHo BubpaHux 3 O, S i1
N (3a ymoBM, WO Take KinbLe He MICTUTb 3B'A3kiB O-O
abo S-S), ge BkasaHe kinbue 3amiweHe 1, 2 abo 3
3aMiCHUKamu, HesanexHo BVI6paHMMI/I i3 3aMmicHukiB,
nepepaxoBanux Ans R'a suwe; R'c sense coboto
deHinbHe Kinbue, 3amiweHe 1, 2 abo 3 3amicHukamy,

n

He3aneXHo BVI6paHMMVI i3 3aMiCHUKIB,
nepeanOBame ans R'a BULLE;
R' d BMBMpatots i3 -CH;R'a, -C(O)R'a, -OR’a,

S(0)qR'a (ae q sBnsie coboto 1 a6o 2);

R1e BMBMpatoth i3 -CH2R'd -C(O)R'b, -OR'b,
S(O)qR b (ge q saBnse coboto 1 a6o 2);

R'f Bm6mpar0Tb i3 -CHR'c, -C(O)R'c, -OR'c,
S(0)qR'c (ne q siensie coBoto 1 abo 2);

R? BuGMpaloTb i3 BoaHl, C1-Cg-arnkiny,

uvknonponiny,  Co-Cs-ankeHiny, Co-Cs-ankiHiny,
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rarioreHy, TopmeTUny, n
TpudpTopmeTuny;

R® BUOUpaTb i3 BOAHIO,
uvknonponiny,  Co-Cs-ankeHiny, Co-Cs-ankiHiny,
rarioreHy, rigpokcu, UuiaHorpymn, — dTopMeTuny,
andptopmeTuny Tpudtopmetuny, -CO-C4-Ce-ankiny 1
C1-Cs-ankokcu;

R* BnbupatTb i3 BogHw, C1-Cg-ankiny, Co-Cy-
ankeHiny, C2-Cs-arnkiHiny, HiTporpynu, rigpokcu,
ranoreHy, uiaHorpynu, Cs-Ce-umknoankiny, -Ci-Ce-
ankin-Cs-Ce-Luknoarnkiny, rano-C1-Cy4-ankiny,
andptopmeTuny, Tpudptopmetuny, -CO-C4-Ce-arkiny
n C1-Ce-ankokey; R° He3anexHo B KOXXHOMY BUMagKy
BnbupatoTb i3 BogHo, Ci-Cs-ankiny, Cs-Cs-ankeHiny,
Cs-Ce-uymknoarnkiny, -C1-Cs-ankinC(O)0O-C1-Cs-ankiny,
rigpokcy, amiHorpynmn, -NHC+-Cy4-ankiny, -N[gn-C4-Cas-

audtopmeTuny

C1-Cy-arkiny,

ankiny, C1-Cys-arnkokeu, C1-Cy4-ankokcun-C1-Cs-
ankokcu, C1-Cys-ankokcu-C1-Cy4-ankokcun-C1-Cy-
arkokcu, C1-Cy4-ankokcu-C+-Ca-ankiny, C1-Cy-

ankinmio-C1-Cg-ankiny, ngpokcu-Cq-Cg-arkiny, -C1-Ca-

ankinNHz,  -C4-Cg-ankinNHC1-Cy4-arkiny, -C4-Cas-
ankinN[au-C4-Cg-arnkiny] n -C1-Cy-
anKmreTepou.mmny,

R’ HesanexHo B KO)KHOMy anap,Ky BMOMpatoThb i3
BoAHIo it C1-Ce-arnkiny; a6o R® it R” pasom 3 asoTom,
00 SIKOTO BOHMW MPUEAHaHI, MOXYTb yTBOPIOBATU 5-TU
abo 6-TM  4neHHe reTepouuknivyHe Kinbue,
HeoboB's3kOBO 3aMmilleHe 1 abo 2 3amicHukamu,
HesanexHo BubpaHumn 3 Cq-Cy-ankiny, Cz-Cy-
ankeHiny, C2-Cs-ankiHiny, rigpokcy, C1-Cs-ankokcwy,
ranoreHy, UiaHorpynu,  HiTporpymu,  kapbokcy,
rigpokcn-C1-Ca-ankiny, C4-C4-ankokcun-C1-Cy-ankiny,
rano-C1-Cy4-ankiny, audptopmeTuny, TpudtopmeTuny,
TpudptopmeToken, opminy, -CO-Cq-Cs-ankiny,
COO-C4-Cy-ankiny, -C(O)NHz, -C(O)NHC-Cys-ankiny,
-C(O)N[an-C1-Cs-arnkiny], -S(O)2NHz, -S(O)2NHC+-Cs-
ankiny, -S(O)N[gn-C1-Cg-ankiny] n -S(O)p-C1-Cs-
ankiny;

R® BUGMpaloTh i3 BoAHIO 11 C1-Cy-ankiny;

p sBnsie coboto (He3anexHo B KOXKHOMY BUMNaAKy)
0,1 abo 2.

Y gaHoMy BuHaxofi TepMiH «arkin» BKMOYae §K
NpsIMONAHLIIOroBI ankinbHi rpynu, Tak 1 ankinbHi rpynu
3 posranmykeHuM  FaHuUlroMm,  OAHaK,  Wwono
KOHKPETHUX arnkifbHWX rpyn, Takux $K nponin,
MalTbCH Ha yBasi TiMbKM Py 3 po3ranyXeHum
naHutoroM. AHaroriyHe npaBuro 3acTOCOBYETLCS W
ONs iHWKX 3aranbHuX TepMiHiB. AKLWo cneuianbHO He
BKa3aHO iHakwWwe, TO TepMiH «ankin» nepeBaXHO
CTOCYeTbCA nNaHutoriB, ki MictTaTe 1-6 atomis

Byrneuto, Ginbw nepeBakHo 1-4 atomu Byrneut. Y
JaHOMy BUHaxofi, TEPMIHW «arnKeHin», «arnkiHiny un
«UMKMNOAnKeHin» OXONnMoTb BCi  MO3WUINMHI 1

reoMeTpuYHi isomepu.

Y paHoMy omuCi TEPMIH «arkoKCu» CTOCYETbCA
ankinbHoi rpynu, siK BU3HAYEeHO BMLLUE, 3B'A3aHOI 3
aTOMOM KUCHIO.

Akwo HeobOB'sI3KOBI 3aMiCHMKM BMOUpatoThb i3 0,
1, 2 abo 3 rmpyn, TO MaeTbCA Ha yBasi, WO Take
BM3HAYEHHS OXOMIMOE BCi 3aMICHUKK, siki BUOpaHi 3
OfHi€T i3 BKa3aHux rpyn abo 3amicHuKM, siki BUOpaHi i3
OBox abo Oinbwe BkaszaHux rpyn. AHanoriyHe
npaBuIio 3aCTOCOBYETLCHA 4O 3aMiCHUKIB, BUOpaHMX 3
0, 1 abo 2 rpym; 1, 2 abo 3 3amicHukis; i 1 abo 2 rpyn.
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TakoX MaeTbCcs Ha yBasi, WO B TUX BUMagkax,
KOMM  3aMIiCHUKM  MICTATb [Ba 3aMiCHUKM  Ha
ankinbHoMy naHuto3i, ki obugBa 3B'A3aHi 3

Jornomoror retepoatoma (Hanmpuknag, ABa arkoKcu
3aMiCHUKHM), TO Lii ABa 3aMiCHMKM HE € 3aMiCHMKaMu Ha
TOMy caMOMy aTOMi BYrMEL ankinbHOro radutora.
Takox MaeTbCs Ha yBasi, Lo HecTabifnbHi cronyku He
nignagatoTe nig o6car 4aHoro BuHaxoay.

Y paHoMy BuHaxofi Aani HaBefeHi nepeBaxHi 1
nigxoasilli 3HadYeHHs Ans BU3HAYEeHUX 3aMiCHUKIB i
rpyn. Taki 3HAYeHHS MOXYTb BMKOPUCTOBYBATUCH,
BiOMOBIAHO [0 Oyab-AKUX BU3Ha4YeHb W BapiaHTIB
30iNCHEHH BUHaxody, BKasaHUX paHile B AaHoMy
BUHaxoAi abo Hapani. Ons 3anobiraHHs
HEBU3HAYEHOCTi KOXHi BKasaHi 3Ha4YeHHs SBMSIOTb
Cco60H0 KOHKPETHUI | He3aneXXHui BapiaHT 34ilCHEHHS
JaHoro BuHaxony.

Y Tux BUnNagkax, Konu HaBedeHe BU3HAYeHHs! "R®
n R’ pa3oM 3 a3oToM, A0 SIKOr0 BOHU MpUEOHaHI,

MOXYTb yTBOptOBaTM 5-Th abo 6-TM  uneHHe
reTepouukniyHe kinbue", BkaszaHe "5-Tn abo 6-Tu
4YrfieHHe reTepouukriyHe Kinbue" sBnse coboto
Hacu4yeHe, 4YacTKOBO HacuveHe abo MOBHICTIO

HeHacudeHe, MOHOLMKIIYHE KifbLe, OAHMM 3 WNOro
aToMmiB € aToM a3oTy, A0 SKOro npueaHaHi RE i1 R7, a
iHWi noro atomn abo BCi € atomamun Byrfeuio abo
BOHUW € aToMamu Byrrieuto n 1,2 abo 3 reTpoatomamy,
BMOpaHMMK 3 a3oTy, cipku abo kucHio, ae -CHo- rpyna
Heo60B'A3koBO MoXe ByTu 3amiHeHa rpynoto -C(O)-, i
KiNbLEBUN aTtoM a3oTy abo KiNbLEeBWW aToM Cipku
HeobO0B'A3KOBO MOXe OYTW OKUCIEHWI 3 YTBOPEHHAM
N- w/abo S-okcugy(iB). MNprknagamu n nigxo4aLMMm
3HaYeHHaMY BUsHadeHHs "R® i R’ pasoM 3 a3oTom,
00 SIKOTO BOHMW MPUEAHaHi, MOXYTb yTBOPIOBATU 5-TU
abo 6-Tm 4neHHe reTepouMKnivYHe Kinbue" €
ninepasuHin i MopgorniHo.

MepeBaxHUMU Npuknagamn "4-x - 7-Mu YreHHOro
HacuyeHoro, 4acTKOBO HeHacuyeHoro abo
HEHACMYeHOro reTepOLMKIIYHOIO KinbLs, SKe MICTUTb
1, 2, 3 abo 4 reTepoatomu, He3arnexHo BMOpaHWX 3
O, S n N (3a ymOBW, WO Take KinbLe He MICTUTb
3B'a3kiB O-0 abo S-S), ge -CH.- rpyna Heob60B'si3k0BO
Moxe 6yTn 3amiHeHa rpynoto -C(O)-, kinbLeBuin aToM
Cipkm HeoboB'A3kOBO MOxe Oyt okucneHunm 3
YyTBOpEHHAM S-okcuay(iB) i KinbLeBMW aTtom as3oTty
HeobO0B'A3KOBO MOXe ByTV OKUCIEHWI 3 YTBOPEHHAM
N-okcuay" € nipuanHin, N-okconipuanHin,
nipymiguHin, Tiasonin, Tiagiasonin, TeTpasonin,
imigasonin, TpuasuHin, niponiauHin, TieHin, dypaHin,
okcafiasonin, i3okcasonin, okcasonini niponin.

MepeBakHMMKM  npuknagamy  "8-mu 10-n
YNIEHHOTO GILMKMIYHOIO reTepPOLMKIIIYHOIO KiMnbLs, sike
mictute 1, 2, 3 abo 4 reTepoaTtoMu, He3anexHo
BMbpaHux 3 O, S n N (3a ymMOBM, IO Take KinbLe He
mictute 3B'a3kiB O-O abo S-S), ge -CHx- rpyna
HeoboB'A3k0BO MOxe 6yTn 3amiHeHa rpynoto -C(O)-,
KiNbLEBUA aToOM Cipkn HeobOB'A3kOBO Moxe OyTtn
OKVCIIEHUN 3 yTBOpPEeHHAM 3-okcuay(iB) i Kinbuesui
aTtom asoTy HeobOOB'I3KOBO MOXe OyTW OKMCIEHUN 3
ytBopeHHAM  N-okcuay" €  XiHOMiHIN,  nypuHin,
©eH3oTiaszonin, iHOoonin,  4-okcoxiHoniHin, 2,7-
HaPTUPUAWHIN | XiHA30MiHinN.

leTepoumknin ABnsie cobolo HacuyeHe, YacTKOBO
HacuyeHe abo HeHacuyeHe, HeOBOB'A3KOBO 3aMmilLeHe
MOHOLMKIIYHE KiNbLe, ke MICTUTb 5-7 aToMiB, 3 AKUX
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1, 2, 3 abo 4 kinbLeBUx aToMu BUOpaHi 3 a3oTy, Cipku
abo KuCHIO, fKe, SKWO creuianbHO He BKasaHo
iHakwe, mMoxe Oyt 3B'A3aHe 3 [OMOMOro0 aroma
Byrneuto abo asoty, ge -CHa- rpyna HeoboB'si3k0BO
Moxe O6yTn 3amiHeHa rpynoto -C(O)-, kinbLeBuin aToM
Cipkm HeoOOB'A3kOBO MOXe OyTM OKWUCNeHUA C
YyTBOpPEHHAM 3-oKcuay(iB) i KinbLeBuA atoM asoTy
HeobO0B'A3KOBO MOXe BYTW OKUCIEHWI 3 YTBOPEHHAM
N-okcuay. MNpuknagamu 1 NigXOASAWMMU 3HAYEHHSAMMU

BU3HAYEHHSI «reTepouuKninm € MopdoniHo,
MopdoniHin, ninepuavHo, ninepuaun,  nipugun,
nipuauH-N-okemna,  nipaHin, niponin, imigasonin,
Tiasonin, TieHin, [aiokconanin, Tiagiasonin,

ninepasuHin, isoTia3oniguHin, Tpuasonin, TeTpasonin,
niponiguHin, 2-okcas3oniguHOHIN, 5-i30KCa30roHin,
TioMOopdorniHO, MiponiHin, romoninepasuHin, 3,5-
JiokcaninepuanHin, 3-okconipa3oniH-5-in,
TeTparigponipaHin, TeTparigpoTionipaHin, 1-
oKcoTeTparigpoTionipaHin, 1,1-
JiokcoTeTparigpoTionipaHin, nipumignn, nipasuHin,
nipygasvHin, nipasonin, nipasoniHin, isokcasonin, 4-
okconigpuaun, 2-okconiponigun, 4-okcoTiazonigun,
dypwvn, TiEHIN, okcasonin, okcagiasonin, 2-[(5-okco)-
1-okca-3,4-giasonin] n 3-[okca-2,4-aiasonin).

Migxoosie reTepouuknin SABNde coboto
MopdoniHo, MopdoniHin, ninepuauHo, ninepwuaun,
nipyaun, nipadin, niponin, imigasonin, Tiasonin,
TiEHin, Tiagiasonin, ninepasuHin, i3oTiazoniauHin,
1,3,4-Tprasonin, TeTpasonin, niponigunHin,
TioMopdorniHO, MiponiHin, romoninepasuHin, 3,5-
JiokcaninepuanHin, nipymigun, nipasuHin,
nipygasvHin, nipasonin, nipasoniHin, isokcasonin, 4-
okconigpuaun, 2-okconiponigun, 4-okcoTiazonigun,
dypwun, TieHin, okcasonin, 1,3,4-okcagiasonin, 1,2,4-
okcagiasonin 2-[(5-okco)-1-okca-3,4-giazonin] # 3-
[okca-2,4-giazonin).

Takox retepouuknin siBnsge cobot okcasonin,
1,3,4-okcapiasonin, 1,2,4-okcagiasonin, 2-[(5-okco)-1-
okca-3,4-piasonin), 3-[okca-2,4-giasonin], TetTpasonin,
Tiazonin, Tiagiasonin, nipuaun, imigasonin, dypwun,
TiEHIN, MOPAOniH, NipUMIaVA, Nipa3uHin, nipuaasuHin,
nipasonin, nipa3oniHin i ninepasuHin.

Mipxoaswmmn HeoOOB'A3KOBMMU  3aMiCHUKaMK
ONna reTepouuKniny sk HacudeHoro abo 4YacTKOBO
HACUYEHOro Kinbus €, SIKWO crewlianbHO He BKa3aHo
iHakwe, 1, 2 abo 3 3aMiCHWKKM, HE3aneXXHo BUOpaHUX
3 ranoreHy, uiaHorpynu, rigpokcn, C4-Cy4-arkiny, Cq-
Cy-ankoken n Cq-Cy-ankinS(O)b (ae b asnse coboto
0, 1 abo 2). Takox MigXoAsWMMKN 3aMiCHUKaMK Ons
"reTepouukniny” 9Kk HacudeHoro abo 4acTKOBO
HacuyeHoro kinbus € 1, 2 abo 3 3aMiCHUKNM,
He3arnexHo BUOpaHuX i3 dTopy, Xropy, LiaHorpynu,
rigpokcu, MeTuny, eTury, MeTOKCH, MEeTUMTIO,
MeTUNCYNbiHINy 1 MeTUNcynbgOoHIny.

Mipxoaswmmn HeoOOB'A3KOBMMU  3aMiCHUKaMK
AN reTepouyKniny siKk HEHAaCMYEHOro KiNbLUs €, SKLIO
crneujanbHO He BKasaHo iHakwe, 1, 2 abo 3
3aMiCHUKW, He3anexHo BuOpaHWX 3  rarorexy,
LiaHorpynum, HiTporpynu, amiHorpymu, rigpokcu, C1-Ca-
ankiny, C4-Cg-ankokcyu, C1-Cg-arkinS(O)b (ge b
aBnse coboto 0, 1 abo 2), N-(C1-Cs-ankin)amiHo n
N,N-(C1-C4-ankin)2amiHo. Takox nigxoAsaLLmMMn
3aMicHuKaMn Ans "reTepounkniny” sik HeHacu4eHoro
Kinbus € 1, 2 abo 3 3aMiCHMKKM, He3aneXXHo BUOpaHUX
i3 propy, xmopy, uiaHorpynu,  HiTporpymm,
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amiHorpynu, MeTurnamiHo, AUMeTUNamiHO, riapOKCy,
MeTuny, eTurny, MeTOKCU, MeTUMTIO, MeTUNCYMbQiHiny
N MeTUICYNbOHIny.

[ns 3anobiraHHs HeBMU3HA4YeHOCTI, HEOOOB'sA3KOBI
3aMICHUKM Ha TreTepoLMKIIYHMX rpynax 3BUYanHO €
3aMiCHMKaMW Ha atomax Byrfeulo Kinbus, OfHak,
AKWO Ue € npuaaTtHuM, MOXYTb 3HaxoauTUCH Ha
aTomi a3oTy, Hanpukniag N-ankinnipyanH.

Mpvknagamun  (retepoumknin)Ci-Cy-ankiny €
MopdorniHOMeTUn, MopdoniHeTun,
MopdoniHinMeTnn, MopdoniHineTun,

ninepuauHomMeTun, ninepuanHoeTun,
ninepygunMeTun, ninepuauneTun, iMigasoninveTun,
imigazonineTun, TeTpasoninMeTun, TeTpasonineTun,
oKcasoninveTun, okcasonineTun, 1,3,4-
okcagiasoninmeTun, 1,2,4-okcagiasoninvetun, 1,2,4-
okcapgiasonineTun, nipygunMeTun,  nipMouneTun,
dypunmeTnn, dypuneTun, (TieHin)meTnn,
(tienin)etun, nipasuvHinmeTun, nipasuHineTun,
ninepasuHinMeTun i ninepasuHineTMn.

Apun sBnsie coboto 4acTkoBO HacudeHe abo
HeHacudyeHe, MOHO- abo OiuukniyHe Byrneuese
Kinbue, ke MicTnTb 3-12 aTtomi; y skomy -CHo- rpyna
HeoboB'A3koBO MOxe OyTn 3amiHeHa rpynoto -C(O)-.
MepeBakHO apwn sBNsie CoOOOK  MOHOLMKIIYHE
KinbLe, sike MicTUTb 5 abo 6 atomiB, abo OiLuKniYHe
Kinbue, sike mictute 9 abo 10 artomiB. B iHwomy
BapiaHTi 3AiNCHeHHs, apun siBnse cobot MOBHICTIO
HeHacudeHe kinbue. ligxoaawmmm 3HadyeHHaMK ans
apuny € UWKMOMEHTEHIN, LMKNOreKkceHin, deHin,
HadpTun, iHAaHin abo 1-okcoiHgaHin. [Mpuknagamu
apwvny € HeobOoB'sI3KOBO 3aMmilLeHWi deHin i HadTun.

Mpvknagamu apun(Cq-Cs-)ankiny € 6eHsun,
deHeTn, HAaTUNMETUN | HadpTUNEeTUN.

Mpuknagamun C4-Cs-ankiny € meTun, etwn,
nponin, 6ytun, TpeT-6yTvn 1 i3onponin; npuknagamu
C1-Cy-arkiny € Cq-Cg-ankin, neHTMn i rekcum,
npuknagamu C+-Cs-ankeHiny € BiHin, nponexin, anin,
OyT-2-eHin i 6yT-3-eHin; npuknagammn Cs-Cs-ankeHiny
€ nponeHin, anin, O6yT-2-eHin i OyT-3-eHim;
npuknagamun Co-Ce-ankeHiny € Co-Cy4-ankeHiny, neHT-
2-eHin, neHT-3-eHin, i rekc-5-eHin; npuknagamu Co-
Cy-ankiHiny € eTuHin, npon-2-iHin, 6yT-2-uHin i 6yT-3-
wHin; npuknagamu Co-Ce-arnkiHiny € Co2-Ca-ankiHin,
neHT-3-uHin i rekc-4-uHin;, npuknagamn C1-Ce-
ankokcn 1 -O-C1-Ce-arnkinly € MeTOKCU, €ETOKCH,
NporoKcy, i30-NMponokcy, OyTokcw, TpeT-OyTokcu N
neHTokcy; npuknagamm Cq-C4-ankokcu € MeTOKCH,
eTokcu 1 nponokey; npuknagamu C1-Cs-ankokcn-Cq-

Csqarkiny € METOKCUMETUT, eToKCUMETUN,
MeTokcieTun i nponokcumeTwn; npuknagamu Cs-Ce-
umMKroarnkiny € LVKIonponin, LMKno6yTurm,

LUMKIONeHTUN i uuknorekcun; npuknagamm -Cq-Ce-

ankin-Cs-Ce-Upkroankiny €  LMKIONponinveTusn,
LmKronponineTun, LMKNobyTmnmeTun,
LMKMONEeHTUIMETUN i LMKIOreKCunveTun;

npuvknagamu rano rpyn (ranoreHis) € dptop, xmop i
6pom; npuknagamu rano-Ci-Cg-ankinbHux rpyn e
¢dTopmMeTUn, dTOopeTUn, XropMeTwun, Xropetun i
6pommeTun; npuknagamu rigpokeu-Cq-Cy-ankiny w
rigpokcn-C1-Ce-ankiny € rigpoKcumeTun, 1-
rigpokcietun, 2-rigpokcieTn #“  3-rigpokcunponis;
npuknagamun C1-Cs-ankokcn-Cq-Cs-ankoken n Cq-Ce-
ankokcn-Cq-Ce-ankokcm €  MeTOKCUMeTOKcH, — 2-
MeTOKCieTOKCH, 2-eTOKCieTOKCU " 3-
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mMeTokcunponokcy; npuknagamu Cq-Cs-ankoken-Ci-
Cy-ankokcun-C1-C4-ankokcu € 2-
(MeTOKCMMETOKCHU)EeTOKCH, 2-(2-

MeTOKCIeTOKCU)eTOKCH; 3-(2-MeTOKCIe TOKCH)POMOKCH
n 2-(2-etokcieTokcm)eTokew; npuknagamu Cq-Cy-
ankinS(O)p-, ae p sBnse coboto 0, 1 abo 2, €
MEeTWUMTIO, eTUITIO, MeTUNCYNbIHIN, eTUnCcynbgiHin,
MeTUNCY b OHIN 1 eTuncynbgoHin; npuknagamu Cq-

Cs-arkinTtio-C1-Cg-ankiny € MeTunTioeTun,
MeTUNTIOMeTUn, eTUMTioMeTun, nponinTioMeTun i
nponinTioeTun; npuknagamu uiaHo-C1-Cs-ankiny e
uiaHomeTtun, 1-uiaHoetun, 2-yiaHoetun “ - 3-
uiaHonponin;  npuknagamu -CO-C4-Cy-arkiny €
MeTuUnkapboHin, eTunkapboHin,  nponinkapOoHin,
isonponinkap6oHin i TpeT-6yTMNKapOoHiIn;

npuknagamu -CO-C4-Ce-ankiny € -CO-C4-Cg-ankin i
neHTunkap6oHin; npuknagamm -COO-C1-Cs-arkiny €
MeTOKCUKapOOoHin, €TOKCKKapOOoHiIn,
NpornoKcukapboHin, i3onponokcukapboHin i TpeT-
6yTokcukap6oHin; npuknagamu -COO-C1-Ce-arnkiny €
-COO-C1-Cy-ankin i neHTOKcUkapbOHIn; mpvknagamu
-OCO-C1-Cy-ankiny € MeTunkapboHinokew,
eTunkapboHinokecy, nponinkapOoHinokcwy,
isonponinkap6oHinokcn 1" TpeT-OyTunkapOOoHInokey;
npuknagamu -OCO-C+-Ce-ankiny € -OCO-C+-Cy-ankin
i neHTunkap6oHinokey; npuknagamu -C4-Cs-arnkinceo-

C1-Cs-ankiny € MeToKCuKapboHinveTun,
eTokcukapboHinmveTun, MeTOKCuKapboHineTmn,
nponokcukapboHinveTunn,

isonponokcukapboHinmMeT1n i TpeT-
6yTokcukapboHinmeTun;  npuknagamum  -NHC4-Cy-

ankiny € mMetunamiHo, eTunamiHo, fponinamiHo W
6ytunamiHo; npuknagamu N[gn-C1-Cs-ankiny] € N,N-
AMMeTUnamiHo, N-meTun-N-etmnamivo, N,N-
pietunamido, i N,N-gunponinamiHo; npvknagamm -C+-
Cs-ankinNHC -Cs-ankiny € MeTunamiHomeTun,
eTvnamiHomeTun, MeTunamiHoeTun,
nponinaMmiHomeTun n isonponinamiHomeTum;
npuknagamun -C1-Cs-ankinN[an-C1-Cs-arkiny] € N,N-
ammetunamiHomeTvn, N,N-gumetunamiHoeTtun, N-
metun-N-eTunamiHomeTn i AMMeTUnamiHo nponis;
npuknagamm -CONHC1-Cs-arkiny €
MeTunamMiHokap6oHin, eTunamiHokapboHin,
nponinamMmiHokap6oHin,  i3onponinamiHokapboHin i
TpeT-6ymnnamiHokap6oHin; npuknagamm -CON[gn-C1-
Cy-ankiny] € N-gumeTunnamiHokap6oHin n N-metun-N-
eTvnamiHokapbonin; npuknagamu -S(O)NHC4-Cy-
ankiny € N-MeTnnamiHocyrnsoHin n N-
eTvnamiHocynboHin; npuknagamu -S(O)2N[gn-C1-

Cs-arnxiny] e N,N-gumetunamiHocynbdoHin, N,N-
JdieTnnamiHocynboHIn n N-metun-N-
eTvnamiHocynbdoHin; npuknagamn -S(O)p-C1-Cs-

ankiny € MeTUnTIO, MeTUNCYbAiHinN,
MeTUNCYnbOHIN, eTUmTio, NpOoninTio, i30MPoninTio,
eTuncynbiHin N eTUNcynboHIn;, npuknagamu -
NHC(O)C+-Cy-arnkiny € aueTunamiHo n
nponioHinamiHo; npuknagamu -NHC(O)reTtepoumkniny
€ nipuMiguH-2-inkapboHinamiHo 1 ninepasnH-1-
inkapboHinamiHo; npuknagammn -NHC(O)apuny €
6eH3oinamiHo n HapT-3-unkapboHinamiHo;
npuknagamu -NHS(O)p-C+-Cys-ankiny € mesunamiHo n
isonponincynboHinamiHo.

Y oaHoMy BMHaxofi TakoX 3aCTOCOBYHOTbCS AesKi
CcKnageHi TepMiHW Ana onucy rpyn, ki MIiCTATb
Ginblwe ofHiei dyHKuUioHanbHOT Py, Takmx sk -Cq-
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C4-ankinS02C1-Cy-ankin. Taki TepMiHM pO3yMmitoTbCs
Tak, K O4YeBMOHO AnA daxiBua B JaHin ranysi
TeXHIKW1, AN KOXHOT CKMagoBol YacTuHu. Hanpuknaga,
-C1-C4-arkinSO2C1-Cs-ankin BKIIO4a€e
MeTUNCYNbOHINMEeTUN, -MeTUncynbgoHineTnn,
eTUNCynNbOHINMETUS i -NPo NincynboHINGyTUI.

Cronyka dopmym (1) Moxe yTBOptOBaTU
cTabinbHi KUCMNOTHI abo OCHOBHI cormi, i B Takux
BMNagKax BBEAEHHS CrMOMyKW Yy BUIMsAi COMi MoXe
OyTM OouinbHUM, i bapmMaLeBTUYHO MPUMHATHI corni
MOXYTb OyTM OTpuMaHi 3a [OMOMOrOK 3BUYANHMX
crnocobiB, Taknx sk onucaHi aani.

Migpxopoawi dapmaueBTUYHO MPURHATHI  coni
ABNAOTE COOOK KUCMOTO-aAMTUBHI  COMi, Taki $iK
MeTaHCyrnbgoHar, TOo3unar, a-rriuepodocaar,
dymapart, rigpoxniopua, umMTpart, maneat, TapTaT "
(mMeHLWw nepeBaKHO) rigpoGpomia. Takox
naxoaswmmmn € coni, yTBOpeHi 3 ocdopHo #
cipyaHoto kucrnoTolo. BignosigHo 00 iHWOro BapiaHTa
BTiNIEHHSA, NIOXOOALWMMW CONSIMM € OCHOBHI COfi, TaKi
SK Ciflb MYXXHOro MeTary, Hanpuvkrnag, HaTpito, Cinb
Ny>XHO3eMeMnbHOro MeTany, Hanpuknag, kanbLito abo
MarHito, Ciflb  OpraHidyHOro amiHy, Hanpwuknag,
TpuetunamiHy, mopdoniHy, N-meTtunninepuauHy, N-
eTunninepuavHy, npokaiHy, aunbeHsunamiHy, N,N-
avbeHsnneTunamivy, Tpuc-(2-rigppokcietun)aminy, N-
MeTun d-rrokamMiHy 1 amiHOKUCIIOT, TakuX SIK Mi3uHY.
BoHM MOXyTb MaTV BinbLue Hixk OAMH KaTioH abo oauH
aHioH, 3anexHo Big yncna 3apamKeHNX
(YHKUIOHANbHUX Tpyn | BaneHTHOCTI KaTioHiB abo
aHioHiB. [NepeBakHoO hapMauUeBTUYHO MPUNHATHOO
Cinmio € HaTpiesa Cirb.

MpoTe, AnNA MonerweHHs BuAiNeHHs coni npwu
oJepxaHHi, binbLue nepeBaXHUMU MOXYTb ByTu cori,
AKi MeHWe poO34MHHi B 0OpaHOMy PO3YMHHWKY,
HesaneXHo Big TOro, € BOHW hapMaLeBTUYHO
MPUNRHATHUMMW YU CONAMU Hi.

Y [paHoMy BMHaxofi MaeTbCs Ha YyBasi, WO
crnonyka gpopmyrm (1) abo ii ciflb MOXyYTb NPOSBNATK
TayTOMepito 1 WO HaBeeHi B JaHOMY onuci popmynn
MOXYTb MpPeAcTaBnATU TiflbKM OAHY 3 MOXIMBUX
TayToMepHuUX opM. MaeTbca Ha yBasi, WO BUHaXxIg
oxomroe Oyab-Ky TayToMepHy dopmy, ska iHribye
OHK-ripasy, i He obmexyeTbca Tinbku OyAb-sIKOHO 3
TayToMepHMX OOPM, BUKOPUCTOBYBAHMX Y HaBeOEeHUX
¢dopmynax. dopmynn, HaBedeHi B AaHOMY OMUCI,
MOXYTb SIBMSTM COGOI TiflbKM OAHY 3 MOXIMBUX
TayTOMepHUX POpPM i MaeTbCA Ha yBasi, WO BUHAXIg
OXOMIMOE BCi MOXIMBI TayTOMEpPHi hopMKN HaBeEeHUX
CronyK, a He TiMbkn Ti dopMu, SKi MOXIMBO
306pa3nT B JaHOMY OMKCi.

Ons daxiBus B OaHin ranysi TexHiku o4YeBuaHo,
Wwo neBHi crnonykm cdopmym (1)  MicTSTb
acuMeTpUYHO 3aMmilleHnii aTtom Byrneuto Ta/abo
Cipku, i, OomKe, MOXYTb iCHyBaTM KW MOXYTb OyTu
BUAINEHI B ONTUYHO aKTUBHI 1 paueMivyHnx opmax.
Oeski cronykn MOXyTb MPOSABNSATA MOMiMOPi3Mm.
MaeTbcs Ha yBasi, Lo AaHUI BUHAXig oxonnoe byab-
SIKy paueMiyHy, OMTUYHO aKTMBHY, nonimopdHy abo
cTepeoizoMepHy dopmMy abo ix Cymilli, Aka NposiBnsie
BNAcTUBOCTI, NpuaaTtHi ans iHridysanHa OHK-ripa3uy, i
B [JaHin ranysi TexHikm p[obpe Bigomi meToam
OfEepXaHHA OMTUYHO aKkTUBHMX OpPM (Hampuknag,
WAAXOM  po3fineHHs  pauemiyHol  dopmu  3a
OOMOMOTOH NepekpucTani3alinHux MeTOAMK, LUMSIXOM
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CUHTE3y 3 OMTUYHO aKTMBHUX BUXIAHUX PEYOBUH,
LWNAXOM  XipanbHOTO CUHTe3y, depMeHTaTUBHOIo
po3aineHHs, GionepeTBOpEHHS abo
xpomatorpadiyHoro po3AineHHs, BUKOPUCTOBYIOYM
xipanbHy Hepyxomy asy), a TakoX MeToau
BU3HAYeHHs edeKTMBHOCTI Ana iHridyBaHHa [OHK-
ripasu 3a JOMOMOrO CTaHAAPTHUX TECTiB, OMMCAHUX
y AaHomy onuci aani.

TakoX MaeTbCa Ha yBasi, O MeBHi Cronyku
dopmymm (1) i iX comi MOXYTb iCHyBaTu y BUrnsagi
CcoMbBaTiB, a TakoX Yy BWUMA4i HecoNbBaTOBaHWUX
¢dopM, Takux, Hampukrag, §K rigpatoBaHi opMu.
Takox MaeTbcs Ha yBasi, Wwo nig ob'em BuHaxonoy
nignagaioTe BCi Taki conbBatoBaHi oOpMMU, SKi
iHrioytote [AHK-ripasy.

Ak 3a3Havanocs BuLle, HaMu ByB BIOKPUTUIA pag
cronyk, siki € edpektmBHUMY iHriGitopamm O HK-ripasu.
Y uinomy BOHM MalTb Xxopouwi @i3nyHi Ta/abo
¢apMakoKiHeTUYHI  BracTMBOCTI. HacTymHi crionyku
MalTb nepeBaxHMMKU apmaueBTMiHUMKU  Ta/abo
disnyHMKM Ta/abo dhapmakokiHe TUYHI BNACTUBOCTI.

BinbLW nepeBakHUMM CMOMYKamMK 3a BUHaxo40M €
cnonyka dopmymm (1) abo ii dapmMaueBTUYHO
NPUMHATHA Cinb, Y SKNX 3amicHukn W i R'™-R” i1 iHLLi
3aMiCHUKV, BKa3aHi BULLE, MalOTb 3HAYEHHs1, HaBedeHi
B JaHOMy omuci Hagani, abo Oyab-sike 3 HaCTyMHUX
3HaYeHb (IKi MOXYTb BMKOPWUCTOBYBaTUCS, SIKLIO Lie €
nigxoaswmm, BianoBigHO 00 Oyab-AKUX BU3HAYEHb i
BapiaHTiB 34INCHEHHS BUHAXOAy, BKa3aHUX paHile B
AaHoMy BuHaxogdi abo Hapani):

B opgHomy BapiaHTi  30iMCHEHHs BuUHaxody
3abe3nevytotbca  crnonykn  dopmynm (1), B
anbTepHaTMBHOMY BapiaHTi 30iNCHEeHHs BuHaxody
3abe3nevyloTbcad  apMaueBTUMHO MNPUAHATHI  coni
crnonyk cpopmymm (1).

B opgHomy BapiaHTi 3gicHeHHs BuHaxogy, W
aBnse coboto O. B iHWoMmy BapiaHTi 34iACHEHHS
BuHaxoay, W siBnsie coboto NR®.

B oagHoMy BapiaHTi 34iMCHEHHs BuWHaxoAay,
BMbUpatoTh i3 R a.

B iHWomy BapiaHTi
BUGHpaioTs i3 R'b.

B iHWomy BapiaHTi
BUGHpatoTs i3 R'c.

B iHwWomy BapiaHTi
BUGHpaioTh i3 R'd.

B iHwWomy BapiaHTi
BUGHpaioTh i3 R'e.

B iHwWomy BapiaHTi
BUGHpaioTs i3 R'Y.

B ogHomy BapiaHTi 3A4iMCHEHHs BuHaxody R'a
sABNA€e cobOK 5-TU YneHHe reTepouuKrivyHe Kinble,
ske mictute 1, 2, 3 abo 4 reTtepoatomu, He3arnexHo
BMbpaHux 3 O, S n N (3a ymoBM, IO Take KinbLe He
MicTUTb Byab-akux 3B'AskiB O-O abo S-S). B iHwomy
BapiaHTi 3gilicHeHHa BuHaxody R a sBnsie coboto 5-mn
YrieHHe reTepouuKnivHe Kinbue, ake mictute 1, 2 abo
3 retepoatomu, He3anexHo BubpaHux 3 O, S 1 N (3a
YMOBM, LD Take KibLe He MICTUTb Byab-sKuX 3B'A3KIB

30INCHEHHSA BUHaxoAy,

30INCHEHHSA BWHaxoAy,
30INCHEHHSA BWHaxoay,
30INCHEHHA BWHaxoAy,

30INCHEHHSA BWHaxoay,

O-O abo S-S). B iHwoMy BapiaHTi 34INCHEHHS
BuHaxogdy R'a saBnse cobowo 5-TM  uneHHe
reTepouukriyHe kKinbue, ske Mictutb 1 abo 2

retepoatomu, HesanexHo BubpaHux 3 O, S n N (3a
YMOBM, LD Take KifbLe He MICTUTb Byab-sKuX 3B'A3KIB
O-O abo S-S). B iHwoMy BapiaHTi 3A4INCHEHHS
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BMHaxogy R'a sBnse coBow  5-TM  uneHHe
reTepounkniyHe Kinbue, sike MiCTUTb 1 retepoaTtom,
He3arnexHo Bnubpanuin 3 O, S n N.

B oaHomy BapiaHTi 3fiiicHeHHst BuHaxody R'a
ABnsie cobolo 6-TM YneHHe reTepouuKiiyHe Kinbue,
ske mictute 1, 2, 3 abo 4 reTtepoatomu, He3arnexHo
BMbpaHux 3 O, S n N (3a ymMOBM, IO Take KinbLe He
MicTUTb Byab-akux 3B'AskiB O-O a60 S-S). B iHwomy
BapiaHTi 3ailicHeHHst BuHaxody R'a sBnsie coboto 6-
TW YreHHe reTepouuKniyHe Kinbue, Ske MicTUTb 1,2
abo 3 retepoatomu, He3arnexHo BubpaHux 3 O, S N
(3a YMOBM, WO Take Kinbue He MICTUTb Oyab-sKux
3B'sa3kiB O-O a6o S-S). B iHWoOMy BapiaHTi 34iicHeHHSs
BuHaxogy R'a sBnse cobol  6-TM  uneHHe
reTepouukriyHe kKinbue, sike Mictutb 1 abo 2
retepoatomu, HesanexHo BubpaHux 3 O, S n N (3a
YMOBM, LD Take KilbLe He MICTUTb Byab-sKuX 3B'A3KIB
O-O abo S-S). B iHwoMy BapiaHTi 3A4INCHEHHS
BuHaxogdy R'a saBnse coboio 6-TM  uneHHe
reTepouukniyHe Kinbue, sike MiCTUTb 1 retepoartom,
He3arnexHo Bnmbpanuin 3 O, S n N.

Migxogawmmm 3Ha4YeHHAIMKM  A5s R'a sk 5-
YNIEHHOro reTepOLMKIIIMHOTIO KinbusA € dypun, TieHin,
okcasonin, i3okcasonin, Imigasonin, Tiasonin,
Tpuasonin, TeTpasonin, 1-okca-3,4-gias3onin, 2-okco-
[1-okca-3,4-pgiazonin], okca-2,4-giasonin, Tia-2,4-
Aiasonin i niponin.

Migxogawmmmn 3Ha4YeHHAMKM  A5s R'a sk 6-mv
YNIEHHOrO reTepPOLMKIIYHOMO KifbUs € MopdporiHin,
TioMOpPAOMiHin, nipuann, MPUMIAWHIN, TpUasKHIn,
ninepuavHin i ninepasuHin.

MiopxoaawmmMmmn 3HadYeHHaSMM Ons R'a sk 6-m
YNIEHHOro reTepOLMKIIYHOTO KifbUs € MopdoriHin,
TiomopdooniHin, nipugun, nipUOWHOHIN (Hanpuknag,
nipuauH-2(1H)-oH), nipUMIgUHIn, nipUMIgUHOHIN
(Hanpwuknag, nipumiguH-2(1H)-oH), TpUasuHin,
ninepuauvHin i ninepasuHLL.

Moganbwumn MiAXOAAWMMMN  3HAYEHHAMU  A1A
R'a ¢ imigasonin, mipumiguHin, nipuauvHin, Tiazonin,
TpWasuHin, niponin, Tiagiasonin i TeTpasonin.

R'a sBnse coGo 5-Tu abo 6-TM  uneHHe
HacuyeHe, 4acTKOBO HeHacudyeHe abo HeHacuyeHe
reTepouukriyHe kinbue, ske mictute 1, 2, 3 abo 4
retepoatomu, HesanexHo BubpaHux 3 O, S n N (3a
YMOBM, LU0 Take kinbue He Mictutb 3B'a3kiB O-O abo
S-S), ne —CHy-rpyna Heo6oB's3kOBO MOXe OyTn
3amiHeHa rpynoto -C(O)-, KinbueBui aToM Cipku
HeobO0B'A3KOBO MOXe BYTV OKUCIEHWI 3 YTBOPEHHAM
8-okcuay(iB) i KinbLeBUN aToM a30Ty HeOOOB'A3KOBO
MoXe 6yTVI OKMCrieHui 3 yTBopeHHaM N-okcuay.

R'a siBnsie co6oto mipuavHin, J1/-okcomipuauHin,
nipyuMiguHin, Tiazonin, Tiagiasonin, TeTpasonin,
iMigasonin, TpuasuHin, niponiguHin, TieHin, dypatin,
OKcap,lasonm i3okcasorin, okcasonin abo niponin.

R'a sBnse coGo 5-Tn abo 6-TM  uneHHe
HacuyeHe, 4acTKOBO HeHacudyeHe abo HeHacuyeHe
reTepouukriyHe kinbue, ske mictute 1, 2, 3 abo 4
retepoatomu, HesanexHo BubpaHux 3 O, S n N (3a
YMOBM, LU0 Take kinbue He Mictutb 3B'a3kiB O-O abo
S-S), pe -CHa-rpyna Heo6oB'A3koBO Moxe Oytn
3amiHeHa rpynoto -C(O)-, KinbueBui aToM Cipku
HeobO0B'A3KOBO MOXe OYTU OKUCIEHWI 3 YTBOPEHHAM
S-okcmpy(iB) i KinbLeBuiA aToM a3oTy HeOOOB'A3KOBO
MoXe OyTu okucrneHun 3 yTBopeHHsM N-okcuay, i e
BKasaHe KinbLie HeobOB'A3KOBO Moxe OyTv 3amilleHe
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1,2 abo 3 3amicHMKamu, HesarnexHo BMOpaHUMK 3:
HITpOrpymu, UiaHorpynu, cynbdorpyny, dopmMiny,
rigpokciimiHomeTuny, Co-Ce-ankeriny, -CO-C1-Ce-
ankiny, -COO-Ci-Ce-arnkiny TpudptopmeTuny,
CONR®R’, -N(R")COR®,  raroreny,  rigpokcy,
kapbokcn, C1-Ce-ankiny [HeobOB'sI3kOBO 3aMilLeHOro
1 abo 2 3amicHUKaMu, He3anexHo BuOpaHUMK 3
rigpokcy, -OCO-C1-Ce-ankiny, C1-Ce-ankokcu, C1-Cy-
ankokcmn-C1-Cs-ankokew, rigpoken-Cq-Cg-ankokem, C2-
C4-arnkeHinokcwm, -NHC(O)O-C1-Cs-ankiny,
NHC(=NH)NR®R’, -NHC(O)NR®R’, -NHC(O)C1-Cq-
ankiny, -NHC(O)retepouukniny, -NHC(O)apwuny,
NHS(O)p- C1-C4 -arnkiny, -S( b)p -C1-Cy-arkiny,
S(0O)pNRPR’, -NHSO-R®, -NRR®R’ i retepouukniny],
Cs-Ce- ummoankmy, -O- C1 Ce-ankiny (HeoboB'si3k0BO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onMcaHo Anis
C1-Ce-ankiny B gaHomy BuHaxogi Buue), -S(O)p-C1-
Cy-ankiny (HeoboB'A3koBo 3amiweHoro 1 abo 2
3amicHuKkamu, sik onmcaHo ansa Cq-Ce-ankiny B gaHomy
BuMHaxodi Buwe), retepouukniny, -NHC(O)O-C1-Cy-
ankiny, -C(=NOR")C1-Cg-arkiny, -C(=NOR’)NR°R’, -
S(O)p-C1-Cy- aJ'||<|J'|CONHR7 -C(O)MHS(O)p-C1-Cy-
ankiny v - -NR®R;

e byab-ska apunbHa abo reTepoumkniyHa rpyna
B OyAb-skOMYy i3 BkasaHMX BMLIe 3Ha4YeHb AN
3amichukie Ha R'a HeoBop's3koBo Moxe GyTu
3amileHa 1 abo 2 3amicHVMKamu, HesanexHo
BMbpaHumm 3 C1-Cs-arkiny v kapbokcu.

R'a sBsrnse co6oo nipuauHin, N-okconipnauHin,
nipymiguHin, Tiasonin, Tiagiasonin, TeTpasonin,
iMmigasonin, TpuasuHin, niponiguHin, TieHin, dypatin,
0Kcap,|a30n|r| i3okcasorin, okcasonin abo niponin, ge
BkasaHe R'a HeoGOB'I3kOBO Moxe GyTv 3amilLeHe 1,
2 abo 3 3amicHUKamMu, He3anexHo BUGpaHUMK 3:

HITpOrpymu, UiaHorpymu, cynbdorpynu, opminy,

rigpokciiviHomeTuny, C1-Ce-ankeniny, -CO-C1-Ce-
ankiny, -COO-Ci-Ce-arkiny Tpudtopmetuny, -
CONR®R’, -N(R")COR®, = raroreny,  rigpokcy,

kapbokcn, C1-Ce-ankiny [HeobOB'sI3kOBO 3aMilLeHOro
1 abo 2 3amicHUKaMu, He3anexHo BuOpaHUMK 3
rigpokcy, -OCO-C1-Cy-ankiny, C1-Ce-ankokcu, C1-Cy-
ankokcu-C1-Cy4-ankokem, rigpokcun-Cq-Cy-ankokeun, Co-
Cy-ankeHinoken, -NHC(O)O-C1-Cs-arnkiny,
NHC(=NH)NR®R’, -NHC(O)NR°R’, -NHC(O)C1-C4-

ankiny, -NHC(O)reTparigpodypariny,
NHC(O)deHiny, -NHS(O)Q -C1-Cy- anKlny, -S(O)p- C1-
Csarkiny, -S(O)pNR°R -NHSO2R®, -NR°R’

mMopdorniHo, 1,3-giokco-1 3-/J,VIFIJ:|,pO-2H i3oingoniny 14
1,3-piokconaniny], uuknonponiny, -O-C1-Ce-arnkiny
(Heo6oB'A3k0BO 3amileHoro 1 abo 2 3amicHUkamMu, Sk
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
BULLE), -S(0O)p-C1-Cs-arkiny (HeoboB's13k0BO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onMcaHo Anis
C1-Ce-ankiny B AaHOMy  BMHaxodi  Buwe),
TeTpasoniny, 2-okco-1,3,4-okcagiasoniny, 1,2,4-
oKcagiasorniny, mMopdoniHo, nlnepaslelny,
niponiguHiny, -NHC(0)O-C+-Cg-ankiny, -C(=NOR’)C-

Cas-arkiny, -C(=NOR"NR®R’, -S(0)p-C1-Cs-
anKmCONHR7 -C(O)NHS(O)p-C4-Cy-arkiny # -
NRSR’:

ne Oymb-skmin  dbeHin,  TeTparigpodypaHin,
MOPOriHO, 1,3-piokco-1,3-aurigpo-2H-izoingonin,
1,3-giokconaHin, TeTpasonin, 2-0kco-1,3,4-
okcagiasonin, 1,2,4-okcagiasonin, MopdoriHo,

ninepasuvHin, niponiguHin, y 6yab-akoMy i3 BkasaHux
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BULLIE 3HA4YE€Hb A8 3aMiCHUKIB Ha R'a Heo60E's3K0BO
Moxe Oyt 3amiweHnn 1 abo 2 3amicHuKamu,
He3anexHo BubpaHumum 3 C1-Cg-ankiny 1 kapbokew.

B ogHomy BapiaHTi 3A4iMCHEHHs BuHaxody R'p
aBnsie coboto 8-mMy UnNeHHe reTepouuKnivyHe Kinbue,
ske mictute 1, 2, 3 abo 4 reTtepoatomu, He3arnexHo
BMbpaHux 3 O, S n N (3a ymMOBM, IO Take KinbLe He
MicTUTb Byab-akux 3B'AskiB O-O a60 S-S). B iHwomy
BapiaHTi 3[iCHEHHA BUHaxoay R'b siBnsie coboto 8-
MW YrieHHe reTepouVKniyHe Kinbue, sike MicTutb 1,2
abo 3 retepoatomu, He3arnexHo BubpaHux 3 O, S N
(3a YMOBM, WO Take Kinbue He MICTUTb Oyab-sKux
3B'sa3kiB O-O a6o S-S). B iHWoOMy BapiaHTi 34iicHeHHSs
BUHaxoay R'b sense cobolo 8-MM  urieHHe
reTepouukriyHe kKinbue, sike Mictutb 1 abo 2
retepoatomu, HesanexHo BubpaHux 3 O, S n N (3a
YMOBM, LD Take KilbLe He MICTUTb Byab-sKuX 3B'A3KIB
0-O abo S- S) B iHwWoMmy BapiaHTi 34ilCHEeHHA
BUHaxoay R'b sBnse coBolo 8-MM  urieHHe
reTepouukrivyHe Kinble, sike MICTUTb 1 reTepoaTom,
He3arnexHo Bnmbpanuin 3 O, S n N.

B ogHomy BapiaHTi 3A4iMCHEHHs BuHaxody R'p
ABnsie cobolo 9-TM uYnMeHHe reTepouuKiiyHe Kinble,
ske mictute 1, 2, 3 abo 4 reTtepoatomu, He3arnexHo
BMbpaHux 3 O, S n N (3a ymMOBM, IO Take KinbLe He
MicTUTb Byab-akux 3B'AskiB O-O a60 S-S). B iHwomy
BapiaHTi 3[iCHEHHA BUHaxody R'b siBnsie coboto 9-
TV YrieHHe reTepouuKniyHe Kinbue, sike MicTute 1, 2
abo 3 retepoatomu, He3arnexHo BubpaHux 3 O, Sn N
(3a YMOBM, WO Take Kinbue He MICTUTb Oyab-sKux
3B'sa3kiB O-O a6o S-S). B iHWOMy BapiaHTi 34iicCHEHHS
BUHaxoay R'b sensie cobolo 9-TM  urieHHe
reTepouukriyHe kKinbue, ske Mictutb 1 abo 2
retepoatomu, HesanexHo BubpaHux 3 O, S n N (3a
YMOBM, LD Take KiflbLe He MICTUTb Byab-sKuX 3B'A3KIB
O-O abo S-S). B iHwomMy BapiaHTi 3A4INCHEHHS
BUHaxoay R'b sensie cobolo 9-TM  ureHHe
reTepouukniyHe Kinbue, sike MiCTUTb 1 retepoartom,
He3arnexHo BnmbpaHuin 3 O, S n N.

B ogHomy BapiaHTi 3A4iMCHEHHsT BuHaxody R'p
aBnsie coboto 10-TM YneHHe reTepouuKiiyHe Kinbue,
ske mictute 1, 2, 3 abo 4 reTtepoatomu, He3arnexHo
BMbpaHux 3 O, S n N (3a ymMOBM, IO Take KinbLe He
MicTUTb Byab-akux 3B'askiB O-O abo S-S). B iHwomy
BapiaHTi 30iNCHEHHA BUHaxoay R'b sBnsie coBoto 10-
TW YreHHe reTepouukniyHe Kinbue, sike Mictute 1, 2
abo 3 retepoatomu, He3arnexHo BubpaHux 3 O, S N
(3a ymoBM, WO Take Kinbue He MICTUTb Oyab-sKuX
3B'sa3kiB O-O a6o S-S). B iHWoOMy BapiaHTi 34iicCHeHHSs
BUHaxoay R'b sBnsie cobow 10-TM  ureHHe
reTepouukriyHe kKinbue, ske Mictutb 1 abo 2
retepoatomu, HesanexHo BubpaHux 3 O, S n N (3a
YMOBM, LD Take KiflbLe He MICTUTb Byab-AKuX 3B'A3KIB
0-O abo S- S) B iHwWoMmy BapiaHTi 34ilCHEeHHSA
BUHaxoay R'b sBnsie cobow 10-TM  ureHHe
reTepounkniyHe Kinbue, sike MiCTUTb 1 retepoartom,
He3arnexHo B|/|6pava| 30,SnN.

Mpuknagamm R'b sk 8-Mu - 10-TM ureHHoro
GiLMKIIYHOrO reTepOLMKIIYHOMO KinbLs, SKe MICTUTb
1, 2, 3 abo 4 reTepoatomu, He3arnexHo BMOpaHWX 3
O, S n N (3a ymOBW, WO Take KinbLe He MICTUTb
3g'askie O-O abo S-S) e, Hanpuknag, OGiuukniyHi
6€eH30-KOHOEHCOBaHi cUCTEMU, SKi BKIOYaTb 5- T
abo 6- TM YneHHe reTepoapurbHe KinbLe, siki MiCTSTb
OAVH aToM a30Ty N HeoboB'A3koBO 1- 3 moaaTkoBMX
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retepoatoMu, BUOPaHWX 3 KUCHIO, Cipku i asoTy.
XapaKkTepHUMU npuknagaMmu Takux KinbLeBUX CUCTEM

€, Hanpuknag, iHgon, 6eH3odypaH, 6GeHsTiodeH,
OeH3unmigason, ©eH3oTiason, OeHsizoTiason,
OeH3okcason, OeH3i3okcason, XiHomniH, XiHokcarniH,

xiHasoniH, dTanasvH, 1,4-6eH30KCa3nH i LWHHOMIH.
JopaTkoBrMM NpuKnagamm Takmx KifbLiEeBUX CUCTEM €

i3omMepn nepepaxoBaHUX BWLLE MpUKMadiB, Taki $K
i3oxiHoNiH n i30iHAON; | MaeTbCs Ha yBasi, WO
MOCUMaHHA Ha Taki KiNbUEBi CUCTEMM  TaKoX

OXOI'IJ'IPOPOTb Taki isomepu.

R'o sense coboto 10-TM uneHHe GiunknivyHe
reTepouukriyHe kinbue, sike mictute 1, 2 abo 4
retepoatomu, HesamnexHo BubpaHux 3 S # N (3a
YMOBM, LLO TakKe KinbLe He MicTUTb 3B'A3kiB S-S), e -
CH2- rpyna HeoboB'sizkoBo Moxe OyTn 3amiHeHa
rpyrioto -C(0)-.

R'b ABNSE coboto  XxiHoniHin, NypuHIn,
©eH3oTiazonin, iHOoonin,  4-okcoxiHoniHin,  2,7-
Hadompwqmmn abo xiHasoniHin.

R'o sense coboo 10-TM uneHHe GiunknivyHe
reTepouukriyHe kinbue, sike mictute 1, 2 abo 4
retepoatomu, HesamnexHo BubpaHux 3 S # N (3a
YMOBM, LLO TakKe KinbLe He MicTUTb 3B'A3kiB S-S), e -
CHz-rpyna HeoboB'sizkoBO Moxe OyTM 3amiHeHa
rpyroto -C(O)-, Ae BkasaHe kKifnbLe HeOOOB'A3KOBO
Moxe OyTM 3amiweHe 1, 2 abo 3 3amicHuKamu,
He3arnexHo BUGpaHumMu 3:

HITpOrpymu, UiaHorpymu, cyrnbdgorpynu, opminy,

rigpokciimiHomeTuny, Co-Ce-ankeriny, -CO-C1-Ce-
ankiny, -COO-Ci-Ce-arkiny Tpudtopmetuny, -
CONR®R’, -N(R")COR®,  raroreny,  rigpokcy,

kapbokcn, C1-Ce-ankiny [HeobOB'sI3kOBO 3aMilLeHOro
1 abo 2 3amicHUKaMu, He3anexHo BuOpaHUMK 3
rigpokcy, -OCO-Ci-C4-ankiny, Cq-Cs-ankokcu, C1-Cy-
ankokcu-C1-Cy4-ankokem, rigpokcun-Cq-Cy-ankokeun, Co-
Cy-ankeHinokew, -NHC(O)O-C4-Cs-arnkiny,
NHC(=NH)NR®R’, -NHC(O)NR®R’, -NHC(O)C1-Cq-
ankiny, -NHC(O)retepouukniny, -NHC(O)apwuny,
NHS(O)p- C1 Cy-arnkiny, -S(O)p -C1-Cy-arkiny,
S(0O)pNR®R’, -NHSO2R®, -NR°R’ i retepouukniny],
Cs-Ce-umknoankiny, -O-Cq-Ce-ankiny (HeoboB'si3koBO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onMcaHo Ans
C1-Ce-ankiny B gaHomy BuHaxogi suue), -S(O)p-C1-
Cy-ankiny (HeoboB'a3koBo 3amiweHoro 1 abo 2
3amicHuKkamu, sik onmcaHo ansa Cq-Ce-ankiny B gaHomy
BuMHaxodi Buwe), retepouukniny, -NHC(O)O-C1-Cy-
ankiny, -C(=NOR")C1-Cg4-arkiny, -C(=NOR’)NR°R’, -
S(O)p-C1-Cy- aJ'||<|J'|CONHR7 -C(O)NHS(O)p-C1-Cy-
ankiny - -NR®R;

e byab-ska apunbHa abo reTepoumknivyHa rpyna
B OyAb-skOMYy i3 BKkasaHWX BMLIe 3Ha4YeHb AN
3amichukie Ha R'a HeoBop's3koBo Moxe GyTu
3amileHa 1 abo 2 3amicHVMKamu, HesanexHo
BVI6paHI/IMM 3 C1-Cy-ankiny 1 kapbokcm.

R'b ABNSE coboto  xiHoniHin, NypuHIn,
©eH3oTiaszonin, iHOoonin,  4-okcoxiHoniHin,  2,7-
HadbTMpMAMHIN abo xiHa3oniHin, ne BkasaHe R'b
HeoboB'A3KOBO MoXe OyTu 3amiweHe 1, 2 abo 3
3aMiCHVKaMK, He3arnexHo BUOpaHuMm 3:

HITpOrpymu, uiaHorpymu, cynbdorpynu, opminy,

rigpokciimiHomeTuny, Co-Ce-ankeriny, -CO-C1-Ce-
ankiny, -COO-Ci-Ce-arkiny TpudtopmeTtuny, -
CONR®R’,  -N(R")COR®,  raroreny, rigpokcy,

kapbokcn, C1-Ce-ankiny [HeobOB'sI3k0BO 3aMilLeHOro
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1 abo 2 3amicHUKaMu, Hes3anexHo BuOpaHUMK 3
rigpokcy, -OCO-C1-Ce-ankiny, C1-Ce-ankokcu, C1-Cy-
ankokcu-C1-Cy4-ankokem, rigpokcun-Cq-Cy-ankoken, Co-
Cy-ankeHinoken, -NHC(O)O-C1-Cs-arnkiny,
NHC(=NH)NR®R’, -NHC(O)NR°R’, -NHC(O)C1-C4-

ankiny, -NHC(O)reTparigpodypariny,
NHC(O)deHiny, -NHS(O) B -C1-Cy- anKmy, -S(O)p- C1-
Csarkiny, -S(O)pNR°R’, -NHSO2R®, -NR°R’,

mMopdorniHo, 1,3-giokco-1 3-/J,VIFIJ:|,pO -2H-izoingoniny 1
1,3-piokconaniny], uuknonponiny, -O-C1-Ce-arnkiny
(Heo6oB's3k0BO 3amilleHoro 1 abo 2 3amicHUKkaMu, sk
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
BULLE), -S(0O)p-C1-Cs-arkiny (HeoboB's13k0BO
3aMillleHoro 1 abo 2 3amicHMKamu, sIKk onmMcaHo Ans
C1-Ce-arkiny B AaHOMy  BMHaxodi  Buwe),
TeTpasoniny, 2-okco-1,3,4-okcagiasoniny, 1,24-
okcagiasorniny, mopdoniHo, i nepaswuHiny,
niponiguHiny, -NHC(O)O-C1-Cy- anKmy, -C(=NOR")C;-

Cy-anxiny, -C(=NOR"NR®R’, -S(O)p-C1-Cs-
ankinCONHR’,  -C(O)NHS(O)p-C+-Cs-arkiny # -
NR®R’;

ne Oymb-skmi  cbeHin, TeTparigpodypaHin,
MOPEOniHO, 1,3-piokco-1,3-aurigpo-2H-izoingonin,
1,3-giokconaHin, TeTpasonin, 2-0kco-1,3,4-
okcagiasonin, 1,2,4-okcapgiasonin, MopdoriHo,

ninepasuHin, niponiguHin, y 6yge- KoMy i3 BKa3aHux
BULLE 3Ha4YeHb ANs 3amicHUKiB Ha R'a HeoBoB's3koBO
Moxe Oy 3amiweHui 1 abo 2 3amicHUKamu,
He3anexHo BubpaHumm 3 C1-Cy- anKmy " kapboKcK.

Moganbwumn nNpuknagamu R'o sk 8-mu - 10-1
YJIEHHOTO reTepoUVMKNiYHOro Kinbusa € 5/5-, 5/6 1 6/6
OiLMKMIY Hi KinbUeBi cuctemn, ki MICTATb
retepoatomm B o6ox kinbusx. [loganbwmmm
npuknagamu R'b sk 8-mm 10-TM  4yneHHoro
reTepPoLMKIIIHHOIO KinbLUs € BiLMKNiYHi reTepoapunbHi
KinbLEeBi cucTeMu MpUHaAMMHI 3 oauH aToM asoTy B
MONOXEHHI B TrofoBi MocTa W HeobOOB'SI3KOBO
popatkoBo 1-3 retepoatomamu, BUOPaHUMM 3 KUCHIO,
CipKku 11 a30Ty.

KoHKpeTHMMKM  MpuKnagamm  Takux  KinbLEeBMX
cucteM €, Hanpuknag, nNypwH,  HadTpWauH,
nipuao(2,3-d]nipumiguHin, nipumigo[4,5-

d]nipymiguHin, iHOOMI3WH, XiHOMI3WH, iHOa3on, iHAaH-

2-in, kap6ason, nipono[1,2-c]nipumianH,
nipasorsol[3,4-blnipnaunHx, 1H-nipasono[3,4-
d]nipumiguH, Tiagiazono([3,4-b]nipuanH, 1H-
iminaso[4,5-blnipnavH, asanypuH,
dypasaHonipyumignHu, KyMapWuH, 6eH3onipaH,

Tiaszono[4,5-a]nipymiguH, nipugo[2,3-b]nipasunH-3(2H)-
OH, H-mipumigo[5,4-b][1,4]okcasuH-7(6H)-oH, 3H-
nipono[  1,2-a]nipon, niporno[2,1-b]tiason, 1H-
imigaso[1,2-ajnipon, 1H-imigaso[1,2-a]imigason,
1H,3H-nipono[1,2-clokcason, 1H-iminaso[1,5-a]nipon,
niporo[1,2-bJizokcason, iminaso[5,1-b]tiason,

imigaso[2,1-b]tiason, iHOONI3VH, imigaso[1,2-
alnipuguH,  imigaso[1,5-alnipnuavH,  nipasono[1,5-
ajnipuanH, nipono[1,2-blnipuaasuHx, nipono[1,2-
c]nipMmianH, nipono[1,2-ajnipaswuH, nipono[1,2-
alnipumiguH, nipnaol2,1-c]-8-tpuason, s-tpuason|1,5-
alnipuanH,  imigaso[1,2-c]nipumignH,  imigaso[1,2-
alnipaswH,  imigaso[1,2-alnipyumianH,  imigaso[1,5-
alnipasvH, imigaso[1,5-alnipyumianH, imigaso[1,2-b]-
nipuaasvH, s-Tpuasorno[4,3-ajnipumiguH, imigaso[5,1-

bJokcason 1 imigaso[2,1-blokcason. IHWKMK
KOHKPETHUMM MpUKMIagamym Takux KifbLEeBWUX CUCTEM
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€, Hanpuknag, [1H]-niporno[2,1-clokcasuH, [3H]-
okcasoro[3,4-ajnipuauH, [6H]-nipono[2,1-clokcasuH i
nipngo[2,1-c][1,4JokcasuH.  |HWMMKU  KOHKPETHUMU
npuknagamu  5/5-GiLMKniyHMX KiNbLEBUX CUCTEM €
iminasookcazon abo imigasoTiazon, Taki @ SK
iminasol[5,1-blriaszon, iminasol[2,1-b]tiason,
imiga3ol[5,1-bJokcason abo |M|,u,a30[2 1-bJokcason.
Moganbwumn npuknagamm R'o sk 8-mMu-10-Tn
YIEHHOrO TFeTePOLMKIIIYHOrO  KifbUA €  KiNbLEBi
cuctemu, y Skux ogHe abo obugsa KinbLus 4acTKOBO
ab0o MOBHICTIO HAacKMYeHI, HanNpyKnag iHaoNiH,
1,3,4,6,9,9a-rekcarigponipmao[2,1c][1,4]okcasun-
8-in, 1,2,3,5,8,8a-rekcarigpoimigaso[1,5alnipuauH-7-
in, 1,5,8,8a-TeTparigpookcasono[3,4alnipuanH-7-in,
1,5,6,7,8,8a-rekcarigpookcasono[3,4ajnipuaunH-7-in,
(7a)[3H,5H]-1,7a-aurigponiposno[1,2c]okcason-6-in,
(7a)[5H]-1,2,3,7a-TeTparigponiposio[1,2c]imigason-6-
in, (7a)[3H,5H]-1,7a-aurigponiporno[1,2c]okcazon-6-
in, [3H,5H]-niporol[1,2-clokcason-6-in, [5H]-2,3-
pvrigponiporo[1,2-climigason-6-in, [3H,5H]-
nipono[1,2-c]tiazon-6-in, [3H,5H]-1,7a-
avrigponipono[1,2-c]tia3on-6-in, [5H]-niporno[1,2-
climipazon-6-in, [1H]-3,4,8,8a-TeTparigponipono(2,1-

c]okcasunH-7-in, [3H]-1,5,8,8a-
TeTparigpookcasono[3,4-ajnipna-7-in, [3H]-5,8-
avrigpokcasono[3,4-ajnipua-7-in n 5,8-

avrigpoiminasol[1,5-ajnipug-7-in.

BukopuctoByBaHy HOMEHKATypy MOXHa 3HalTH,
Hanpuknag, [B "Heterocyclic Compounds (Systems
with bridgehead nitrogen)", W.L.Mosby (Interscience
Publishers Inc., Hoto-Wopk), 1961], yvactuin 1 n 2.

Moganbwi mpvknagy nigxogawmx 3HavyeHb Ans
R'o moxHa 3HaiiTn B [Handbook of Heterocyclic
Chemistry 2-e Bug, nig pea. A.R. Katritzky n A.F.
Pozharskii].

MigxoaawmmMm 3Ha4YeHHAMKU A5s R'b e XiHOMIHIN,
nypuHin, 6eH3oTiazonin v iHgonin.

B ogHomy BapiaHTi 3A4iMCHEeHHsT BuHaxody R'd
BMBMpaloTh i3 -CHzR'a.

B iHWomy BapIaHTI 30iNCHEHHsA BUHaxony R'd
BMGMpaloTh i3 -C(O)R'a.

B iHwWoMmy BaPIaHTI 3AICHEHHSA BUHaxody R'd
Bubupatotb i3 -OR'a

B I'IO/J,aJ'IbLLIOMy BapiaHTi  3AiACHEeHHs R'd
Bm6mpar0Tb i3 S(0)qR'a (ne q ABnsie coboio 1 abo 2).

R'd BuGupatos i3 -CHzR'a abo —C(O)R'a.

B ogHomy BapIaHTl 3fiiicHeHHs BuHaxody R'e
BMBMpaloTh i3 -CHaR'b.

B iHwWomy BapIaHTI 3filicHeHHs BuHaxody R'e
BMGMpatoTh i3 —~C(O)R'b.

B iHwomy BaPIaHTI 34incHeHHs BuHaxody R*e
Bnbupatotb i3 -OR'b

B roAarnsLomy BapiaHT  3giiicHeHHs R'e
BMBMpatoTk i3 S(O)qR'b (ae q sBnsie coboto 1 abo 2)

B opHoMy BapiaHTi 3AificCHEeHHs BuMHaxogy R'f
BMBMpaloTh i3 -CHzR'c.

B iHwomy BapIaHTI afiicHeHHs BuHaxoay R'f
BMGMpaloTh i3 -C(O)Rc.

B iHwomy B1pIaHTI afiicHeHHs BuHaxoay R'f
Bubupatotb i3 -OR'c

B nop,anbLuomy BapiaHTi  3giiicHenHs  R'f
BMBMpatoTk i3 S(O)qR'c (ae q siensie coboto 1 abo 2).

B ogHomy BapiaHTi 34iicHeHHs, R™ mMicTnTe oauH
3aMiCHUK, BUOpaHMii 3 HeOobOOB'A3KOBUX 3aMICHUKIB,
nepepaxoBaHunx y Oyab-sKOMy BapiaHTi 34iiCHEHHS
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BMHaxody, onvcaHoMy Bulle abo Hagani. B iHwomy
BapiaHTi 3AdiicHeHHss BuHaxogy R mictutb aBa
3aMiCHUKIB, HE3anexXHo BMOpaHUX 3 HeOOOB'SA3KOBUX
3aMiCcHUKIB, nepepaxoBaHux Yy Oyab-sikoMy BapiaHTi
30IMCHEHHS BMHaxoy, onucaHoMy Bulle abo Hagarni.

B noganbwomMy  BapiaHTi 30iNCHEHHS, R'
He3aMilLEHUI.
B opgHomy BapiaHTi 30iCHEHHS BUHaxo4y

HeoGoB's3KoBi 3amichuku A R' (ne R' BuGupaiots i3
R1a, R1b, R1c, R1d, R'e it R1d) BMGUpatoTh i3

HiTporpymu, uiaHorpymm, C»-Ce-ankeHiny, Cz-Ce-
ankiHiny, -CO-C1-Ce-arkiny, -COO-C1-C6-anKin¥, -O-
Ci-Ce-arkiny, Tpudtopmetuny, -CONRR’,
OCONR®R’, -N(R")COR®, -CONHCH(COzR")R®,
raroreHy, rigpokcu, kapboken,

C1-Ce-ankiny [HeoboB'sizkoBo 3amiweHoro 1 abo
2 3aMiCHVKamu, He3anexHo BuOGpaHuMK 3 Tigpokcy,
rarnoreHy, uiaHorpynu, Hitporpynu, -COO-C4-Ce-
ankiny, -O-C1-Ce-arkiny, tpudtopmetuny, -CONRYV,
kapboken, -NHC(O)O-C4-Cy-arkiny, -C(=NOH)C4-Cgs-
ankiny, -C$=NOH2SNR6R7, -S(0)p-C+-Cs-arkiny, -
S(0O)pNR®R’ i1 -NR°R],

reTepouukniny [Heo6oB'A3k0BO  3amilieHoro 1
abo 2 3amicHvKamu, HesanexHo BubpaHumm 3 C1-Ca-
ankiny, rigpoKcm, C1-Cs-ankokcm, rarnorexy,
LiaHorpymm, HiTporpynu, kap6okcu, rigpokcn-Cq-Ca-

ankiny, C1-Cs-ankokcu-C4-Cy-ankiny, rano-Cq-Cs-
ankiny, audtopmeTuny, TpucpTopmeTUny,
TpudptopmeToken,  C4-Cy-ankinkapboHiny, C1-Cy-

ankokcukap6oHiny, -C(O)NH2, -C(O)NHC1-Cs-ankiny,
-C(O)N[an-C+-Cy-arnkiny], -S(O)2NH2, -S(O)2NHC+-C4-
ankiny, -S(O)N[gn-C1-Cg-ankiny] n -S(O)p-C1-Cs-
ankiny],

apuny [Heo6oB'A3koBO 3amiwgeHoro 1 abo 2
3aMicHUKaMK, He3arnexHo BubpaHumun 3 C1-Ca-ankiny,
rigpokcy, C4-Cg-amKokcu, rarnoreHy, LiaHorpymm,
HiTporpymu, kap6okew, rigpokcn-C1-Ca-ankiny, C1-Cy-
ankokcu-C1-Cy-arnkiny, rano-C¢-Cg-ankiny,
audptopmeTuny, TpuTOpMETUNY, TPUDPTOPMETOKCH,
C1-Cs-ankinkapbotny, C1-Cs-ankokcukapboHiny,
C(O)NHz, -C(O)NHC4-Cs-ankiny, -C(O)N[gn-C4-Cs-
ankiny], -S(O)2NH.,  -S(O)2NHC1-Cs-ankiny,
S(O)2N[gn-C1-Cs-ankiny] n -S(O)p-C1-C4-anKin7y],
-NHC(O)O-C+-Cy-arnkiny -C(=NOR")C4-Cs-
ankiny,  -C(=NOR’)NR°R’, -S(O)p-C+-Ca-ankiny
(HeoBOB's3K0BO 3amilLieHoro rigpokcu), -S(O)pNRPR’,
-S(0)p-C+-C4-ankinCONHR’, -NR’S(O)pNR°R’, -
NR’S(O)p-C1-C-arkin, -NR’S(O)p-apuny,

C(O)NHS(O)p-C+-Cy-arnkiny, -CéO)bIHS(O)p-apmny, -
NR°R’, -CH2CH(CO2R®)OH, -C1-Cy4-
ankinCH(NR®R7)CO.R® i -C1-Cy-
ankinCH(NR®R)CO(NR®R’).

B iHwomy BapiaHTi 34iMCHEHHS BuWHaxody
HeoGoB'si3koBi 3amichukm A R (ne R' BuGupaiots i3
R1a, R1b, R1c, R1d, R'e it R1d) BMGUpatoTh i3

HiTporpymu, uiaHorpymm, C»-Ce-ankeHiny, Cz-Ce-
ankiHiny, -CO-C1-Ce-arkiny, -COO-C+-Cg-arkiny, -O-
C1-Ce-arnkiny, TpUdTOPMETUITY, -CONRYV,
OCONRPR’, -N(R")COR®, -CONHCH(COzR")R®,
raroreHy, rigpokcu, kapboken,

C1-Ce-ankiny [HeoboB'sizkoBo 3amiweHoro 1 abo
2 3aMicHVKamu, He3anexHo BuOGpaHuMK 3 Tigpokcy,
ranoreHy, -COO-Cq-Ce-ankiny, -O-C4-Ce-ankiny,
TpucbTopmeTurny,  -CONRPR’,  -NHC(O)O-C+-Cy-
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ankiny, -C(=NOH)C+-Cs-ankiny, -C(=NOH)NR6R7, -
S(0)p-C1-Ca-arkiny, -S(O)pNR°R’ it -NR°R],

reTepouukniny [Heo6oB'A3koBO  3amilieHoro 1
abo 2 3amicHvKamu, HesanexHo BubpaHumm 3 C1-Ca-
ankiny, rigpoKcwm, C1-Cs-ankokem, ranorexy,
LiaHorpymm, HiTporpynu, kap6okcu, rigpokcn-Cq-Ca-
ankiny, rano-C1-Cs-ankiny, andTopmeTuny,
TpudTOPMETUIY, TPUDTOPMETOKCH, C1-Cs-
ankinkap6oHiny, C1-Cs-ankokcukap6oHiny, -C(O)NHy,
-C(O)NHC4-Cg-anxiny, -C(O)N[an-C1-Cs-arnkiny],
S(O)2NHz, -S(O)2NHC1-C4-ankiny, -S(O)2N[aH-C1-Cy-
ankiny] n -S(O)p-C1-Cs-ankiny],

apuny [Heo6oB'A3koBO 3amiwgeHoro 1 abo 2
3aMmicHUKaMK, He3arnexHo BubpaHumun 3 Cq-Ca-ankiny,
rigpokcy, C4-Cg-amKkokcu, rarnoreHy, LiaHorpymm,
HiTporpymn, kap6okew, rigpokeu-Cq-Cy-arkiny, rarno-
C1-Csankiny, gudtopmeTtuny,  TpudTopMeTUny,
TpudptopmeToken,  C4-Cy-ankinkapboHiny, C1-Cy-
ankokcukap6oHiny, -C(O)NH2, -C(O)NHC1-Cs-ankiny,
-C(O)N[an-C+-Cy-arnkiny], -S(O)2NH2, -S(O)2NHC+-C4-

ankiny, -S(O)N[gn-C1-Cg-ankiny] n -S(O)p-C1-Cs-
ankiny],

-NHC(O)O-C1-C4-anKinyf -C(=NOR")C+-Cs-
ankiny, -C(=NOR’)NR°R’, -S(O)p-C+-Ca-ankiny

RY,

(HeoBOR'S3KOBO 3aMmilLieHoro riapokcu), -S(O)pNR®
-S(0)p-C+-C4-ankinCONHR’,  -NR’S(O)pNR°R’,
NR’S(O)p-C1-Cas-arnkiny, -NR’S(O)p-apuny,
C(OgNI;IS(O)p-C1-C4-anKiny, -C(O)NHS(O)p- apuny 1
-NR°R’.

B iHwomy BapiaHTi 34iMCHEHHS BuWHaxody
HeoGoB's3koBi 3amicHuku A R (ne R' BuGupaiots i3
R1a, R1b, R1c, R1d, R'e it R1d) BMGUpatoTh i3

HiTporpymn, uiaHorpymm, -CO-C1-Ce-ankiny,
COO0-C1-Ce-ankiny, -O-C+-Cg-arkiny,
TpucptopmeTuny,  -CONR®R’,  -OCONRPR’,
N(R')COR®, = -CONHCH(CO.R"R®,  raroreny,
rigpokcu, kapboken,

C1-Ce-ankiny [HeoboB'sizkoBo 3amiweHoro 1 abo
2 3aMiCHVKamu, He3anexHo BUOGpaHuMK 3 Tigpokcy,
ranoreHy, -COO-Cq-Ce-ankiny, -O-C4-Cg-arkiny,
TpucbTopmeTuny, -CONRPR’, -S(O)p-C1-Ca-arkiny, -
S(0O)pNR®R i1 - NR°R],

reTepouukniny [Heo6oB'A3koBO  3amilieHoro 1
abo 2 3amicHvKamu, HesanexHo BubpaHumm 3 C1-Ca-
ankiny, rigpoKcwm, C1-Cs-ankokcm, ranorexy,
uiaHorpymm,  HiTporpynu, kapbokcu, ramno-Cq-Cy-
ankiny, andTopmeTuny, TpudTopmeTUny n
TpudTopmeToKcH], apuny [HeoboB'A3k0BO
3amMilleHoro 1 abo 2 3aMicHUKamK, HesaneXHo
BUbpaHumun 3 C1-Ca--arkiny, rigpokcu, C1-C4-ankokcw,
ranoreHy, uiaHorpynu, HiTporpymu, kap6okcw, raro-
C1-Cs-ankiny, audtopmeTuny, TpudTopmeTuny W
TpudTopmeToKcH],

-NHC(O)O-C1-Cg-arnkiny,
ankiny, -C(=NOR")NR°R’,
(HeoBOB'A3KOBO 3aMmilLieHoro riapokcu), -S(O)pNR®
-S(0)p-C1-C4-ankinCONHR’,  -NR”S(O)pNR°R’,
NR’S(O)p-C1-C-arkin, -NR’S(O)p-apuny,
C(OgNI;IS(O)p-C1-C4-anKiny, -C(O)NHS(O)p- apuny 1
-NR°R".

-C(=NOR’)C+-C4-
-S(O)p-C1-C4-anKin}/
R,

B iHwomy BapiaHTi 34iMCHEHHS BuWHaxody
HeoBoB's3koBi 3amichukn A R (ne R' BuGupaiots i3
R1a, R1b, R1c, R1d, R'e it R1d) BMGUpatoTh i3

HiTporpymn, uiaHorpymm, -CO-C1-Ce-ankiny,
COO-C1-Ce-ankiny, -O-C+-Ce-arkiny,



33
TpucptopmeTuny,  -CONR®R’,  -OCONRPR’,
N(R)COR®, ~ -CONHCH(CO.R"R®,  raroreny,

rigpokcu, kapbokewm,

C1-Ce-ankiny, retepouukniny, apuny, -NHC(O)O-
C1-Cs-ankiny, -C(=NOR")C+-Cg-aniiny,
C(=NOR")NRR’, -S(0)p-C+-Cs-ankin
(HeoBOB's3K0BO 3amilLieHoro rigpokcu), -S(O)pNRPR’,
-S(0)p-C+-C4-ankinCONHR’,  -NR’S(O)pNR°R’,
NR’S(O)p-C1-Cs-arnkiny, -NR’S(O)p-apuny,
C(OgNI;IS(O)p-C1-C4-anKiny, -C(O)NHS(O)p-apuny #
-NR°R".

B iHwomy BapiaHTi 34iMCHEHHS BuWHaxody
HeoGoB's3koBi 3amichuku A R (ne R' BuGupaiots i3
R1a, R1b, R1c, R1d, R'e it R1d) BMGUpatoTh i3

HiTporpymn, uiaHorpymn, -CO-C1-Ce-ankiny,
COO-C1-Ce-ankiny, -O-C+-Cg-arkiny,
TpucptopmeTuny,  -CONRV,  -OCONR®R’,
N(R")COR®, raroreHy, rinpokcy, kapGokch, Ci-Ce-
ankiny, retepouwkniny, apuny, -NHC(Q)O-C1-Cs-
ankiny, -C(=NOR’")C1-Cg4-arkiny, -C(=NOR’)NR°R’, -
S(O)p-C1-Cy-arkiny  (HeODOB'SI3KOBO  3aMiLLEHOro
rigpokcu), -S(0O)pNR°R’, -S(O)p-C1-Cs-
ankinCONHR?, -NR’S(O)pNR®R’, -NR’S(O)p-C1-Cs-
ankiny, -NR”S(O)p- apuny i -NR°R’.

B iHwomy BapiaHTi 34iMCHEHHS BuWHaxody
HeoGoB'si3koBi 3amichuku A R (ne R' BuGupaiots i3
R1a, R1b, R1c, R1d, R'e it R1d) BMGUpatoTh i3

HiTporpymn, uiaHorpymm, -CO-C1-Cs-ankiny,
COO-C4-Cy-ankiny, -O-C1-Cy-arkiny,
TpucbTopmeTuny, -CONRPR’, -N(R”)COR®, dhopy,
xropy, 6pomy, rigpokcn, kapbokcu, Ci-Cy-arkiny,
reTepouukniny, -NHC(O)O-C1-Cs-askiny,
C(=NOR")C4-Cq-arkiny, -C(=NOR’)NR°R’, -S(O)p-
C1-Cs-ankiny (Heo60B'A3k0BO 3aMilLiEHOro rigpoKcH), -
S(0)p-C1-C4-ankinCONHR’ 11 -NR°R’.

B iHwomy BapiaHTi 34iMCHEHHS BuWHaxody
HeoGoB'si3koBi 3amichuku and R (ne R' BuGupaiots i3
R1a, R1b, R1c, R1d, R'e it R1d) BMGUpatoTh i3

HiTporpymm, uiaHorpymm, -CO-C1-Ce-ankiny,
COO-C4-Ce-ankiny (HeobOB'A3KOBO  3aMiLLEHOro
COO-C1-C4-anKin0M)7, TpucbTopmeTuny, -CONRPR’, -
OCONRPR’, -N(R")COR®, -CONHCH(COzR")R®,
ranoreHy, rigpokew, Kapbokcum, C1-Ce-arnkiny
[Heo6oB'A3k0BO 3amiweHoro 1 abo 2 3amicHukamu,
He3arnexHo BuOpaHUMM 3  TiAPOKCKM, rarorexy,
uiaHorpymm, Hitporpymm, -COO-C4-Ce-arkiny, -OCO-
C1-C4-arkiny, C1-Ce-ankokcy, C1-Cg-ankokcu-Cq-Ca-
ankokcu, rinpokcu-C1-Ca-arnkokeu, Co-Cs-
ankeHirokcu, TpudbTopmeTuny, -CONR®R’, kap6okey,
-NHC(0)0O-C+-Cs-ankiny, -OCONR®R’, -C(=NOH)C+-
Cs-ankiny, -C(=NOH)NR®R’, -S(O)p-C1-Cq-arkiny, -
S(0)pNR®R’, -NHSO2R®, -NR°R” i retepouukriny],

Cs-Ce-umknoarnkiny (HeobOB'A3kOBO 3aMilLieHOro
1 abo 2 3amicHvkamu, BubpaHumun 3 Cq-Ce-ankiny n
HeoboB'A3KkoBMX 3aMicHUKIB, onucaHux ans Cq-Ce-
ankiny B gaHomy BuHaxogdi Buue), -O-C-Ce-ankiny
(Heo60B'sA3k0BO 3amileHoro 1 abo 2 3amicHUkamMm, sk
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
BULLE), -S(0O)p-C1-Cs-arkiny (HeoboB's13k0BO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onMcaHo Anis
C1-Ce-ankiny B AaHOMy  BMHaxodi  Buwe),
reTepouukniny, -NHC(O)O-C1-Cas-ankiny -
C(ENOR")C{-Csankiny,  -C(=NOR")NR°R’,
SICOpNR®R’, -NR’S(O)p-C1-Cs-arkiny, -NR’S(O)p-
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apwuny, -C(OgNHS(O)p-C1-C4-anKiny, -C(O)NHS(O)p-
apuny it -NR°R”;

e byab-ska reTepouukriiyHa abo apunbHa rpyna
B OyAb-AkOMYy i3 BkasaHWX BMLIe 3Ha4YeHb Ans
samichmkie Ha R'a HeoGoB'sizkoBO Moxe oytn
3amileHa 1 abo 2 3amicHuMKamu, HesaneXHo
BubpaHumun 3 C1-Cy-arnkiny, rigpokcn, C1-Cg-ankokewy,
ranoreHy,  uiaHorpynu,  HiTporpynu,  kapbokcwy,
rigpokcn-C1-Ca-ankiny, C4-C4-ankokcun-C1-Cy-ankiny,
rano-C1-Cy4-ankiny, audptopmeTuny, TpudtopmeTuny,
TpudptopmeToken, opminy, -CO-Cq-Cs-ankiny,
COO-C4-Cy-ankiny, -C(O)NHz, -C(O)NHC-Cys-ankiny,
-C(O)N[an-C+-C4-arnkiny], -S(O)2NH2, -S(O)2NHC+-C4-
ankiny n -S(O)2N[au-C1-Cys-ankiny].

B iHwomy BapiaHTi 34iMCHEHHS BuWHaxody
HeoGoB's3koBi 3amichukn A R (ne R' BuGupaiots i3
R1a, R1b, R1c, R1d, R'e it R1d) BMGUpatoTh i3

HiTporpymm, uiaHorpymm, -CO-C1-Ce-ankiny,
COO-C+-Ce-ankiny (HeobOB'A3KOBO  3aMiLLEeHOro
COO-C1-C4-anKin0M)7, TpucbTopmeTuny, -CONRPR’, -
OCONRPR’, -N(R")COR®, -CONHCH(COzR")R®,
rarnoreHy, kap6okcu, Ci-Ce-ankiny [HeoboB'si3k0BO
3amMilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMOpaHMMM 3 TigpOKCW, ranoreHy, uiaHorpymm,
HiTporpymn, -COO-C4-Ce-arkiny, -OCO-C1-Cy-ankiny,
C1-Cg-ankokcu, C1-Cys-ankokcu-C1-C4-ankokcu,
rinpokcu-C1-Cs-ankokew, C2-Cys-ankeHinoken,
TpucbTopmeTuny, -CONR®R’, kap6okcu, -NHC(O)O-

C+-Cs-arkiny, -OCONRCR’, “C(=BJH)C1-Cy-aniny, -
C(=NOH)NR6R7é -S(0)p-C+-Ca-arkiny, -S(O)pNR°R,
-NHSO2R®, -NR°R’ i reTepouukriny],

Cs-Ce-umknoarnkiny (HeobOB'I3kOBO 3aMilLieHOro
1 abo 2 3amicHvkamu, BubpaHumun 3 Cq-Ce-ankiny n
HeoboB'A3KkoBMX 3aMicHUKIB, onucaHux ans Cq-Ce-
ankiny B gaHomy BuHaxogdi Buue), -O-C-Ce-ankiny
(Heo6oB's3k0BO 3amileHoro 1 abo 2 3amicHUKamMm, sk
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
BULLE), -S(O)p-C1-Cs-arkiny (HeoboB's13k0BO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onMcaHo Ans

C1-Ce-ankiny B AaHOMy  BMHaxodi  Buwe),
reTepouukniny, -NHC(O)O-C1-Cs-ankiny, -
C(=NOR')C4-Cg-arkiny, -C(=NOR"NR®R’,

S(O)pNR°R’, -NR’S(0)p-C+-C4-arkiny, -

C(O)NHS(O)p-C+-Cs-arkiny 1 -NR®R”; ne Gymb-sika
retepoumkniyHa abo apunbHa rpyna B Oygb-sKomy i3
BKA3aHMX BULLE 3HauYeHb AN 3amicHukiB Ha R'a
HeobOB'A3kOBO MoOXe OyTn 3amiweHa 1 abo 2
3aMmicHUKaMK, He3arnexHo BubpaHumun 3 Cq-Ca-ankiny,
C1-Cs-ankokcm, ranoreHy, LUiaHOrpynu, HiTporpymm,
kapboken, rigpoken-Cq-Cg-ankiny, C4-Cg-ankokcu-Ci-
Cy-arnxiny, rano-C1-Cg-ankiny, andTopmeTuny,
TpupTopMeTUNY 1 TPUPTOPMETOKCH.

B iHwomy BapiaHTi 34iMCHEHHS BuWHaxody
HeoGoB's3koBi 3amichukn A R (ne R' BuGupaiots i3
R1a, R1b, R1c, R1d, R'e it R1d) BMGUpatoTh i3

HiTporpymn, uiaHorpymm, -CO-C1-Ce-ankiny,
COO-C4-Ce-ankiny (HeobOB'A3KOBO ~ 3aMiLLEHOro
COO-C1-C4-aJ'IKiJ'IOM7), TpucbTopmeTuny, -CONRPR’, -
OCONRGRR7, -N(R")COR?®, ranoreHy, kapbokcu, Ci-
Ce-ankiny [Heob6oB'A3koBO 3amiweHoro 1 abo 2
3aMiCHMKaMK, He3anexHo BMOpaHUMK 3 Tigpokcy,
ranoreHy, -COO-Ci-Cg-ankiny, -OCO-C1-Cs-ankiny,
C1-Cg-ankokcu, C1-Cys-ankokcu-C1-C4-ankokcu,
rinpokcu-C4-Cs-ankokem, Co-Cys-arnkeHinoken,
TpucbTopmeTuny, -CONR®R’, kap6okcun, -NHC(O)O-
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C-Ca-arnkiny, -OCONR®R’, -C(=NOH)C+-Ca-arniiny, -
C(=NOH)NR°R’, -S(0)p-C1-Cs-arkiny, -S(O)pNR°R’,
-NHSO2R®, -NR°R’ i reTepouukriny],

Cs-Ce-umknoankiny (HeobOB'I3kOBO 3aMilLieHOro
1 abo 2 3amicHvkamu, BubpaHumun 3 Cq-Ce-ankiny n
HeoboB'A3KkOBMX 3aMicHUKIB, onucaHux ans Cq-Ce-
ankiny B gaHomy BuHaxogdi Buue), -O-C-Ce-ankiny
(Heo6oB'sI3k0BO 3amileHoro 1 abo 2 3amicHUkamu, sk
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
BULLE), -S(O)p-C1-Cs-arkiny (HeoboB's13k0BO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onmMcaHo Anis
C1-Ce-arkiny B AaHOMy  BMHaxodi  Buwe),
reTepouukniny, -NHC(O)O-C1-Cs-ankiny,
C(=NOR')C4-Cg-arkiny, -C(=NOR"NR®R’,
S(O)pNR°R’, -NR’S(0)p-C+-C4-arkiny,
C(O)NHS(O)p-C1-Cs-am* i1 -NR°R’; pme Gymb-sika
retepoumkniyHa abo apunbHa rpyna B Oygb-sKomy i3
BKasaHMX BULIE 3Ha4YeHb ANna 3amicHukiB Ha R'a
HeoboOB'A3kOBO MoOXe OyTn 3amiweHa 1 abo 2
3aMmicHUKaMK, He3arnexHo BubpaHumun 3 Cq-Ca-ankiny,
C1-Cs-ankokcm, ranoreHy, UiaHOrpynu, HiTporpymm,
Kapbokcn, rano-C1-Cy-arkiny, AndTopmeTuny,
TpupTopMeTUNY 1 TPUPTOPMETOKCH.

B iHwomy BapiaHTi 34iMCHEHHS BuWHaxody
HeoGoB's3koBi 3amichukm A R (ne R' BuGupaiots i3
R1a, R1b, R1c, R1d, R'e i R1d) BUbUpaTsL i3
HITpOrpymu, UuiaHorpynu, cynbdorpynu, dopmMiny,
rigpokciiviHomeTuny, Cq-Ce-ankeniny, -CO-C1-Ce-
ankiny, -COO-Ci-Ce-arkiny TpudptopmeTuny,
CONRPR’, -N(R")COR®,  raroreny, rigpokcu,
kapbokcn, C1-Ce-ankiny [HeobOB'sI3kOBO 3aMilLeHOro
1 abo 2 3amicHUKaMu, Hes3anexHo BuOpaHUMK 3
rigpokcy, -OCO-C1-Cy-ankiny, C1-Ce-ankokcu, C1-Cy-
ankokcu-C1-Cy4-ankokem, rigpokcun-Cq-Cy-ankokeun, Co-
Cy-ankeHinokew, -NHC(O)O-C4-Cs-arnkiny,
NHC(=NH)NR®R’, -NHC(O)NR®R’, -NHC(O)C1-Cq-
ankiny, -NHC(O)retepouukniny, -NHC(O)apwuny,
NHS(O)p-C1-Cs-arkiny, -S(0O)p-C1-Cs-arkiny,
S(0O)pNR®R’, -NHSO2R®, -NR°R’ i retepouukniny],
Cs-Ce-umknoankiny, -O-Cq-Ce-ankiny (HeoboB'si3koBO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onmMcaHo Ans
C1-Ce-ankiny B gaHomy BuHaxogi suue), -S(O)p-C1-
Cy-ankiny (HeoboB'A3koBO 3amiweHoro 1 abo 2
3amicHuKkamu, sik onmcaHo ansa Cq-Ce-ankiny B gaHomy
BuMHaxodi Buwe), retepouukniny, -NHC(O)O-C-Cy-
ankiny, -C(=NOR")C1-Cg4-arkiny, -C(=NOR’)NR°R’, -
S(0)p-C1-C4-ankinCONHR’,  -C(O)NHS(O)p-C1-Cs-
ankiny 1 -NRsR7;

e byab-ska apunbHa abo reTepoumkniyHa rpyna
B OyAb-AKOMYy i3 BKasaHWX BMWLIe 3Ha4YeHb And

3amicHukiB Ha R'a HeoboB'siskoBO Moxe OyTu
3amileHa 1 abo 2 3amicHuMKamu, HesaneXHo
BuMbpaHumm 3 C1-Cs-arkiny v kapbokeu.

B iHwomy BapiaHTi 34iMCHEHHS BuWHaxody

HeoGoB's3koBi 3amichukm A R (ne R' BuGupaiots i3
R1a, R1b, R1c, R1d, R'e it R1d) BMGUpatoTh i3
HITpOrpymu, UiaHorpymu, cyrnbdorpynu, opminy,

rigpokciimiHomeTuny, Cq-Ce-ankeniny, -CO-C1-Ce-
ankiny, -COO-Ci-Cg-arnkiny Tpudtopmetuny, -
CONRPR’, -N(R")COR®,  raroreny, rigpokcu,

kapbokcn, C1-Ce-ankiny [HeobOB'sI3kOBO 3aMilLeHOro
1 abo 2 3amicHUKaMu, Hes3anexHo BuOpaHUMK 3
rigpokcy, -OCO-C1-Cy-ankiny, C1-Ce-ankokcu, C1-Cy-
ankokcu-C1-Cy4-ankokem, rigpokcun-Cq-Cy-ankokeun, Co-
Cy-ankeHinoken, -NHC(O)O-C1-Cs-arnkiny,

82261

36

NHC(=NH)NR®R’, -NHC(O)NR®R’, -NHC(O)C+-Ca-

ankiny, -NHC(O)reTparigpodypariny, -
NHC(O)dbeHiny, -NHS(O)Q-C1-C4-anKiny, -S(O)p-C+-
Csarkiny, -S(O)pNR°R’, -NHSO2R®, -NR°R’,

mMopdorniHo, 1,3-giokco-1,3-gurinpo-2H-izoiHgoniny n
1,3-piokconaniny], uuknonponiny, -O-C1-Ce-arnkiny
(HeoboB'A3k0BO 3amileHoro 1 abo 2 3amicHUkamu, K
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
BULLE), -S(O)p-C1-Cs-arkiny (HeoboB's13k0BO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onMcaHo Ans
C1-Ce-arkiny B AaHOMy  BMHaxodi  Buwe),
TeTpasoniny, 2-okco-1,3,4-okcagiasoniny, 1,2,4-
okcagiasoniny, MOpPOriHO, ni nepasuHiny,
niponiguHiny, -NHC(0)O-C+-Cg-ankiny, -C(=NOR’)C-

Ca-arkiny, -C(=NOR")NR°R’, -S(0)p-C1-Ca-
ankinCONHR’,  -C(O)NHS(O)p-C+-Cs-arkiny # -
NR®R’;

ne Oymb-skmin  dbeHin, TeTparigpodypaHin,
MOPOriHO, 1,3-piokco-1,3-aurigpo-2H-izoingonin,
1,3-giokconaHin, TeTpasonin, 2-okco-1,3,4-
okcagiasonin, 1,2,4-okcagiasonin, MopdoriHo,

ninepasuvHin, niponiguHin, y 6yab-akoMy i3 BkasaHUx
BULLIE 3HA4YE€Hb A9 3aMiCHUKIB Ha R'a Heo60E's13K0BO
Moxe Oyt 3amiweHnn 1 abo 2 3amicHukamu,
HesanexHo BubpaHumum 3 C1-Cg-ankiny 1 kapbokew.

B iHWoOMy BapiaHTi 3A4iMCHEHHs1 BUHaxody R'
3aMilleHn aBOMa 3aMiCHUKamMu; e OAWH 3aMiCHUK
BMGMPaloTh i3 kapbokck, -CONHSO,Me it -CONHR®
(e R® BuBMpaloTb i3 OyOb-sKMX  3HAuYeHb,
nepepaxoBaHux y Oyab-sIKOMy BapiaHTi 3AiiCHEHHS
BMHaxody, onucaHomy Buwe abo Hapani), a iHwun
3aMiCHUK BUOMpatoTh i3

C1-Ce-ankiny [HeoboB'sizkoBO 3amiweHoro 1 abo
2 3aMiCHVKamu, He3anexHo BUOGpaHuMK 3 Tigpokcu,
rarnoreHy, uiaHorpynu, Hitporpynu, -COO-C1-Ce-
ankiny, -OCO-C4-Cy4-ankiny, Ci-Ce-anmkokcn, Cq-Ca-
ankokcu-C1-Cy-ankokem, rigpokcun-Cq-Cy-ankokeu, Co-
Cy-ankeHinoken, TpudTOpMETary, -CONR°R’,
kapbokcun, -NHC(O)O-C1-Cq-ankiny, -OCONR®R’, -
C(=NOH)C1-Cs-arkiny, -C(=NOH)NR®R’, -S(O)p-C+-
Csarkiny, -S(O)pNRR’, -NHSO;R®, -NR°R’ i
reTepouukninyl,

-O-C1-Ce-ankiny (Heo60B'si3kOBO 3amilLeHoro 1
abo 2 3amicHukamu, sik ommcaHo anst CrCe-ankiny B
daHomy BuHaxogi Buuwe) i -S(O)p-Cs-Cy-arkiny
(Heo6oB's3k0BO 3amilleHoro 1 abo 2 3amicHUKkamMm, sk
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
Buwe), e R® i1 R” BuGMpaioTh i3 Gy/ab-siKUX 3HaueHb,
nepepaxoBaHux y Oyab-sKOMy BapiaHTi 34iiCHEHHS
BMHaxody, onncaHomy BuLle abo Hagarni.

B iHWoOMy BapiaHTi 3A4IMCHEHHS BUHaxody R'
3aMilleHn ABOMa 3aMiCHUKaMu; Ae OAWH 3aMiCHUK
BMGMpaloTh i3 kapbokcu, -CONHSOzMe it -CONHR®
(ne R® BubupatTb i3 -OMe, BogHo, aMmiHO n C3-Cas-
ankeHiny); a iHwui 3amicHuk BubupatoTs i3 C1-Ce-

ankiny [HeoboB'a3koBO 3amiweHoro 1 abo 2
3aMiCHMKaMK, He3anexHo BuOpaHUMK 3 TigpoKcH,
rarnoreHy, uiaHorpynu, Hitporpynu, -COO-C1-Ce-

ankiny, -OCO-C4-Cy4-arkiny, Ci-Ce-anmkokcn, C1-Ca-
ankokcu-C1-Cy4-ankokem, rigpokcun-Cq-Cy-ankoken, Co-
Cy-ankeHinoken, TpUdTOPMETUIY, -CONR°R’,
kapbokcun, -NHC(O)O-C1-Ca-ankiny, -OCONR®R’, -
C(=NOH)C1-Cs-arkiny, -C(=NOH)NR®R’, -S(O)p-C+-
Csarkiny, -S(O)pNRR’, -NHSO;R®, -NR°R’ i
reTepouukninyl,
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-O-C1-Ce-ankiny (Heo60B'si3kOBO 3amilLeHoro 1
abo 2 3amicHukamu, sik ommcaHo ana Ci-Ce-arnkiny B
daHomy BuHaxogi Buuwe) i -S(O)p-Cs-Cy-arkiny
(Heo6oB's3k0BO 3amilleHoro 1 abo 2 3amicHUKkamu, sk
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
Buwe), e R® i1 R” BuGMpaioTh i3 By/b-siKX 3HaueHb,
nepepaxoBaHunx y Oyab-sIKOMy BapiaHTi 3AiiCHEHHS
BMHaxody, onncaHomy BuLle abo Hagarni.

B iHWoOMYy BapiaHTi 3A4IMCHEHHs1 BUHaxody R'
3aMilleHn ABOMa 3aMiCHMKamMu; e OAWH 3aMiCHUK
BMGMpaloTh i3 kapbokcu, -CONHSOzMe it -CONHR®
(ne R® BuBMpaloTh i3 -OMe, BogHIO, amiHorpymm, Ca-

Cy-arkeHiny n -SO2Me); a iHWMIA  3aMiCHUK
BMbypatoTb i3 C1-Ce-arnkiny [Heo6oB'A3Kk0BO
3amMilleHoro 1 abo 2 3aMicHWKamK, He3arneXHo
BMOpaHMMM 3 TigpOKCW, ranoreHy, uiaHorpymm,

HiTporpymn, -COO-C+-Ce-arkiny, -OCO-C1-Cy-ankiny,
C1-Cg-ankokcm, C1-Cys-ankokcu-C1-C4-ankokcu,
rinpokcu-C1-Cs-ankokew, Co-Cys-ankeHinoken,
TpudptopmeTtany, -CONReR7, kap6okcu, -NHC(O)O-
C+-Cs-arkiny, -OCONR®R’, -C(=NOH)C+-Ca-arkiny, -
C(=NOH)NR°R’, -S(0)p-C1-Cs-arkiny, -S(O)pNR°R’,
-NHSO2R®, -NR°R’ i reTepouukriny],

-O-C1-Ce-ankiny (Heo60B'si3kOBO 3amilleHoro 1
abo 2 3amicHukamu, sik onucaHo ans Cq-Ce-ankiny B
daHomy BuHaxogi Buuwe) i -S(O)p-Cs-Cys-arkiny
(Heo6oB's3k0BO 3amilleHoro 1 abo 2 3amicHUKkaMu, sk
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
Buwe), Ae R® BMGMpaioTk i3 BoaHio it C1-Cy-ankiny, i
R’ sisnsie coBoto BogeHb abo metun, abo ae R® it RY
pasom yTBOPIOOTL MinepuanHoBe, mopdoniHoBe abo
ninepasnHoBeE KifbLe, SKke HEODOB'I3KOBO MOXe ByTu
3aMilleHe MeTUNOM Ha AOCTYMHOMY aToMi BYrneuto
abo atomi a3oTy (3a yMOBM, WO aTOM a30Ty B TaKkun
crocib He KBaTepHI3yeTbCs) i aToM BYINeL0 MOXe
OyTV OKMUCNEHMI 3 YTBOPEHHSIM KapOOHInbLHOI rpynu.

R’ BMGUpatoTh i3 R1a, R1b, R'c i R1d; ne

R'a sBnse coGoio 5-Tu abo 6-TM ureHHe
HacuyeHe, 4acTKOBO HeHacudyeHe abo HeHacuyeHe
reTepouukriyHe kinbue, sike mictute 1, 2, 3 abo 4
retepoatomu, HesanexHo BubpaHux 3 O, S n N (3a
YMOBM, LU0 Take kinbue He Mictutb 3B'a3kiB O-O abo
S-S), pe —CHz-rpyna Heo6oB's3kOBO MOXe OyTn
3amiHeHa rpynoto -C(O)-, KinbueBui aToM Cipku
HeobO0B'A3KOBO MOXe BYTU OKUCIEHWI 3 YTBOPEHHAM
S-okcmpy(iB) i KinbLeBWiA aTOM a3oTy HeObOB'A3KOBO
MoXe OyTu okucrneHun 3 yTBopeHHsM N-okcuay, i e
BKasaHe KinbLie HeobOB'A3KOBO Moxe OyTv 3amilleHe
1, 2 abo 3 3amicHUKaMu, He3anexHo BUOpaHUMK 3:
HITpOrpymu, UiaHorpynu, cynbdorpyny, dopmMiny,
rigpokciiviHomeTuny, Cq-Ce-ankeniny, -CO-C1-Ce-
ankiny, -COO-Ci-Ce-arkiny TpudptopmeTuny,
CONRPR’, -N(R")COR®,  raroreny, rigpokcy,
kapbokcn, C1-Ce-ankiny [HeobOB'sI3kOBO 3aMilLeHOro
1 abo 2 3amicHUKaMu, He3anexHo BuOpaHUMK 3
rigpokcy, -OCO-C1-Cy-ankiny, -C1-Ce-ankokcu, C1-Cy-
ankokcu-C1-Cy4-ankokem, rigpokcun-Cq-Cy-ankokeu, Co-
Cy-ankeHinokew, -NHC(O)O-C4-Cs-arnkiny,
NHC(=NH)NR®R’, -NHC(O)NR®R’, -NHC(O)C+-Cq-
ankiny, -NHC(O)retepouukniny, -NHC(O)apwuny,
NHS(O)p-C1-Cs-ankiny, -S(0)p-C1-Cs-arkiny,
S(O)pNR®R’, -NHSO2R®, -NR°R’ i retepouukniny],
Cs-Ce-umknoankiny, -O-C1-Ce-ankiny (HeoboB'si3koBO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onMcaHo Anis
C1-Ce-ankiny B gaHomy BuHaxogi suue), -S(O)p-C1-
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Cy-ankiny (HeoboB'a3koBo 3amiweHoro 1 abo 2
3amicHukamm, gk onmcaHo ans Cq-Ce-ankiny B AaHoMy
BuMHaxodi Buwe), retepouukniny, -NHC(Q)O-C-Cy-
ankiny, -C(=NOR”")C1-Cg4-arkiny, -C(=NOR’)NR°R’, -
S(O)p-C1-C4-anKinCONHR7, -C(O)NHS(O)p-C+-Cs-
ankiny it -NR°R’,

Oe b6yab-ska apunbHa abo reTepouuknivyHa rpyna
B Oygb-skOMy i3 BKasaHuWX BWLLE 3Ha4YeHb Ans
samichukie Ha R'a HeoGoB'siskoBO Moxe oytn
3amileHa 1 abo 2 3amicHuMKamu, HesaneXHo
BuMbpaHumm 3 C1-Cs-arkiny v kapbokcu;

R'o sense coboto 10-TM uneHHe GiunknivyHe
reTepouukriyHe kinbue, sike mictute 1, 2 abo 4
retepoatomu, HesamnexHo BubpaHux 3 S # N (3a
YMOBM, L0 Take KifbLe He MICTUTb 3B'a3kiB S-S), oe —
CH2- rpynma HeoboB'sizkoBo Moxe OyTn 3amiHeHa
rpyroto -C(O)-, i Ae Bka3aHe KinbLe HeOOOB'A3KOBO
Moxe OyTM 3amiweHe 1, 2 abo 3 3amicHuKamu,
He3aneXHo B1GpaHuMm i3 3aMiCHUKIB,
nepepaxoBaHux Ansa R'a BuLue;

R'c sBnsie coboro deHinbHe Kinbue, 3amiweHe 1,
2 abo 3 3amicHuKamu, HesanexHo BuOpaHUMK i3
3aMiCHuKIB, MepepaxoBaHux Assi R'a BULLE;

R'd BuGupatots i3 -CHzR'a i1 —C(O?R1a.

R’ BMGUpatoTh i3 R1a, R1b, R'c R d; ne

R'a sBsrse co6owo nipuauHin, N-okconipnauHin,
nipymiguHin, Tiasonin, Tiagiasonin, TeTpasonin,
imigasonin, TpuasuHin, niponigauHin, TieHin, dypaHin,
okcagiasonin, i3okcasornin, okcasonin abo niponin, ae
BkasaHe R'a He0BOB'S3KOBO MOXKe 6yTn 3amiweHe 1,
2 abo 3 3amicHVKamu, He3aneXHo BUOpaHMM 3:

HITpOrpymu, UiaHorpymu, cyrnbdgorpynu, opminy,

rigpokciimiHomeTuny, Cq-Ce-ankeniny, -CO-C1-Ce-
ankiny, -COO-Ci-Ce-arkiny Tpudtopmetuny, -
CONRPR’, -N(R")COR®,  raroreny, rigpokcy,

kapbokcn, C1-Ce-ankiny [HeobOB'sI3KOBO 3aMilLeHOro
1 abo 2 3amicHUKaMu, He3anexHo BuOpaHUMK 3
rigpokcy, -OCO-C1-Cy-ankiny, C1-Ce-ankokcu, C1-Cy-
ankokcu-C1-Cy4-ankokem, rigpokcun-Cq-Cy-ankoken, Co-
Cy-ankeHinoken, -NHC(O)O-C1-Cs-arnkiny,
NHC(=NH)NR®R’, -NHC(O)NR®R’, -NHC(O)C+-Cq-

ankiny, -NHC(O)reTparigpodypariny, -
NHC(O)deHiny, -NHS(O)Q-C1-C4-anKiny, -S(O)p-C1-
Csarkiny, -S(O)pNR°R’, -NHSO2.R®, -NR°R’,

mMopdorniHo, 1,3-giokco-1,3-gurinpo-2H-izoiHgoniny n
1,3-piokconaniny], uuknonponiny, -O-C1-Ce-arnkiny
(Heo60B'A3k0BO 3amileHoro 1 abo 2 3amicHUKamMu, sk
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
BULLE), -S(0O)p-C1-Cs-arkiny (HeoboB's13k0BO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onMcaHo Ans
C1-Ce-ankiny B AaHOMy  BMHaxodi  Buwe),
TeTpasoniny, 2-okco-1,3,4-okcagiasoniny, 1,2,4-
okcagiasoniny, MOpdponiHO, ninepasuxiny,
niponiguHiny, -NHC(0)O-C+-Cg-ankiny, -C(=NOR’)C-

Ca-arkiny, -C(=NOR")NR°R’, -S(0)p-C1-Ca-
ankinCONHR’,  -C(O)NHS(O)p-C+-Cs-arkiny 1 -
NRR’;

ne Oymb-skmin  cbeHin, TeTparigpodypaHin,
MOPOriHO, 1,3-piokco-1,3-aurigpo-2H-izoingonin,
1,3-giokconaHin, TeTpasonin, 2-0kco-1,3,4-
okcagiasonin, 1,2,4-okcagiasonin, MopdoriHo,

ninepasuvHin, niponiguHin, y 6yab-akoMy i3 BkasaHux
BULLIE 3HA4YE€Hb A8 3aMiCHUKIB Ha R'a Heo60E's13K0BO
Moxe Oyt 3amiweHnn 1 abo 2 3amicHukamu,
He3anexHo BubpaHumum 3 C1-Cg-ankiny 1 kapbokew;
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R'b ssrsie co6ow R'b siBnsie coboo XiHOMIHIN,
nypuHin, 6eH3oTiasonin, iHOONIN, 4-0KCOXiHOMIHIM,
2,7-HadpTvipuamHin abo xiHasoniHin, i oe BkasaHe R'b
HeoboB'A3KOBO MoXe OyTu 3amiweHe 1, 2 abo 3
3aMiCHUKaMK1, He3anexHo BUOpaHMMK i3 3aMICHUKIB,
nepepaxoBaHux Ans R'a BuLLe;

R1'c sBnsie co6oto peHinbHe Kinbue, 3amilleHe
1, 2 abo 3 3amicHvKamu, He3anexHo BuOpaHuUMK i3
3aMiCHuKIB, MepepaxoBaHux Ans R'a BULLE;

R'd BuGupatots i3 -CHzR'a 11 -C(O)Ra.

B ogHomy BapiaHTi 3OIMCHEHHS BUHaxody R?
BubupatoTb i3 BogHio, C1-Cs-amkiny, umknonporiny,
rarioreHy, pTopmeTUny, audtopmeTuny n
TpucpTopMmeTUny.

B iHWoOMy BapiaHTi 3A4IMCHEHHs1 BUHaxody R?
Bubupatotb i3 C1-Cs-ankiny, LMKNonponiny, ranoreHy
1 TpucptopmeTUny.

B iHWoOMy BapiaHTi 3A4IMCHEHHs1 BUHaxody R?
BMbypaloTb i3 C4-Cg-ankiny, ranoreHy n
TpucpTopMmeTUny.

B iHWoMy BapiaHTi 3A4IMCHEHHS BUHaxody R?
BubupatoThb i3 C1-Cs-ankiny, xropy 1 6pomy.

B iHWoOMy BapiaHTi 3A4IMCHEHHS BUHaxody R?
BubupatoThb i3 C1-Caankiny, ranoreHy 1 LiaHorpynm.

B nopanbwomy BapiaHTi  34INCHEHHSI
BUOUpaloTh i3 MeTuny, eTuny, i3onporniny 1 xmnopy.

B iHWoMy BapiaHTi 3A4IMCHEHHs1 BUHaxody R?
BMOUpalTb i3 MeTuny, eTuny, ionponiny, xmopy W
LiaHorpynm.

B ogHomy BapiaHTi 3OIMCHEHHS BUHaxody R®
BubupatoTb i3 BogHio, C1-Cs-amkiny, umkmonporiny,
rarnoreHy, uiaHorpynu, dpTopmeTuny, audptTopmMeTuny,
TpudptopmeTuny n -CO-C1-Ca-ankiny.

B iHWoOMy BapiaHTi 3A4iMCHEHHs BUHaxody R®
BubupaoTs i3  BogHio, C1-Cg-ankiny, ramnoreny,
uiaHorpymu, TpudTopmeTnny n -CO-C1-Cs-ankiny.

B iHWoOMy BapiaHTi 3A4IMCHEHHs1 BUHaxody R®
BubupaTs i3 BogHio, C1-Cg-ankiny, ramnoreny,
uiaHorpymm, TpudTopmeTniy n -COMe.

B iHWoOMy BapiaHTi 3A4IMCHEHHS1 BUHaxody R®
BubupaTs i3  BogHio, C1-Cg-ankiny, ramnoreny,
uiaHorpymm n -CO-C+-Ce-arkiny.

B iHWoOMy BapiaHTi 3A4IMCHEHHS BUHaxody R®
BMOMpaloThb i3 BOAHIO, MeTuny, eTuny, xmnopy, 6pomy,
uiaHorpymu, TpudTopmeTuy n -COMe.

B nopanbwomy BapiaHTi  34IMCHEHHsI R®
BMOMpaloThb i3 BOAHIO, MeTuny, eTuny, xmnopy, 6pomy,
uiaHorpymm n -COMe.

B oaHomy BapiaHTi 34IMCHEHHS BUHaxody R*
Bubupatotb i3 BogHio, C4-Cy-arkiny, HiTporpymm,
rigpokcy, rarnoreHy, uiaHorpynu, rano-C-Cs-ankiny,
andptopmeTuny, Tpudptopmetuny, -CO-C4-Cy-arkiny
1 C1-Cs-ankokeu.

B iHWoOMy BapiaHTi 3A4IMCHEHHs BUHaxody R*
BubupaoTs i3 BogHio, C1-Cg-ankiny, ramnoreny,
uiaHorpymm,  rano-C+-Cy-ankiny, AudTopmetuny,
TpudptopmeTuny n -CO-C1-Cs-ankiny.

B iHWoOMy BapiaHTi 3A4IMCHEHHs1 BUHaxody R*
BubupaTs i3  BogHio, C1-Cg-ankiny, ramnoreny,
LiaHorpymm, TopmMeTUNY, audtopmeTuny,
TpudptopmeTuny n -CO-C1-Cs-ankiny.

B iHWoOMy BapiaHTi 3A4IMCHEHHs BUHaxody R*
BubupaTs i3  BogHio, C1-Cg-ankiny, ramnoreny,
uiaHorpymu, TpudTopmeTuiy n -COMe.

R2
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B iHWoMy BapiaHTi 3A4IMCHEHHs1 BUHaxody R*
Bubupatotb i3 BogHio, C1-Cs-ankiny, ramoreHy w
LiaHorpynm.

B iHWoMy BapiaHTi 3A4IMCHEHHs1 BUHaxody R*
BMOMpaloThb i3 BOAHIO, MeTuny, eTuny, xmnopy, 6pomy,
uiaHorpymm n -COMe.

B nopanbwomy BapiaHTi  34IMCHEHHSI R*
BMOMpaloTh i3 BOAHIO, METUY, €TUy, XIopy, 6pomy i
LiaHorpynm.

B iHWoMy BapiaHTi 3A4IMCHEHHS1 BUHaxody R*
BMOMpaloTb i3 BOAOHIO, X/OPY, MeTwUny, eTuny W
LiaHorpynm.

MepeBaxHUM 3HaueHHsM R* sk  ramno-Ci-Ci-
ankiny € dropmeTun.

B ogHomy BapiaHTi 3OIMCHEHHS BUHaxody R®
aBnsie coboto BogeHb abo meTun.

B ogHomy BapiaHTi 34IMCHEHHS BUHaxody R®
aBnsie coboto BoAeHs. B iHWoOMy BapiaHTi 34iicHEHHS
BuHaxoay R® sBnsie co6oto MeTun.

B ogHomy BapiaHTi 3OIMCHEHHS BUHaxody R®
He3aneXHo B KOXXHOMY BMMaAKy BUOUpatoTh i3 BOAHIO,

C1-Cy-arkiny, C3-Ce-upknoarkiny, -C1-Cy-
ankinC(O)O-C1-Cs-arkiny, rigpokck, amiHorpymm,

NHC-Cy4-ankiny, -(N[gn-C1-Cs-ankiny], C1-Cs-
ankokcu, C1-Cys-ankokcu-C1-C4-ankokcu, C1-Cs-

ankokcun-C1-Cas-arnkiny, rigpokeun-C4-Cy-arkiny, -C1-Cy-
ankinNHz,  -C4-Cg-ankinNHC1-Cy4-arkiny, -C4-Cas-
ankinN[au-C4-Cg4-arnkiny] n -C1-Cy-
ankinreTepoLuuKniny.

B iHWoOMy BapiaHTi 3A4IMCHEHHS BUHaxody R®
He3aneXHo B KOXXHOMY BMMaAKy BUOUpatoTh i3 BOAHIO,
C1-Cs-ankiny, Csz-Cs-ankeHiny, Cs-Ce-umknoarnkiny, -
C1-C4-ankinC(O)O-C1-Cs-arkiny, rigpokcu,
amiHorpynu, -NHC1-Cg-ankiny, -(N[aun-C4-Cs-anciny],
C1-Cys-ankokeun, Cq-Cy-ankokcun-C1-Cy-ankokcu, C1-Cy-
ankokcu-C1-Cas-arnkiny, rigpokeun-C4-Cy-arkiny, -C1-Cy-
ankinNHz,  -C4-Cg-ankinNHC1-Cy4-arkiny, -C4-Cas-
ankinN[au-C4-Cg-ankiny] n -C1-Cy-
ankinreTepoLuuKniny.

B iHWoOMy BapiaHTi 3A4IMCHEHHS BUHaxody R®
He3aneXXHo B KOXXHOMY BMMaAKy BUOUpatoTh i3 BOAHIO,
C1-Cy-arkiny, C3-Ce-upmknoarkiny, -C1-Cy-
ankinC(O)O-C1-Cs-arkiny, rigpokcu, amiHorpymm,
NHC-Cy4-ankiny, -(N[gn-C1-Cs-ankiny], C1-Cs-
ankokcy, C1-Cy-ankoken-Cq-Ca-ankiny, rigpokcu-Cq-
Cy-ankiny n -C1-Cg-ankinretepouukniny.

B iHWoMy BapiaHTi 3A4IMCHEHHsT BUHaxody R®
He3aneXXHo B KOXXHOMY BMMaAKy BUOUpatoTh i3 BOAHIO,
C1-Cs-ankiny, Csz-Cs-ankeHiny, Csz-Ce-umknoarnkiny, -
C1-C4-ankinC(O)O-C1-Cs-arkiny, rigpokcu,
aminorpynu, -NHC1-Cg-ankiny, -(N[an-C4-Cs-anciny],
C1-C4-ankokcn, C1-Cy4-ankokcu-C+-Ca-ankiny,
rigpokcn-C1-Ca-ankiny n -C1-Cy-ankinreTepouukniny.

B iHWoMy BapiaHTi 3A4IMCHEHHs1 BUHaxody R®
He3aneXXHo B KOXXHOMY BMMaAKy BUOUpaloTh i3 BOAHIO,
C1-Cs-ankiny, uwmknonponiny, -Cq-Cs-ankinC(O)O-C1-
Cs-ankiny, amiHorpymn, -NHMe, -NMez, C1-Cy-
ankokcm 1 -C4-Cy4-ankinreTepouukriiny.

B iHWoMy BapiaHTi 3A4IMCHEHHS BUHaxody R®
He3aneXHo B KOXXHOMY BMMaAKy BUOUpatoTh i3 BOAHIO,
C1-Cs-ankiny, Cz-Cy-ankeHiny, yuknonponiny, -C1-Cs-
ankinC(0O)O-C1-Cs-ankiny, amivorpynu, -NHMe,
NMe2, C1-Cs-ankokcm 1 -C1-Cg-ankinreTepouukniny.

B iHWoMy BapiaHTi 3A4IMCHEHHs1 BUHaxody R®
He3aneXHo B KOXXHOMY BMMaaKy BUOUpatoTh i3 BOAHIO,
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C1-Cs-ankiny, uuknonponiny, -C4-Cg-ankinC(O)OMe,
amiHorpynu, -NHMe, -NMe,, C1-Cy4-ankokcu 1 -C1-Cy-
ankinreTepoLuuKniny.

B iHWoOMy BapiaHTi 3A4IMCHEHHs BUHaxody R®
He3aneXXHo B KOXXHOMY BMMaAKy BUOUpatoTh i3 BOAHIO,
C1-Cs-arnkiny, aniny, Luknonponiny, -C1-Cy-
ankinC(O)OMe, amiHorpynn, -NHMe, -NMez, C1-Cs-
ankokcm 1 -C4-Cy-ankinreTepouukriiny.

Akwo R® SBISE coboto
ankinreTepouuknin, TO  reTepouMVKriyHY  rpyny
nepeBaxHO BUGUpaoTb i3 MOpPONiHIny,
ninepuauvHiny, ninepasuHiny, TioMopdoniHiny ©
TeTparigponipaHiny. Taka reTepouukniyHa rpyna
HeobOB'A3KOBO MOXe Oyt 3amilleHa MeTarbHOH
rpyroto.

R® He3amnexHo B KOXHOMY BUMaJKy BUGMPaIOT i3
BoaHo, C4-Cs-arkiny, Cs-Cs-ankeniny, Cs3-Ce-
uuKroarnkiny, -C1-C4-ankinC(0)0-C+-Cy-arkiny,
rigpokcy, amiHorpyny, -N[an-Cq-Cs-ankiny], C1-Cs-
ankokcm 1 -C4-Cy-arnkinreTepouukriiny.

R® He3amnexHo B KOXHOMY BUMaJKy BUGMPaIoTb i3
BoaH, C1-Cs-ankiny, Cs-Cs-ankeHiny, umknonponiny,
-C1-C4-arkinC(0O)0-C+-Cy-arnkiny, rigpokcm,
amiHorpynu, -N[an-C1-Cs-ankiny], C1-Cs-ankokeu n -
C1-Cs-ankinmopdoniHo.

B iHWOMY BapiaHTi 30iMCHEHHs BUHaxoay, R® i R’
pasom 3 aToMOM a3oTy, OO SKOro BOHW MpuedHaHi,
YTBOPIOIOTE  5-TM uUNeHHe reTepouukniyHe Kinbue,
HeoboB's3kOBO 3aMmilleHe 1 abo 2 3amicHukamu,
HesanexHo BubpaHumn 3 Cq-Cy-ankiny, Cz-Cy-
ankeHiny, C2-Cs-ankiHiny, rigpokcn, C1-Cs-ankokcwy,
ranoreHy,  uiaHorpynu,  HiTporpynu,  kapbokcw,
rigpokcn-C1-Ca-ankiny, C4-C4-ankokcu-C1-Cy-ankiny,
rano-C1-Cy4-ankiny, audptopmeTuny, TpudtopmeTuny,
TpudptopmeTokewn, popminy, C1-Cs-ankinkapboHiny,
C1-Cs-ankokcukap6boHiny, -C(O)NHz, -C(O)NHC+-Cys-
ankiny, -C(O)N[gn-C1-Cs-ankiny], -S(O)2NH,
S(O)2NHC1-Cs-ankiny, -S(O)N[an-C1-Cs-arkiny] n -
S(O)p-C+-Cy-ankiny.

B iHWOMY BapiaHTi 30iMCHEHHs BUHaxoay, R® i R’
pasom 3 aToMOM a3oTy, 4O SKOro BOHW MpuedHaHi,
YTBOPIOIOTb  5-TM uYNeHHe reTepouukniyHe Kinbue,
HeoboB's3kOBO 3aMmilleHe 1 abo 2 3amicHukamu,
He3anexHo BubpaHumun 3 C4-Cg-ankiny, rigpokcu, Cq-
Cy-anKkokcw, rarnoreHy, LiaHOrpynu,  HiTporpymm,
kapboken, rigpoken-Cq-Cg-ankiny, Ci-Cg-ankokcu-Ci-
Cy-arnxiny, rano-C1-Cs-ankiny, andTopmeTuny,
TpupTopMeTUNy 1 TPUPTOPMETOKCH.

B iHWOMY BapiaHTi 34iMCHEHHs BUHaxoay, R® i R’
pasomM 3 aToMOM a3oTy, OO SKOro BOHW MpuedHaHi,
YTBOPIOIOTE  5-TM uUNeHHe reTepouukniyHe KinbLe,
HeoboB'sI3kOBO 3aMmilleHe 1 abo 2 3amicHukamu,
He3anexHo BubpaHumun 3 C4-Cg-ankiny, rigpokcm, Cq-
Cys-anKkokcw, rarforeHy, LUiaHOrpymu, HiTporpynu W
Kapbokcu.

B iHWOMY BapiaHTi 34iMCHEHHs BUHaxoay, R® i R’
pasomM 3 aToMOM a3oTy, 4O SKOro BOHW MpuedHaHi,
YTBOPIOOTE  5-TM uUNeHHe reTepouukniyHe Kinbue,
HeoboB's3kOBO 3aMmilleHe 1 abo 2 3amicHukamu,
He3anexHo BubpaHumu 3 C1-Cg-ankiny v rarnoreHy.

B iHWOMY BapiaHTi 30iMCHEHHs BUHaxoay, R® i R’
pasom 3 aToMOM a3oTy, 4O SKOro BOHW MpuedHaHi,
YTBOPIOIOTE  5-TM uYNeHHe reTepouukniyHe KinbLe,
HeoboB's3koBO 3aMmilleHe 1 abo 2 3amicHukamu,
HesanexHo BubpaHumun 3 dopminy, C4-Cs-

-C1-Cy-
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ankinkap6oHiny, C1-Cs-ankokcukap6oHiny, -C(O)NHy,
-C(O)NHC4-Cg-anxiny, -C(O)N[an-C1-Cs-arkiny],
S(O)2NHz, -S(O)2NHC1-Cy-ankiny, -S(O)2N[an-C1-Cy-
ankiny] n -S(O)p-C1-Ca-ankiny.

B iHWOMY BapiaHTi 30iNCHEHHs BUHaxoay, R® i R’
pasom 3 aToMOM a3oTy, OO SKOro BOHW MpuedHaHi,
YTBOPIOIOTb  6-TM YNEeHHe reTepouuKniYHe KinbLe,
HeoboB's3kOBO 3aMmilleHe 1 abo 2 3amicHukamu,
HesanexHo BubpaHumn 3 Cq-Cy-ankiny, Cz-Cy-
ankeHiny, C2-Cs-ankiHiny, rigpokcy, C1-Cs-ankokcwy,
rarnoreHy,  uiaHorpynu,  HiTporpynu,  kapbokcwy,
rigpokcn-C1-Ca-ankiny, C4-Cy4-ankokcun-C1-Cy-ankiny,
rano-C1-Cy4-ankiny, audptopmeTuny, TpudtopmeTuny,
TpudptopmeTokewn, popminy, C1-Cs-ankinkapboHiny,
C1-Cs-ankokcukap6boHiny, -C(O)NHz, -C(O)NHC+-Cs-
ankiny, -C(O)N[gn-C4-Cs-ankiny], -S(O)2NH,
S(O)2NHC1-Cs-ankiny, -S(O)N[an-C1-Cs-arkiny] n -
S(O)p-C+-Cy-ankiny.

B iHWOMY BapiaHTi 30iMCHEHHs BUHaxoay, R® i R’
pasom 3 aToMOM a3oTy, OO SKOro BOHW MpuedHaHi,
YTBOPIOIOTb  6-TW YNeHHe reTepouuKniYHe KinbLe,
HeoboB's3kOBO 3aMmilleHe 1 abo 2 3amicHukamu,
He3anexHo BubpaHumun 3 C4-Cg-ankiny, rigpokcu, Cq-
Cy-ankokcn, rarnoreHy, LiaHOrpynu,  HiTporpymm,
kapboken, rigpoken-Cq-Cg-ankiny, Ci-Cs-ankokcu-Ci-
Cy-arnxiny, rano-C1-Cs-ankiny, andTopmeTuny,
TpucpTopMeTUNY 1 TPUPTOPMETOKCH.

B iHWOMY BapiaHTi 30iMCHEHHs BUHaxoay, R® i R’
pasom 3 aToMOM a3oTy, OO SKOro BOHW MpuedHaHi,
YTBOPIOIOTb  6-TM YNeHHe reTepouuKniYHe KinbLe,
HeoboB's3kOBO 3aMmillleHe 1 abo 2 3amicHukamu,
He3anexHo BubpaHumun 3 C4-Cg-ankiny, rigpokcu, Cq-
Cys-anKkokcw, rarforeHy, LUiaHOrpymu, HiTporpynu W
Kapbokcu.

B iHWOMY BapiaHTi 30iMCHEHHs1 BUHaxoay, R® i R’
pasom 3 aToMOM a3oTy, OO SKOro BOHW MpuedHaHi,
YTBOPIOWOTb  6-TW UNeHHe reTepouuKniYHe KinbLe,
HeoboB's3kOBO 3aMmilleHe 1 abo 2 3amicHukamu,
He3anexHo BubpaHumu 3 C1-Cg-ankiny v rarnoreHy.

B iHWOMY BapiaHTi 34iMCHEHHs BUHaxoay, R® i R’
pasom 3 aToMOM a3oTy, 4O SKOro BOHW MpuedHaHi,
YTBOPIOIOTb  6-TM YNeHHe reTepouuKniYHe KinbLe,
HeoboB's3koBO 3aMmilleHe 1 abo 2 3amicHukamu,
HesanexHo BubpaHumu 3 dopminy, C4-Cs-
ankinkap6oHiny, C1-Cs-ankokcukap6oHiny, -C(O)NHy,
-C(O)NHC4-Cg-anxiny, -C(O)N[an-C1-Cs-arkiny],
S(O)2NHz, -S(O)NHC1-Cs-ankiny, -S(O)2N[gn-C1-Cas-
ankiny] n -S(O)p-C1-Ca-ankiny.

Axwo R® n R’ pa3oM 3 aToOMOM a30Ty, A0 SIKOro
BOHW  MpuegHaHi, yTBOPKIOTb  5-TM  uneHHe
reTepouuknivyHe Kinbue, TO nigxoasaLmmm
3HaYeHHsIMM NS Takoro Kinbus € niponiavH, nipason,
nipon, TeTpason, iMigason, iMigasonuH i Tpuason.
MigxogsawmmMmn 3HaAYEHHAMU TakOX € BULLEOMNUCAHI
KifbLS, Y SKMX KifbLIEBUA aTOM BYrfeL OKUCIEHUN 3
YTBOPEHHAM  KapOOHiNbHOI  rpymn, Takoi sk 2-
niponigoH.

Axwo R® in R’ pa3oM 3 aToOMOM a3s0Ty, A0 SIKOro
BOHW  MpuegHaHi, yTBOPKIOTb  6-TM  uneHHe
reTepouuKnivyHe Kinbue, TO nigxoasaLmmm
3HAYEHHAMU [ANA  Takoro Kinbus € MopdorniHin,
ninepuauvHin, ninepasuHin, TioMOpOoriHin i
TeTparigponipuauHin.  ligxogawmMmm  3Ha4eHHAMMA
TaKOX € BULLEOMNUCaHI Kinbus, Yy SKKX KifbLEBUN aTOM
BYIMELIO OKWUCMEHWUA 3 YTBOPEHHAM KapOOHinbHOI
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rpynu, Takoi K 2-ninepuauHoOH, 2-ninepasvHoH N 2-
TeTparigponipuaoH.
R® R’ pasoMm 3 as3oTOM, [0 $KOrO BOHU

n

npuedHaHi, MOXYTb yTBOptoBatM 5-Tu abo 6-Tun
YfieHHe reTepouukrliyHe  Kinble, HeobOB'A3KOBO
3amilleHe 1 abo 2 3amMicHMKaMu, HesaneXHo

BuMbpaHumm 3 C1-Ca-arkiny.

R n R’ pasoM 3 as3oToOM, [0 S$KOrO BOHU
npuedHaHi, MOXYTb YTBOptoBaTM ninepasuHin abo
MopdoniHo, HeoboB's3koBO 3amiweHun 1 abo 2
3aMiCHVKaMu, He3arnexHo BubpaHumm 3 C1-Ca-ankiny.

B ogHomy BapiaHTi 34IMCHEHHS BUHaxody R’
He3aneXHo B KOXXHOMY BUNaaKy BMOMpatoTb i3 BOOHIO
n C1-Cg-anxiny.

B noganblwomy BapiaHTi 34iMCHEHHS BuHaxody
R® HesarnexHO B KOXHOMY BUNaaKy BUGMpalOTb i3
BoaHo, C4-Cs-arkiny, Cs-Cs-ankeniny, Cs3-Ce-
uuKroarnkiny, -C1-C4-ankinC(0)0-C+-Cy-arkiny,
rigpokcy, amiHorpyny, -N[an-Cq-Cs-ankiny], C1-Cs-
ankokcm 1 -C4-Cy-arnkinreTepouukriiny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BoAH0 11 Cq-Ce-arkiny;

a6o R® 1 R’ pa3oM 3 a3oToM, OO0 SIKOrO BOHU

npuedHaHi, MOXYTb yTBoptoBatM 5-Tu abo 6-Tun
YfieHHe reTepouukrliyHe  Kinble, HeobOoB'A3KOBO
3amilleHe 1 abo 2 3amMicHuMKaMK, HesaneXHo
BuMbpaHumu 3 C1-Cs-arkiny.

B opgHomy BapiaHTi  30iMCHEHHs BUHaxody
3abesnevyetsca crnonyka dopmymm (1) abo i
¢hapMaLeBTUHHO NPUAHATHA Cifb, Y SKINA:

Y siBnsie coboto H;

W aBnsie coboto O;

R’ BMGUpatoTh i3 R'a R1b;

R? Bubupaote i3 BogHw, C-Cs-ankiny,
LMKronponiny, rarnoreHy, dhTOpMETUNTY,
audtopmeTuny 1 TpucpTopMeTUnY;

R® Bubupaote i3 BogHwo, C-Cs-ankiny,
UMKronponiny, ranoreHy, uiaHorpymu, dpropmeTuny,
anptopmetuny, TpudTopmetuny # -CO-C4-Cys-
ankiny;

R* BUbUpatoTh i3 BogHo, C1-Cy-arkiny, ranoreny,
uiaHorpymm,  ramno-C+-Cy-ankiny,  audTopmeTtuny,
TpudptopmeTuny n -CO-C1-Cs-ankiny;

R” He3anexHO B KOXXHOMY BuMagKy BuOMpatoTh i3
BoaHo, Cq-Cs-arkiny, Cs-Ce-umknoarnkiny, -Ci-Cy-
ankinC(O)O-C1-Cs-arkiny, rigpokcu, amiHorpymm,
NHC-Cy4-ankiny, -(N[gn-C1-Cs-ankiny], C1-Cs-
ankokcy, C1-Cy-ankoken-Cq-Ca-ankiny, rigpokcu-Cq-
Cy-ankiny n —C1-Cs-ankinretepouukniny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BoAHto 1 C1-Cy-arnkiny.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbca crnonyka dopmymm (1)
¢apMaLeBTUHHO NPUAHATHA Cifb, Y SKIN:

Y siBnsie coboto H;

W aBnsie coboto O;

R’ BUGUpalThL i3 R'a n R1b, HeobOoB'A3KOBO
3amMilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMObpaHuMu 3 HiTporpynu, uiaHorpynu, -CO-C4-Ce-
ankiny, -COO-C1-Ce-ankiny (HeoboB's13k0BO
3amileHoro -COO-C+-Cy-ankinom), TpudtopmeTuny,
-CONR®R’, -OCONR®R’, -N(R")COR¢,
CONHCH(CO2R")R®, raroreHy, rigpokcu, kapGokey,
C1-Ce-ankiny [HeoboB'si3koBO 3amiweHoro 1 abo 2
3aMiCHMKaMK, He3anexHo BMOpaHUMK 3 TigpoKcH,

BUHaxony
abo ii
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rarnoreHy, uianorpynu, Hitporpynu, -COO-C1-Ce-
ankiny, -OCO-C4-Cy4-arkiny, Ci-Ce-anmkokcn, C1-Ca-
ankokcu-C1-Cy-ankokem, rigpokcun-Cq-Cy-ankoken, Co-
Cy-ankeHinoken, TpUdTOPMETUIY, -CONR°R’,
kapbokcun, -NHC(O)O-C1-Ca-ankiny, -OCONR®R’, -
C(=NOH)C1-Cs-arkiny, -C(=NOH)NR®R’, -S(O)p-C+-
Csarkiny, -S(O)pNRR’, -NHSO;R®, -NR°R’ i
reTepouukninyl,

Cs-Ce-umknoankiny (HeobOB'A3kOBO 3aMilLieHOro
1 abo 2 3amicHvkamu, BubpaHumun 3 Cq-Ce-ankiny n
HeoboB'A3KkoBMX 3aMicHUKIB, onucaHux ans Cq-Ce-
ankiny B gaHomy BuHaxogdi Buue), -O-C-Ce-ankiny
(Heo6oB'sI3k0BO 3amileHoro 1 abo 2 3amicHUKaMu, K
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
BULLE), -S(0O)p-C1-Cs-arkiny (HeoboB's13k0BO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onMcaHo Anis
C1-Ce-arkiny B AaHOMy  BMHaxodi  Buwe),
reTepouukniny, -NHC(O)O-C1-Cs-ankiny,
C(=NOR')C4-Cg4-arkiny, -C(=NOR"NR®R’,
S(O)pNRPR’, -NR’S(0)p-C1-Cg-arkiny, -NR’S(O)p-
apwury, -C(OgNHS(O)p-C1-C4-anKiny, -C(O)NHS(O)p-
apuny it -NR°R”;

e byab-ska reTepouukriiyHa abo apunbHa rpyna
B OyAb-skOMYy i3 BKkasaHWX BMLIe 3Ha4YeHb AN
samichmkie Ha R'a HeoGoB'sizkoBo Moxe oytn
3amiwleHa 1 abo 2 3amicHuMKamu, HesaneXHo
BubpaHumun 3 C1-Cy-ankiny, rigpokcy, C1-Cs-ankokewy,
ranoreHy,  uiaHorpynu,  HiTporpynu,  kapbokcwy,
rigpokcn-C1-Ca-ankiny, C4-C4-ankokcun-C1-Cy-ankiny,
rano-C1-Cy4-ankiny, audptopmeTuny, TpudtopmeTuny,
TpudptopmeToken, opminy, -CO-Cq-Cs-ankiny,
COO-C4-Cy-ankiny, -C(O)NHz, -C(O)NHC-Cys-ankiny,
-C(O)N[an-C+-C4-arnkiny], -S(O)2NH2, -S(O)2NHC+-C4-
ankiny n -S(O)2N[au-C1-Cs-ankiny];

R? Bubupaote i3 BogHw, C-Cs-ankiny,
uukIionponiny, rarnorety, dTOopMETUTY,
audtopmeTuny 1 TpupTopMeTUnY;

R® Bubupaote i3 BogHw, C-Cs-ankiny,

LMKIonponiny, ranorexy, LiaHorpynu, dotopmMeTuny,
avnptopmeTuny, Tpudptopmetuny 1 -CO-C-Cy-
ankiny;

R BubupatoTs i3 BogHto, C1-Cy-arnkiny, ranorey,
uiaHorpymm,  rano-Cs-Cy-ankiny, audTopmeTtuny,
TpudptopmeTuny n -CO-C1-Cs-ankiny;

R” He3anexHO B KOXXHOMY BuMagKy BUOMpaloTh i3
BogHo, C4-Cs-arkiny, Cs-Cy-ankeniny, Cs3-Ce-
uuKroarnkiny, -C1-C4-ankinC(0)0-C+-Cy-arkiny,
rigpokcy, amiHorpym, -NHC4-Cs-ankiny, -(N[gu-Ci-
Cy-anxiny], C4-Cg-ankokcy, C4-Cg-ankokcun-C1-Cy-
ankiny, rigpokcun-C1-Cs-ankiny n -C1-Cy-
ankinreTepouukniny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BoAH 11 C1-Cy-arnkiny; i

p sBnsie coboto (He3anexHo B KOXKHOMY BUMNaAKy)
0,1 abo 2.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbca crnonyka dopmymm (1)
¢apMaLeBTUHHO NPUAHATHA Cifb, Y SKIN:

Y siBnsie coboto H;

W saBnsie coboto O;

R’ BubupaoTs i3 R'a n R1b, HeobOoB'A3KOBO
3amMilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMObpaHuMu 3 HiTporpynu, uiaHorpynu, -CO-C1-Ce-
ankiny, -COO-C1-C6-anKin)4, -O-C+-Cg-arkiny,
TpucbTopmeTury,  -CONRPR’,  -OCONR°R’,

BUHaxony
abo ii

1
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N(R')COR®,  -CONHCH(CO.R")R, ranoreHy,
rigpokcy, kapbokcn, Ci-Ce-ankiny, retepouykniny,

apuny, -NHC(O)O-C4-Cy-arkiny, -C(=NOR’)C4-Cs-
ankiny, -C(=NOR")NR°R’, -S(O)p-C+-Ca-arkiny
(Heo6OB's3K0BO 3amilLieHoro rigpokcu), -S(O)pNRCR
-S(0)p-C1-C4-ankinCONHR’,  -NR’S(O)pNR°R’,
NR’S(O)p-C1-Ca-arnkiny, -NR’S(O)p-apuny,
C(OG)NHS(O)p-C1-C4-anKiny, -C(O)NHS(O)p-apunyit-
NR°R’;

R? Bubupaote i3 BogHw, C-Cs-ankiny,
LMKronponiny, rarnoreHy, dhTOpMETUNTY,
audtopmeTuny 1 TpupTopMeTUnY;

R® Bubupaote i3 BogHwo, C-Cs-ankiny,
UMKronponiny, ranoreHy, uiaHorpymu, dpropmeTuny,
anptopmetuny, TpudTopmetuny #n -CO-C4-Cys-
ankiny;

R* BUbUpatoTh i3 BogHto, C1-Cy-arkiny, ranorexy,
uiaHorpymm,  ramno-C+-Cy-ankiny, AudTopmeTtuny,
TpudptopmeTuny n -CO-C1-Cs-ankiny;

R” He3anexHO B KOXXHOMY BuMagdKy BuOMpatoTh i3
BoaHo, Cq-Cs-arkiny, Cs-Ce-umknoankiny, -Ci-Cy-
ankinC(O)O-C1-Cs-arkiny, rigpokcK, amiHorpymm,
NHC-Cy4-ankiny, -(N[gn-C1-Cs-ankiny], C1-Cs-
ankokcy, C1-Cy-ankokcn-Cq-Ca-ankiny, rigpokcu-Cq-
Cy-arxiny 1 -C1-Cy4-ankinreTepouukniny; R’
He3aneXHo B KOXXHOMY BUNaaKy BMOMpatoTb i3 BOOHIO
n C1-Ca-arkiny; i

p sBnsie coboto (He3anexHo B KOXKHOMY BUMNaAKy)
0,1 abo 2.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbca crnonyka dopmymm (1)
¢apMaLeBTUHHO NPUAHATHA Cifb, Y AKIN:

Y siBnsie coboto H;

W aBnsie coboto O;

R’ BUGUpalThL i3 R'a n R1b, HeobOoB'A3KOBO
3amMilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMObpaHuMu 3 HiTporpynu, uiaHorpynu, -CO-C-Ce-
ankiny, -COO-C1-Ce-ankiny (HeoboB's13k0BO
3amileHoro -COO-C+-Cg-ankiniom), TpudtopmeTuny,
-CONR®R’, -OCONR®R’, -N(R")COR®, raroreHy,
kapbokcn, C1-Ce-ankiny [HeobOB'sI3k0BO 3aMilLeHOro
1 abo 2 3amicHUKaMu, Hes3anexHo BuOpaHUMK 3
rigpokcy, ramnoreHy, -COO-C4-Ce-ankiny, -OCO-C1-
Cy-anxiny, Ciq-Ce-amkokcy, C4-Cg-ankokcu-C1-Cy-
ankokcu, rinpokcu-C1-Ca-arnkokeu, Co-Cs-
ankeHirokcu, TpudbTopmeTuny, -CONR®R’, kap6okey,
-NHC(0)O-C+-Cs-ankiny, -OCONR®R’, -C(=NOH)C+-
Cs-ankiny, -C(=NOH)NR®R’, -S(O)p-C1-Cq-arkiny, -
S(0)pPNRPR’, -NHSO2R®, -NR®R i reTepouykriny],

Cs-Ce-umknoarnkiny (HeobOB'I3kOBO 3aMilLieHOro
1 abo 2 3amicHvkamu, BubpaHumun 3 Cq-Ce-ankiny n
HeoboB'A3KOBMX 3aMicHUKIB, onucaHux ans Cq-Ce-
ankiny B gaHomy BuHaxogdi Buue), -O-C-Ce-ankiny
(HeoboB'A3k0BO 3amilleHoro 1 abo 2 3amicHUkamMu, Sk
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
BULLE), -S(O)p-C1-Cs-arkiny (HeoboB's13k0BO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onmMcaHo Ans
C1-Ce-ankiny B AaHOMy  BMHaxodi  Buwe),
reTepouukniny, -NHC(O)O-C1-Cs-ankiny,
C(=NOR')C4-Cg-arkiny, -C(=NOR"NR®R’,
S(O)pNR°R’, -NR’S(0)p-C+-C4-arkiny,
C(O)NHS(O)p-C1-Ca-arkiny 11 -NR®R”; pne Gymb-sika
retepouukriyHa abo apunbHa rpyna B Oygb-sKomy i3
BKA3aHMX BULLE 3HauYeHb AN 3amicHukiB Ha R'a
HeoboOB'A3kOBO MOXe OyTu 3amiweHa 1 abo 2

BUHaxopy
abo ii
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3aMmicHUKaMK, He3arnexHo BubpaHumun 3 C1-Ca-ankiny,

C1-Cs-ankokcm, ranoreHy, UiaHOrpynu, HiTporpymm,
Kapboken, rano-C1-Cy-arkiny, andTopmeTuny,
TpupTopMeTUNY 1 TPUPTOPMETOKCH;

R? Bubupaote i3 BogHwo, C-Cs-ankiny,
LMKronponiny, rarnoreHy, dhTOpMETUNTY,
audtopmeTuny 1 TpupTopMeTUny;

R Bubupaote i3 BogHwo, C-Cs-ankiny,
UMKronponiny, ranoreHy, uiaHorpymu, dropmeTuny,
anptopmetuny, TpudTopmetuny # -CO-C4-Cs-
ankiny;

R* BUbUpatoTh i3 BogHo, C1-Cy-arkiny, ranoreny,
uiaHorpymm,  ramno-C+-Cy-ankiny, AudTopmeTtuny,
TpudptopmeTuny n -CO-C1-Cs-ankiny;

R” He3anexHO B KOXXHOMY BuMagKy BuOMpatoTh i3
BogHo, C4-Cs-arkiny, Cs-Cy-ankeniny, Cs3-Ce-
uuKroarnkiny, -C1-C4-ankinC(0)0-C+-Cy-arkiny,
rigpokcy, amiHorpym, -NHC1-Cs-ankiny, -(N[gu-Ci-
Cy-anxiny], C4-Cg-ankokcy, C4-Cy-ankokcun-C1-Cy-
ankiny, rigpokcun-C1-Cs-ankiny n -C1-Cy-
ankinreTepouukniny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BOAH 11 C1-Cy-arnkiny; i

p sBnsie coboto (He3anexHoO B KOXKHOMY BUMNaAKy)
0,1 abo 2.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbca  crnonyka dopmymm (1)
¢apMaLeBTUHHO NPUAHATHA Cifb, Y SKINA:

Y siBnsie coboto H;

W saBnsie coboto O;

R’ BUGUpaThL i3 R'a n R1b, HeobOoB'A3KOBO
3amMilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMOpaHuMu 3 HiTporpynu, uiaHorpynu, -CO-C4-Cy-
ankiny, -COO0O-C1-Cy-ankiny, -O-C1-Cy-arkiny,
TpucbTopmeTuny, -CONRPR’, -N(R”)COR®, chopy,
xropy, 6pomy, rigpokcn, kapbokcu, Ci-Cy-arkiny,
reTepouukniny, -NHC(O)O-C1-Cs-askiny,
C(=NOR")C4-Cq-arkiny, -C(=NOR’)NR®R’, " -S(O)p-
C1-Cs-ankiny (Heob0B'A3k0BO 3aMiLLieHOrO rigpoKcH), -
S(0)p-C1-C4-ankinCONHR” 11 -NR°R’;

BUHaxony
abo ii

R? Bubupaote i3 BogHwo, C-Cs-ankiny,
LMKronponiny, rarnoreHy, dhTOpMETUNTY,
audtopMmeTuny 1 TpupTopMeTUnY;

R Bubupaote i3 BogHwo,  C-Cs-ankiny,
UMKronponiny, ranoreHy, uiaHorpymu, dropmeTuny,
anptopmetuny, TpudTopmetuny # -CO-C4-Cys-
ankiny;

R* BUbUpatoTh i3 BogHto, C1-Cy-arkiny, ranoreny,
LiaHorpymm, TopmMeTUNY, audtopmeTuny,

TpudptopmeTuny n -CO-C1-Cs-ankiny;

R® He3amnexHo B KOXHOMY BUMaJKy BUGMPaIOT i3
BoaHo, C1-Cs-arkiny, Cs-Ce-umknoankiny, -Ci-Cy-
ankinC(O)O-C1-Cs-arkiny, rigpokcK, amiHorpymm,
NHC-Cy4-ankiny, -(N[gn-C1-Cs-ankiny], C1-Cs-
ankokcy, C1-Cy-ankokcn-Cq-Ca-ankiny, rigpokcu-Cq-
Cy-arnkiny n -C1-Cg-ankinretepouukniny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BoAHo 1 Cq-Cy-ankiny; i p sBnsie coboto (He3anexHo
B KOXXHOMY Bunagky) 0, 1 abo 2.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbca crnonyka dopmymm (1)
¢hapMaLeBTUHHO NPUAHATHA Cifb, Y AKINA:

Y siBnsie coboto H;

W saBnsie coboto O;

BUHaxony
abo ii
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R' BubUpaloTb i3 imigasoniny, nipumiguHiny,
nipyauvHiny,  Tiasoniny,  TpuaswHiny,  niponiny,
Tiagiasoniny, TeTpasoniny, XiHOMiHiNy, nypuHiny,
6eH3oTiazoniny n ingoniny; HeobOoB'A3K0BO
3amMilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMObpaHuMu 3 HiTporpynu, uiaHorpynu, -CO-C1-Cy-
ankiny, -COO0O-C1-Cy-ankiny, -O-C1-Cy-arkiny,
TpucbTopmeTuny, -CONRPR’, -N(R”)COR®, dhopy,
xropy, 6pomy, rigpokcn, kapbokcu, Ci-Cy-arkiny,
reTepoLukniny, -NHC(O)O-C1-Cs-askiny,
C(=NOR")C4-Cq-arkiny, -C(=NOR’)NR®R’, " -S(O)p-
C1-Cs-ankiny (Heob0B'A3k0BO 3aMiLLieHOrO rigpoKcH), -
S(0)p-C1-C4-ankinCONHR” 11 -NR°R’;

R Bubupatote i3 BogHw, C4-Cy-arnkiny,
LmKronponiny, rarnoreHy, dhTOpMETUNTY,
audtopMmeTuny 1 TpupTopMeTUnY;

R Bubupaote i3 BogHw,  C-Cs-ankiny,
UMKronponiny, ranoreHy, uiaHorpymu, dpropmeTuny,
anptopmetuny, TpudTopmetuny #n -CO-C4-Cys-
ankiny;

R* BUbUpatoTh i3 BogHo, C1-Cy-arkiny, ranorexy,
LiaHorpymm, TopmMeTUNY, audtopmeTuny,

TpudptopmeTuny n -CO-C1-Cs-ankiny;

R” He3anexHO B KOXXHOMY BuMNagdKy BuOMpatoTh i3
BoaHo, Cq-Cs-arkiny, Cs-Ce-umknoankiny, -Ci-Cy-
ankinC(O)O-C1-Cs-arkiny, rigpokcK, amiHorpymm,
NHC-Cy4-ankiny, -(N[gn-C1-Cs-ankiny], C1-Cs-
ankokcy, C1-Cy-ankoken-Cq-Ca-ankiny, rigpokcu-Cq-
Cy-arnkiny n -C1-Cg-ankinretepouukniny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BOAHI 11 C1-Cy-arnkiny; i

p sBnsie coboto (He3anexHo B KOXKHOMY BUMNaAKy)
0,1 abo 2.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbeca  crnonyka dopmymm (1)
¢hapMaLeBTUHHO NPUAHATHA Cifb, Y AKIN:

Y siBnsie coboto H;

W saBnsie coboto O;

R' BuGupaioTs i3

BUHaxony
abo ii

imigasoniny, nipyumiguHiny,
nipyauvHiny,  Tiasoniny,  TpuaswHiny,  niponiny,
Tiagiasoniny, TeTpasoniny, XiHOMiHiNy, nypuHiny,
6eH3oTiazoniny n iHgoniny; HeobOoB'A3K0BO
3aMilLleHoro ABOMa 3aMiCHUKamu; e OAMH 3aMiCHUK
BnbupatTh i3 kapbokcy, -CONHSO-Me 1 -CONHRG,
a iHLWKIA 3amicHKK BUOMpatoTh i3

C1-Ce-ankiny [HeoboB'sizkoBo 3amiweHoro 1 abo
2 3aMiCHVKamu, He3anexHo BuOGpaHuMK 3 Tigpokcu,
rarnoreHy, uiaHorpynu, Hitporpynu, -COO-C1-Ce-
ankiny, -OCO-C4-Cy4-arkiny, Ci-Ce-ankokcn, Cq-Ca-
ankokcu-C1-Cy4-ankokem, rigpokcun-Cq-Cy-ankoken, Co-
Cy-ankeHinoken, TpUdTOPMETUITY, -CONR®R’,
kapbokcun, -NHC(O)O-C1-Cq-ankiny, -OCONR®R’, -

C(=NOH)C1-C4-ankiny, -C(=NOH)NR®R’, -S(O)p-Cr-
Csarkiny, -S(O)pNRR’, -NHSO;R®, -NR°R’ i
reTepouukninyl,

-O-C1-Ce-ankiny (Heo60B'si3kOBO 3amilLeHoro 1
abo 2 3amicHukamu, sik onucaHo ans Cq-Ce-ankiny B
daHomy BuHaxogi Buuwe) i -S(O)p-Cs-Cy-arkiny
(Heo6oB'A3k0BO 3amileHoro 1 abo 2 3amicHUkamu, Sk
ommcaHo Aans Cq-Ce-ankiny B JaHOMy BWHaxogi

BULLE);
R? Bubupaote i3 BogHwo, C-Cs-ankiny,
UKo nponiny, rarnoreHy, hTOpMETUIY,

audtopmeTuny 1 TpupTopMeTUny;
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R® Bubupaote i3 BogHwo,  C-Cs-ankiny,
UMKronponiny, ranoreHy, uiaHorpymu, dpropmeTuny,
anptopmetuny, TpudTopmetuny # -CO-C4-Cs-
ankiny.

R* BUbUpatoTh i3 BogHo, C1-Cy-arkiny, ranoreny,
LiaHorpymm, pTopmMeTUNY, audtopmeTuny,
TpudptopmeTuny n -CO-C1-Cs-ankiny;

R® He3amnexXHo B KOXHOMY BUMaJKy BUGMPaIOT i3
BogHo, C4-Cs-arkiny, Cs-Cy-ankeniny, Cs3-Ce-
uuKroarnkiny, -C1-C4-ankinC(0)0-C+-Cy-arkiny,
rigpokcy, amiHorpym, -NHC1-Cs-ankiny, -(N[gu-Ci-
Cy-anxiny], C4-Cg-ankokcy, C4-Cy-ankokcu-C1-Cy-
ankiny, rigpokcun-C1-Cs-ankiny n -C1-Cy-
ankinreTepouukniny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BOAHI 11 C1-Ca-arnkiny; i

p sBnsie coboto (He3anexHo B KOXKHOMY BUMNaAKy)
0,1 abo 2.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbca  crnonyka dopmymm (1)
¢apMaLeBTUHHO NPUAHATHA Cifb, Y AKIN:

Y siBnsie coboto H;

W saBnsie coboto O;

R' BuGupaioTs i3
nipuavHiny,  Tiasoniny,
Tiagiasoniny, TeTpasoniny, XiHOMiHiNy, nypuHiny,
6eH3oTiazoniny n ingoniny; HeobOoB'A3K0BO
3amMilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMObpaHuMu 3 HiTporpynu, uiaHorpynu, -CO-C4-Cy-
ankiny, -COO0O-C1-Cy-ankiny, -O-C1-Cy-arkiny,
TpucbTopmeTuny, -CONRPR’, -N(R”)COR®, chTopy,
xropy, 6pomy, rigpokcn, kapbokcu, Ci-Cy-arkiny,
reTepouukniny, -NHC(O)O-C1-Cs-askiny,
C(=NOR")C4-Cq-arkiny, -C(=NOR’)NR®R’, " -S(O)p-
C1-Cs-ankiny (Heob0B'A3k0BO 3aMiLLieHOrO rigpoKcH), -
S(0)p-C1-C4-ankinCONHR 11 -NR°R’;

R? BUGHpatoTk i3 C1-Cy-arkiny, Xropy i Gpomy;

R® BUGMPaloTb i3 BOAHIO, METUMY, €TURY, XTIOPY,
6pomy, uiaHorpynu, TpudTopmeTuny n -COMe;

R™ Bubupatotb i3 BoAHIO, MeTumy, eTury, Xmnopy,
6pomy, uiaHorpynu i -COMe;

R® He3anexHo B KOXHOMY BUMaJKy BUGMPaIoT i3
BOJHIO, C1-Cy-arkiny, uuknonponiny,  -C4-Cy-
ankinC(O)OMe, amiHorpynn, -NHMe, -NMez, C1-Cs-
ankokcm 1 -C4-Cy-arnkinreTepouukriiny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BoAHo h Cq-Cy-ankiny; i p sBnsie coboto (He3anexHo
B KOXXHOMY Bunagky) 0, 1 abo 2.

B iHwomy BapiaHTi 34iMCHEHHS BuWHaxody
3abesnevyetbca crnonyka dopmymm (1) abo i
dapmaLeBTUYHO NPUAHATHA Cinb, y SKin: Y ABnse
coboto H; W aBnsie coboto O;

R' BubUpaloTb i3 imigasoniny, nipumiguHiny,
nipyauvHiny,  Tiasoniny,  TpuaswHiny,  niponiny,
Tiagiasoniny, TeTpasoniny, XiHOMiHiNy, nypuHiny,
6eH3oTiazoniny n ingoniny; HeobOoB'A3K0BO
3aMilLleHoro ABOMa 3aMiCHUKamu; e OAUH 3aMiCHUK
BMGMpaloTh i3 kapbokcu, -CONHSOzMe it -CONHR®
(ne R® BubupatTb i3 -OMe, BogHo, aMmiHO n C3-Cas-
ankeHiny); a iHWWi 3aMicHVK BUBbupatoTb i3

C1-Ce-ankiny [HeoboB'sizkoBO 3amiweHoro 1 abo
2 3aMiCHVKamu, He3anexHo BuOGpaHuMu 3 rigpokcy,
rarnoreHy, waHorpymu, Hitporpymn, -COO-C1-Ce-
ankiny, -OCO-C4-Cy4-arkiny, C1-Cs-amkokcn, Cq-Cas-
ankokcu-C1-Cy4-ankokem, rigpokcun-Cq-Cy-ankokeun, Co-

BUHaxony
abo ii

imigasoniny, nipyumiguHiny,
TpuasuHiny,  niponiny,
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Cy-ankeHinoken, TpUdTOPMETUITY, -CONR®R’,
kapbokcu, -NHC(O)O-C1-Cq-ankiny, -OCONR®R’, -

C(=HOH)C1-C4-, -C(=NOH)NR®R’, -S(O)p-C4-Ca-
ankiny, -S(O)pNR®R’, -NHSOzR®, -NR°R’ i
reTepouukninyl,

-O-C1-Ce-ankiny (Heo60B'si3kOBO 3amilLeHoro 1
abo 2 3amicHukamu, sik onucaHo ans Cq-Ce-ankiny B
daHomy BuHaxogi Buuwe) i -S(O)p-Cs-Cy-arkiny
(Heo60B'sA3k0BO 3amileHoro 1 abo 2 3amicHUkamMm, sk

orncaHo  Ana C1-Ce-ankiny B [aHoOMy BUHaxogi
Buwe); R Bubupatote i3 C4-Cg-ankiny, xrnopy w
6powmy;

R® BUGMPaloTb i3 BOAHIO, METURY, €TURY, XTIOPY,
6pomy, uiaHorpynu, TpudTopmeTuny n -COMe;

R™ BnbupatoTb i3 BoAHIO, MeTuMy, eTury, Xmnopy,
6pomy, uiaHorpynu i -COMe;

R” He3anexHO B KOXXHOMY BuMagdKy BuOMpatoTh i3
BoaHw, C-Cs-ankiny, aniny, umknonponiny, -C1-Cy-
ankinC(O)OMe, amiHorpynn, -NHMe, -NMez, C1-Cs-
ankokcm 1 -C4-Cy-arnkinreTepouukriiny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BoAHo 1 Cq-Cy-ankiny; i p siBnsie coboto (He3anexHo
B KOXXHOMY Bunagky) 0, 1 abo 2.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbca  crnonyka dopmymm (1)
¢hapMaLeBTUHHO NPUAHATHA Cifb, Y AKIN:

Y siBnsie coboto H;

W saBnsie coboto O;

R' BuGupaioTs i3
nipyauvHiny,  Tiasoniny,
Tiagiasoniny, TeTpasoniny, XiHOMiHINy, nypuHiny,
6eH3oTiazoniny n iHgoniny; HeobOoB'A3K0BO
3amMilleHoro 1 abo 2 3aMicHUKaMK, He3aneXHo
BMObpaHuMu 3 HiTporpynu, uiaHorpynu, -CO-C1-Cy-
ankiny, -COO0O-C1-Cy-arnkiny, -O-C1-Cy-arkiny,
TpucbTopmeTuny, -CONR®R’, dTopy, xropy, Gpomy,
rigpokcy, kapbokcu, C-Cg-ankiny, reTeg)ou.MKniny, -
NHC(0)O-C+-Cs-ankiny, -C(=NOH)NR®R’, -S(O)p-C-
Cy-ankiny (HeoOOB'I3KOBO 3aMILLEHOro rigpoKkcK), -
S(0)p-C1-C4-ankinCONHMe 11 -NR°R’;

R? BUGMpatoTk i3 C1-Cy-arkiny, Xropy i Gpomy;

R® BUGMPaloTb i3 BOAHIO, METUMY, €TURY, XTIOPY,
6pomy, uiaHorpynu, TpudTopmeTuny n -COMe;

R™ Bubupatotb i3 BoAHO, MeTumy, eTuny, Xmnopy,
6pomy, uiaHorpynu i -COMe;

R® i R’ pa3oM yTBOpIotoTb 5-Tn abo 6-Tn YneHHe
reTepoLuKriyHe KinbLe, HeoboB'A3K0BO

3amMilleHe 1 abo 2 3amicHuMKaMu, Hes3anexHo
BubpaHumun 3 C1-Cy-arnkiny, rigpokcn, C1-Cg-ankokewy,
ranoreHy,  uiaHorpynu,  HiTporpynu,  kapbokcw,
rigpokcn-C1-Ca-ankiny, C4-C4-ankokcu-C1-Cy-ankiny,
rano-C-Cy-ankiny, gudtopmetuny, TpudTopmeTuny
1N TpUPTOPMETOKCH; i

p sBnsie coboto (He3anexHo B KOXKHOMY BUMaAKy)
0,1 abo 2.

BUHaxony
abo ii

imigasoniny, nipyumiguHiny,
TpuasuHiny,  niponiny,

B opgHomy BapiaHTi  30iMCHEHHs BUHaxody
3abesnevyetbca crnonyka dopmymm (1) abo i
¢apMaLeBTUHHO NPUAHATHA Cifb, Y SKiNA:

Y siBnsie coboto H;

W siensie co6oto NR®:

R’ BMGUpatoTh i3 R'a i R1b;

R? Bubupaote i3 BogHwo, C-Cs-ankiny,
LMKronponiny, rarnoreHy, dhTOpMETUNTY,

audtopmeTuny 1 TpupTopMeTUny;
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R® Bubupaote i3 BogHwo,  C-Cs-ankiny,
UMKronponiny, ranoreHy, uiaHorpymu, dpropmeTuny,
anptopmetuny, TpudTopmetuny # -CO-C4-Cs-
ankiny.

R* BUbUpatoTh i3 BogHo, C1-Cy-arkiny, ranoreny,
uiaHorpymm,  rano-C+-Cy-ankiny, audTopmetuny,
TpudptopmeTuny n -CO-C1-Cs-ankiny;

R® aBrsie co6oto BOJEeHb abo MeTur;

R® He3amnexHo B KOXHOMY BUMaJKy BUGMPaIoTb i3
BoaHo, Cq-Cs-arkiny, Cs-Ce-umknoankiny, -Ci-Cy-
ankinC(O)O-C1-Cs-arkiny, rigpokck, amiHorpymm,
NHC-Cy4-ankiny, -(N[gn-C1-Cs-ankiny], C1-Cs-
ankokcy, C1-Cy-ankoken-Cq-Ca-ankiny, rigpokcu-Cq-
Cy-ankiny n -C1-Cg-ankinretepouukniny;

R’ He3anexHO B KOXXHOMY BuMagKy BuOMpaloTh i3
BoAHto 1 C1-Cy-arnkiny.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbca crnonyka dopmymm (1)
¢hapMaLeBTUHHO NPUAHATHA Cifb, Y AKINA:

Y siBnsie coboto H;

W siBnsie co6oto NR®:

R’ BubupaTs i3 Ria n R1b, HeobOoB'A3KOBO
3amMilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMObpaHuMu 3 HiTporpynu, uiaHorpynu, -CO-C-Ce-
ankiny, -COO-C1-Ce-ankiny (HeoboB's13k0BO
3amileHoro -COO-C+-Cy-ankinom), TpudtopmeTuny,
-CONRB6R7,  -OCONR®R’,  -N(R")COR®,
CONHCH(CO2R")R®, raroreny, rigpokcy, kapGokey,
C1-Ce-ankiny [HeoboB'si3koBO 3amiweHoro 1 abo 2
3aMiCHMKaMK, He3anexHo BuMOpaHUMK 3 TigpoKcy,
rarnoreHy, uiaHorpynu, Hitporpynu, -COO-C4-Ce-
ankiny, -OCO-C4-Cy4-arkiny, Cq-Ce-anmkokcn, C1-Ca-
ankokcu-C1-Cy4-ankokem, rigpokcun-Cq-Cy-ankoken, Cq-
Cy-ankeHinoken, TpUdTOPMETUIY, -CONR°R’,
kapbokcu, -NHC(O)O-C1-Cq-ankiny, -OCONR®R’, -
C(=NOH)C1-Cs-arkiny, -C(=NOH)NR®R’, -S(O)p-C+-
Csarkiny, -S(O)pNRR’, -NHSO:R®, -NR°R’ i
reTepouukninyl,

Cs-Ce-umknoarnkiny (HeobOB'I3kOBO 3aMilLieHOro
1 abo 2 3amicHvkamu, BubpaHumun 3 Cq-Ce-ankiny n
HeoboB'A3KkoBMX 3aMicHUKIB, onucaHux ans Cq-Ce-
ankiny B gaHomy BuHaxogi Buue), -O-C-Ce-ankiny
(Heo6oB's3k0BO 3amilleHoro 1 abo 2 3amicHUkamu, Sk
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
BULLE), -S(O)p-C1-Cs-arkiny (HeoboB's13k0BO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onMcaHo Ans
C1-Ce-ankiny B AaHOMy  BMHaxodi  Buwe),
reTepouukniny, -NHC(O)O-C1-Cs-ankiny,
C(=NOR')C4-Cg4-arkiny, -C(=NOR"NR®R’, -
S(O)pNRPR’, -NR’S(0)p-C4-Cg-arkiny, -NR’S(O)p-
apwuny, -C(OgNHS(O)p-C1-C4-anKiny, -C(O)NHS(O)p-
apuny it -NR°R”;

e byab-ska reTepouukriiyHa abo apunbHa rpyna
B OyAb-AKOMYy i3 BKasaHWX BMLIe 3Ha4YeHb Ans
3aMiCHMKIB Ha R'a HeOGOB'SI3KOBO MoXe oytn
3amiwleHa 1 abo 2 3amicHuMKamMu, HesaneXHo
BubpaHumun 3 C1-Cy-arnkiny, rigpokcy, C1-Cg-ankokewy,
ranoreHy,  uiaHorpynu,  HiTporpynu,  kapbokcwy,
rigpokcn-C1-Ca-ankiny, C4-C4-ankokcun-C1-Cy-ankiny,
rano-C1-Cy4-ankiny, audptopmeTuny, TpudtopmeTuny,
TpudptopmeToken, opminy, -CO-C4-Cs-ankiny,
COO-C4-Cy-ankiny, -C(O)NHz, -C(O)NHC-Cys-ankiny,
-C(O)N[an-C+-C4-arnkiny], -S(O)2NH2, -S(O)2NHC+-C4-
ankiny n -S(O)2N[au-C1-Cs-ankiny];

BUHaxony
abo ii
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R? Bubupaote i3 BogHwo,  C-Cs-ankiny,
LmKronponiny, rarnoreHy, dhTOpMETUNTY,
audtopmeTuny 1 TpupTopMeTUnY;

R® Bubupaote i3 BogHw,  C-Cs-ankiny,
UMKronponiny, ranoreHy, uiaHorpymu, dpropmeTuny,
anptopmetuny, TpudTopmetuny #n -CO-C4-Cs-
ankiny;

R* BUbUpatoTh i3 BogHto, C1-Cy-arkiny, ranorexy,
uiaHorpymm,  ramno-C+-Cy-ankiny, AudTopmeTtuny,
TpudptopmeTuny n -CO-C1-Cs-ankiny;

R® aBrsie co6oto BOJEeHb abo MeTur;

R® He3amnexHo B KOXHOMY BUMaJKy BUGMPaIOT i3
BogHo, C4-Cs-arkiny, Cs-Cs-ankeniny, Cs3-Ce-
uuKroarnkiny, -C1-C4-ankinC(0)0-C+-Cy-arkiny,
rigpokcy, amiHorpymn, -NHCq-Cs-ankiny, -(N[gu-Ci-
Cy-anxiny], C4-Cg-ankokcy, C4-Cy-ankokcu-C1-Cy-
ankiny, rigpokcun-C1-Cs-ankiny n -C1-Cy-
ankinreTepouukniny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BoAH 11 C1-Ca-arnkiny; i

p sBnsie coboto (He3anexHo B KOXKHOMY BUMaAKy)
0,1 abo 2.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbca crnonyka dopmymm (1)
¢apMaLeBTUHHO NPUAHATHA Cifb, Y SKiNA:

Y siBnsie coboto H;

W siBnsie co6oto NR®:

R’ BUGUpaThL i3 R'a n R1b, HeobOoB'A3KOBO
3amilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMOpaHuMu 3 HiTporpynu, uiaHorpynu, -CO-C1-Ce-
ankiny, -COO0O-C1-Ce-ankiny, -O-C+-Cg-arkiny,
Tpucptopmetuny, -CONR®R’, -OCONRCR’,
N(R')COR®,  -CONHCH(CO.R")R, ranoreHy,
rigpokcy, kapbokcn, Ci-Ce-ankiny, retepouvkniny,
apuny, -NHC(O)O-C4-Cs-arkiny, -C(=NOR’)C4-Cs-
ankiny, -C(=NOR")NR°R’, -S(O)p-C+-Ca-arkiny
(Heo6OB's3K0BO 3amilLieHoro rigpokcu), -S(O)pNRCR
-S(0)p-C1-C4-ankinCONHR’,  -NR”S(O)pNR°R’,
NR’S(0)p-C1-Ca-arnkiny, -NR’S(O)p-apuny,
C(OgNI;IS(O)p-C1-C4-anKiny, -C(O)NHS(O)p-apuny #
-NR°R%;

BUHaxopy
abo ii

R? Bubupaote i3 BogHw, C-Cs-ankiny,
LMKronponiny, rarnoreHy, dhTOpMETUNTY,
audtopmeTuny 1 TpupTopMeTUnY;

R® Bubupaote i3 BogHw, C-Cs-ankiny,
UUKronponiny, ranoreHy, uiaHorpymu, dropmeTuny,
anptopmetuny, TpudTopmetuny #n - -CO-C4-Cs-
ankiny.

R* BUbUpatoTh i3 BogHo, C1-Cy-arkiny, ranorexy,
uiaHorpymm,  ramno-Cs-Cy-ankiny, /:l,mchogmeTmny,
Tpudptopmetuny % -CO-Cq-Cs-ankiny; R® saBnse
co60to BogeHb abo MeTur;

R® He3anexHo B KOXHOMY BUMaJKy BUGMPaIOT i3
BogHo, C1-Cs-arkiny, Cs-Ce-umknoarnkiny, -Ci-Cy-
ankinC(O)O-C1-Cs-arkiny, rigpokcK, amiHorpymm,
NHC-Cy4-ankiny, -(N[gn-C1-Cs-ankiny], C1-Cs-
ankokcy, C1-Cy-ankokcn-Cq-Ca-ankiny, rigpokcu-Cq-
Cy-arxiny 1 -C1-Cy4-ankinreTepouukniny; R’
He3aneXHo B KOXXHOMY BUNaaKy BMOMpatoTb i3 BOOHIO
n C1-Ca-arkiny; i

p sBnsie coboto (He3anexHo B KOXKHOMY BUMNaAKy)
0,1 abo 2.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbca  crnonyka dopmymm (1)

BUHaxopy
abo ii
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dapmaLeBTUYHO NPUAHATHA Cinb, y SKin: Y ABnse
co6oto H; W sisrisie coboto NR;

R’ BUGUpaThL i3 R'a n R1b, HeobOoB'A3KOBO
3amMilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMObpaHuMu 3 HiTporpynu, uiaHorpynu, -CO-C1-Ce-

ankiny, -COO-C1-Ce-ankiny (HeoboB's13k0BO
3amilleHoro -COO-C1-C4-aJ'IKiJ'IOM), TPUPTOPMETUNY,
-CONR®R’, -OCONR®R’, -N(R")COR®, raroreHy,
Kapbokey,

C1-Ce-ankiny [HeoboB'sizkoBo 3amiweHoro 1 abo
2 3aMiCHVKamu, He3anexHo BMOGpaHuMK 3 Tigpokcy,
ranoreHy, -COO-C1-Cg-ankiny, -OCO-C1-Cs-ankiny,
C1-Cg-ankokcu, C1-Cys-ankokcu-C1-C4-ankokcm,
rigpokcu-C1-Cs-ankokew, C2-Cys-ankeHinoken,
TpucbTopmeTuny, -CONR®R’, kap6okecu, -NHC(O)O-

C+-Cs-arkiny, -OCONR®R’, -C(=NOH)C+-Cs-ankiny, -
C(=NOH)NR6R7é -S(0)p-C+-Cy-arkiny, -S(O)pNR°R,
-NHSO2R®, -NR°R’ i reTepouukriny],

Cs-Ce-umknoarnkiny (HeobOB'I3kOBO 3aMilLieHOro
1 abo 2 3amicHvkamu, BubpaHumun 3 Cq-Ce-ankiny n
HeoboB'A3KkOBMX 3aMicHUKIB, onucaHux ana Cq-Ce-
ankiny B gaHomy BuHaxogdi Buue), -O-C-Ce-ankiny
(Heo6oB's3k0BO 3amileHoro 1 abo 2 3amicHukamm, Sk
ommcaHo Ana Cq-Ce-ankiny B [aHoOMy BUHaxogi
BULLE), -S(0O)p-C1-Cs-arkiny (HeoboB's13k0BO
3amillieHoro 1 abo 2 3amicHMKamu, sIKk onmMcaHo Ans
C1-Ce-arkiny B AaHOMy  BMHaxodi  Buwe),
reTepouukniny, -NHC(O)O-C1-Cas-ankiny
C(ENOR")Cy-Cs-ankiny,  -C(=NOR")NR°R’,
S(O)pNR°R’, -NR’S(0)p-C4-C4-arkiny,
C(O)NHS(O)p-C+-Cs-arkiny it -NR°R’;

e byab-ska reTepouukriiyHa abo apunbHa rpyna
B OyAb-AkOMYy i3 BKkasaHWX BMLIe 3Ha4YeHb Ans
samichukie Ha R'a HeoGoB'sis3koBO Moxe oytn

3amiwleHa 1 abo 2 3amicHuMKamu, HesaneXHo
BuMbpaHumu 3 C1-Cs-arkiny,

C1-C4-ankokcn, ranoreHy, LiiaHorpymm,
HiTpOrpymy, Kapbokcwm, rano-C+-Cy-arkiny,
audtopmeTuny, TpudpTopMeTUNY 1 TPUDPTOPMETOKCH;

R Bubupaote i3 BogHwo, C-Cs-ankiny,
LMKronponiny, rarnoreHy, dTOpMETUNTY,
audtopMmeTuny 1 TpupTopMeTUnY;

R® Bubupaote i3 BogHw, C-Cs-ankiny,
UMKronponiny, ranoreHy, uiaHorpymu, dpropmeTuny,
anptopmetuny, TpudTopmetuny # -CO-C4-Cys-
ankiny;

R* BUbUpatoTh i3 BogHto, C1-Cy-arkiny, ranoreny,
uiaHorpymm,  rano-C+-Cy-ankiny, audTopmeTtuny,
TpudptopmeTuny n -CO-C1-Cs-ankiny;

R® aBrsie co6oto BOJEeHb abo MeTur;

R® He3amnexHo B KOXHOMY BUMaJKy BUGMPaIOTb i3
BogHo, C4-Cs-arkiny, Cs-Cy-ankeniny, Cs3-Ce-
uuKroarnkiny, -C1-C4-ankinC(0)0-C+-Cy-arkiny,
rigpokcy, amiHorpym, -NHC4-Cs-ankiny, -(N[gu-Ci-
Cy-anxiny], C4-Cg-ankokcy, C4-Cg-ankokcu-C1-Cy-
ankiny, rigpokcun-C1-Cy-ankiny n -C1-Cy-
ankinreTepouukniny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BOAHK 11 C1-Ca-arnkiny; i

p sBnsie coboto (He3anexHo B KOXKHOMY BUMNaAKy)
0,1 abo 2.

B iHwomy BapiaHTi 34iINCHEHHS
3abesnevyetbca  crnonyka dopmymm (1)
¢apMaLeBTUHHO NPUAHATHA Cifb, Y AKIN:

Y siBnsie coboto H;

BUHaxony
abo ii
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W siBnsie co6oto NR®:

R’ BUGUpaThL i3 R'a n R1b, HeobOoB'A3KOBO
3amMilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMObpaHuMu 3 HiTporpynu, uiaHorpynu, -CO-C4-Cy-
ankiny, -COO0O-C1-Cy-ankiny, -O-C1-Cy4-arkiny,
TpucbTopmeTuny, -CONRPR’, -N(R”)COR®, chTopy,
xropy, 6pomy, rigpokcn, kapbokcu, Ci-Cy-arkiny,
reTepouukniny, -NHC(O)O-C1-Cs-askiny,
C(=NOR")C4-Cq-arkiny, -C(=NOR’)NR®R’, " -S(O)p-
C1-Cs-ankiny (Heob0B'A3k0BO 3aMiLLiEeHOrO rigpoKcH), -
S(0)p-C1-C4-ankinCONHR” 11 -NR°R’;

R? Bubupaote i3 BogHwo,  C-Cs-ankiny,
LMKronponiny, rarnoreHy, dhTOpMETUNTY,
audtopmeTuny 1 TpudpTopMeTUny;

R® Bubupaote i3 BogHw,  C-Cs-ankiny,
UMKronponiny, ranoreHy, uiaHorpymu, dropmeTuny,
anptopmetuny, TpudTopmetuny # -CO-C4-Cs-
ankiny.

R* BUbUpatoTh i3 BogHo, C1-Cy-arkiny, ranoreny,
LiaHorpymm, TopmMeTUNY, audtopmeTuny,

TpudptopmeTuny n -CO-C1-Cs-ankiny;

R® aBrsie co6oto BOJEeHb abo MeTur;

R® He3amnexXHo B KOXHOMY BUMaJKy BUGMPaIOT i3
BoaHo, Cq-Cs-arkiny, Cs-Ce-umknoankiny, -Ci-Cy-
ankinC(O)O-C1-Cs-arkiny, rigpokck, amiHorpymm,
NHC-C4-ankiny, -(N[gn-C1-Cs-ankiny], C1-Cs-
ankokcy, C1-Cy-ankokcn-Cq-Ca-ankiny, rigpokcu-Cq-
Cy-ankiny n -C4-Cg-ankinretepouukniny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BoAHo h C1-Cy-ankiny; i p sBnsie coboto (He3anexHo
B KOXXHOMY Bunagky) 0, 1 abo 2.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbca crnonyka dopmymm (1)
¢hapMaLeBTUHHO NPUAHATHA Cifb, Y AKIN:

Y siBnsie coboto H;

W siBnsie co6oto NR®:

R' BuGupaioTs i3
nipyauvHiny,  Tiasoniny,
Tiagiasoniny, TeTpasoniny, XiHOMiHINy, nypuHiny,
6eH3oTiazoniny n ingoniny; HeobOoB'A3K0BO
3amilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMObpaHuMu 3 HiTporpynu, uiaHorpynu, -CO-C4-Cy-
ankiny, -COO0O-C1-Cy-ankiny, -O-C1-Cy-arkiny,
TpucbTopmeTuny, -CONRPR’, -N(R”)COR®, dhopy,
xropy, 6pomy, rigpokcn, kapbokcu, Ci-Cy-arkiny,
reTepouukniny, -NHC(O)O-C1-Cs-askiny,
C(=NOR")C4-Cq-arkiny, -C(=NOR’)NR®R’, " -S(O)p-
C1-Cs-ankiny (Heob60B'A3k0BO 3aMilLieHOro rigpoKcH), -
S(0)p-C1-C4-ankinCONHR” 11 -NR°R’;

BUHaxopy
abo ii

imigasoniny, nipyumiguHiny,
TpuasuHiny,  niponiny,

R? Bubupaote i3 BogHw, Cq-Cs-ankiny,
LMKronponiny, rarnoreHy, dTOpMETUNTY,
audtopmeTuny 1 TpucpTopMeTUnY;

R® Bubupaote i3 BogHwo, C-Cs-ankiny,
UMKronponiny, ranoreHy, uiaHorpymu, dpropmeTuny,
anptopmetuny, TpudTopmetuny # -CO-C4-Cys-
ankiny.

R* BUbUpatoTh i3 BogHto, C1-Cy-arkiny, ranoreHy,
LiaHorpymm, TopmMeTUNY, audtopmeTuny,

TpudptopmeTuny n -CO-C1-Cs-ankiny;
R® aBrsie co6oto BOJEeHb abo MeTur;
R® HesanexHo B KOXXHOMY BUNagKy BUGMpatoThb i3

BogHo, Cq-Cs-arkiny, Cs-Ce-umknoankiny, -Ci-Cy-
ankinC(O)O-C1-Cs-arkiny, rigpokcu, amiHorpymm, -
NHC-Cy4-ankiny, -(N[gn-C1-Cs-ankiny], C1-Cs-
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ankokcy, C1-Cy-ankokcun-Cq-Ca-ankiny,
Cy-arnkiny n -C1-Cg-ankinretepouukniny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BoAHK 11 C1-Cy-arnkiny; i

p sBnsie coboto (He3anexHo B KOXKHOMY BUMNaAKy)
0,1 abo 2.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbeca crnonyka dopmymm (1)
¢apMaLeBTUHHO NPUAHATHA Cifb, Y AKIN:

Y siBnsie coboto H;

W siBnsie co6oto NR®:

R' BuGupaioTs i3
nipyauvHiny,  Tiasoniny,
Tiagiasoniny, TeTpasoniny, XiHOMiHiNy, nypuHiny,
6eH3oTiazoniny n iHgoniny; HeobOoB'A3K0BO
3aMilLleHoro ABOMa 3aMiCHUKamu; e OAWH 3aMiCHUMK
BUbupatTh i3 kapbokcy, -CONHSO-Me 1 -CONHRG,
a iHLWKIA 3amicHYK BUOMpatoTh i3

C1-Ce-ankiny [HeoboB'sizkoBo 3amiweHoro 1 abo
2 3aMiCHVMKamu, He3anexHo BUOGpaHuMK 3 Tigpokcu,
rarnoreHy, uiaHorpynu, Hitporpynu, -COO-C1-Ce-
ankiny, -OCO-C1-Cs-rikiny, Cq-Ce-ankokcu, C1-Cy-
ankokcu-C1-Cy4-ankokem, rigpokcun-Cq-Cy-ankoken, Co-
Cy-ankeHinoken, TpUdTOPMETUIY, -CONR°R’,
kapbokcu, -NHC(O)O-C1-Cq-ankiny, -OCONR®R’, -

rigpokcun-C-

BUHaxony
abo ii

imigasoniny, nipyumiguHiny,
TpuasuHiny,  niponiny,

C(=NOH)C1-Cs-arkiny, -C(=NOH)NR®R, -S(O)p-Cr-
Csarkiny, -S(O)pNRR’, -NHSO;R®, -NR°R’ i
reTepouukninyl,

-O-C1-Ce-ankiny (Heo60B'si3kOBO 3amilLeHoro 1
abo 2 3amicHukamu, sik onucaHo ans Cq-Ce-ankiny B
daHomy BuHaxogi Buuwe) i -S(O)p-Cs-Cy-arkiny
(Heo6oB'A3k0BO 3amileHoro 1 abo 2 3amicHUkamu, Sk
ommcaHo Aanss Cq-Ce-ankiny B JaHOMy BWHaxogi

BULLE);

R? Bubupaote i3 BogHw, C-Cs-ankiny,
LMKronponiny, rarnoreHy, dhTOpMETUNTY,
audtopmeTuny 1 TpupTopMeTUnY;

R® Bubupaote i3 BogHw, C-Cs-ankiny,
UMKronponiny, ranoreHy, uiaHorpymu, dropmeTuny,
anptopmetuny, TpudTopmetuny #n - -CO-C4-Cys-
ankiny.

R* BUbUpatoTh i3 BogHto, C1-Cy-arnkiny, ranorexy,
LiaHorpymm, TopmMeTUNY, audtopmeTuny,

TpudptopmeTuny n -CO-C1-Cs-ankiny;

R® aBrsie co6oto BOJEeHb abo MeTur;

R® He3amnexHo B KOXHOMY BUMaJKy BUGMPaIOT i3
BogHo, C4-Cs-arkiny, Cs-Cy-ankeniny, Cs3-Ce-
uuKroarnkiny, -C1-C4-ankinC(0)0-C+-Cy-arkiny,
rigpokcy, amiHorpym, -NHC4-Cs-ankiny, -(N[gu-Ci-
Cy-anxiny], C4-Cg-ankokcy, C4-Cy-ankokcun-C1-Cy-
ankiny, rigpokcun-C1-Cs-ankiny n -C1-Cy-
ankinreTepouukniny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BOAHK 11 C1-Ca-arnkiny; i

p sBnsie coboto (He3anexHo B KOXKHOMY BUMNaAKy)
0,1 abo 2.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbeca  crnonyka dopmymm (1)
¢apMaLeBTUHHO NPUAHATHA Cifb, Y AKIN:

Y siBnsie coboto H;

W siensie co6oto NR®:

R' BuGupaioTs i3
nipyauvHiny,  Tiasoniny,
Tiagiasoniny, TeTpasoniny,

6eH3oTiazoniny n ingoniny;

BUHaxony
abo ii

imigasoniny, nipyumiguHiny,
TpuasuHiny,  niponiny,
XiHOMiHINY,  NypuHiny,
He060B'A3K0BO
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3amMilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMObpaHuMu 3 HiTporpynu, uiaHorpynu, -CO-C1-Cy-
ankiny, -COO0O-C1-Cy-ankiny, -O-C1-Cy-arkiny,
TpucbTopmeTuny, -CONRPR’, -N(R”)COR®, chTopy,
xropy, 6pomy, rigpokcn, kapbokcu, Ci-Cy-arkiny,
reTepouukniny, -NHC(O)O-C1-Cs-askiny,
C(=NOR")C4-Cq-arkiny, -C(=NOR’)NR°R’, -S(O)p-
C1-Cs-ankiny (Heob0B'A3k0BO 3aMilLieHOro rigpoKcH), -
S(0)p-C1-C4-ankinCONHR’ i1 -NR°R”; R? B1GMpaioTh
i3 C1-Cy4-ankiny, xnopy n 6pomy;

R® BUGMPaloTb i3 BOAHIO, METURY, €TURY, XTIOPY,
6pomy, uiaHorpynu, TpudTopmeTuny n -COMe;

R" BnbupatoTb i3 BoAHIO, MeTUMy, eTury, Xmnopy,
6pomy, uiaHorpynu i -COMe;

R” aBnsie coboto BogeHb abo MeTur;

R® He3amnexHo B KOXHOMY BUMaJKy BUGMPaIOT i3
BOJHIO, C1-Cy-arkiny, uuknonponiny,  -C4-Cy-
ankinC(O)OMe, amiHorpynun, -NHMe, -NMez, C1-Cy-
ankokcm 1 -C4-Cy-arnkinreTepouukriiny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BOAH0 11 C1-Ca-arnkiny; i

p sBnsie coboto (He3anexHo B KOXKHOMY BUMNaAKy)
0,1 abo 2.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbca  crnonyka dopmymm (1)
¢hapMaLeBTUHHO NPUAHATHA Cifb, Y AKIN:

Y siBnsie coboto H;

W siBnsie co6oto NR®:

R' BuGupaioTs i3
nipyauvHiny,  Tiasoniny,
Tiagiasoniny, TeTpasoniny, XHOMHWY, NypuHiny,
6eH3oTiazoniny " iHgoniny;

BUHaxony
abo ii

imigasoniny, nipyumiguHiny,
TpuasuHiny,  niponiny,

n HeobOoB'A3K0BO
3aMilLleHoro ABOMa 3aMiCHUKamu; e OAVH 3aMiCHUMK
BMGMpaloTh i3 kapBokcn, -CONHSChMe it -CONHR®
(ne R® BubupatTb i3 -OMe, BogHo, aMmiHO 1 C3-Cas-
ankeHiny); a iHWWin 3aMicHVYK BUBbupatoTb i3
C1-Ce-ankiny [HeoboB'sizkoBo 3amiweHoro 1 abo
2 3aMiCHVKamu, He3anexHo BuOGpaHuMK 3 Tigpokcwy,
rarnoreHy, uiaHorpynu, Hitporpynu, -COO-C1-Ce-
ankiny, -OCO-C4-Cy4-arkiny, Ci-Ce-ankokcn, C1-Ca-
ankokcu-C1-Cy4-ankokem, rigpokcun-Cq-Cy-ankoken, Co-
Cy-ankeHinoken, TpUdTOPMETUITY, -CONR®R’,
kapbokcun, -NHC(O)O-C1-Cq-ankiny, -OCONR®R’, -

C(=NOH)C1-Cs-arkiny, -C(=NOH)NR®R’, -S(Oe)p-C1-
Csarkiny, -S(O)pNRR’, -NHSO:R®, -NR°R’ i
reTepouukninyl,

-O-C1-Ce-ankiny (Heo60B'si3kOBO 3amilLeHoro 1
abo 2 3amicHukamu, sik onucaHo ans Cq-Ce-ankiny B
daHomy BuHaxogi Buuwe) i -S(O)p-Cs-Cy-arkiny
(HeoboB'A3k0BO 3amilleHoro 1 abo 2 3amicHUkamMm, Sk

orncaHo  Ana C1-Ce-ankiny B gaHoOMy BUHaxogi
Buwe); R® Bubupatote i3 C4-Cg-ankiny, xrnopy w
6pomy;

R® BUGMPaloTb i3 BOAHIO, METUMY, €TURY, XTIOPY,
6pomy, uiaHorpynu, TpudTopmeTuny 1 -COMe;

R" BubupatoTb i3 BoAHIO, MeTUMy, eTury, Xmnopy,
6pomy, uiaHorpynu 1 -COMe;

R® arsie co6oto BOJEeHb abo MeTur;

R® He3amnexHo B KOXHOMY BUMaJKy BUGMPaIOT i3
BoaHw, C-Cs-arkiny, aniny, umknonponiny, -C1-Cy-
ankinC(O)OMe, amiHorpynun, -NHMe, -NMez, C1-Cy-
ankokcu 1 -C1-Cy-ankinreTepouukniny; R’ HesanexHo
B KOXHOMY Bunagky BubupatoTb i3 BogHio h C1-Cs-
ankiny; i
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p sBnsie coboto (He3anexHo B KOXKHOMY BUMNaAKy)
0,1 abo 2.

B iHwomy BapiaHTi 34iNCHEHHS
3abesnevyetbeca  crnonyka dopmymm (1)
¢apMaLeBTUHHO NPUAHATHA Cifb, Y AKIN:

Y siBnsie coboto H;

W siensie coBoto NR®:

R' BuGupaioTs i3
nipyauvHiny,  Tiasoniny,
Tiagiasoniny, TeTpasoniny, XiHOMiHINy, nypuHiny,
6eH3oTiazoniny n ingoniny; HeobOoB'A3K0BO
3amMilleHoro 1 abo 2 3aMicHUKamK, He3aneXHo
BMOpaHuMu 3 HiTporpynu, uiaHorpynu, -CO-C1-Cy-
ankiny, -COO0O-C1-Cy-ankiny, -O-C1-Cy-arkiny,
TpucbTopmeTuny, -CONRPR’, -N(R”)COR®, chTopy,
xropy, 6pomy, rigpokcn, kapbokcu, Ci-Cy-arkiny,
reTepouukniny, -NHC(O)O-C1-Cs-askiny,
C(=NOR")C4-Cq-arkiny, -C(=NOR’)NR®R’, " -S(O)p-
C1-Cs-ankiny (Heob0B'A3k0BO 3aMiLLieHOrO TigpoKcH), -
S(0)p-C1-C4-ankinCONHR 11 -NR°R’;

R? BUGHpatoTk i3 C1-Cy-arkiny, Xropy i Gpomy;

R® BUGMPaloTb i3 BOAHIO, METURY, €TURY, XTIOPY,
6pomy, uiaHorpynu, TpudTopmeTuny n -COMe;

R" Bubupatotb i3 BoAHIO, MeTuMy, eTuny, Xmnopy,
6pomy, uiaHorpynu 1 -COMe;

R® ssrsie co6oto BOJEeHb abo MeTur;

R® it R’ pa3oM 3 aTOMOM a30Ty, A0 SIKOr0 BOHU
npuedHaHi, yTtBoptloTe 5-Tm abo 6-Tm  uneHHe
reTepouukriyHe KinbLue, HeoOOB'A3kOBO 3aMileHe 1
abo 2 3amicHvKamu, HesanexHo BubpaHumm 3 C1-Ca-
ankiny, rigpoKcm, C1-Cs-ankokem, ranorexy,
LiaHorpymm, HiTporpynu, kap6okcu, rigpokcn-Cq-Ca-

BUHaxony
abo ii

imigasoniny, nipyumiguHiny,
TpuasuHiny,  niponiny,

ankiny, C1-Cs-ankokeu-C4-C4-ankiny, rano-Cq-Cs-
ankiny, avdTopmeTuny, TpuTopmeTUny n
TpUPTOPMETOKCH; i

p sBnsie coboto (He3anexHoO B KOXKHOMY BUMNaAKy)
0,1 abo 2.

B ogHomy BapiaHTi  3[iMCHEHHSs
3abesnevyetbca crnonyka dopmymm (1)
¢apMaLeBTUHHO NPUAHATHA Cifb, Y SKilA:

R’ BMGUpatoTh i3 R1a, R1b, R'c i R1d; ne

R'a sBnse coGolo 5-Tu abo 6-Tn ureHHe
HacuyeHe, 4acTKOBO HeHacudyeHe abo HeHacuyeHe
reTepouukriyHe kinbue, ske mictute 1, 2, 3 abo 4
retepoatomu, HesanexHo BubpaHux 3 O, S n N (3a
YMOBM, LIO Take Kinbue He Mictutb 3B'a3kiB O-O abo
S-S), me -CHa-rpyna Heo6oB'A3koBO Moxe Oytn
3amiHeHa rpynoto -C(O)-, KinbueBui aToM Cipku
HeobO0B'A3KOBO MOXe OYTU OKUCIEHWI 3 YTBOPEHHAM
S-okcmpy(iB) i KinbLeBWiA aToM a3oTy HeObOB'A3KOBO
MoXe OyTu okucreHun 3 yTBopeHHsM N-okcuay, i e
BKasaHe KinbLie HeobOB'A3KOBO Moxe OyTv 3amilleHe
1, 2 abo 3 3amicHu1Kamu, He3anexHo BUOpaHUMmu 3:

HITpOrpymu, uiaHorpymu, cynbdorpynu, opminy,

BUHaxonoy
abo ii

rigpokciimiHomeTuny, Co-Ce-ankeriny, -CO-C1-Ce-
ankiny, -COO-Ci-Ce-arkiny Tpudtopmetuny, -
CONRPR’, -N(R")COR®,  raroreny, rigpokcu,

kapbokcn, C1-Ce-ankiny [HeobOB'sI3KOBO 3aMilLeHOro
1 abo 2 3amicHUKaMu, He3anexHo BuOpaHUMMK 3
rigpokcy, -OCO-C1-Cy-ankiny, C1-Ce-ankokcu, C1-Cy-
ankokcu-C1-Cy4-ankokem, rigpokcun-Cq-Cy-ankoken, Co-
Cy-ankeHinokew, -NHC(O)O-C4-Cs-arnkiny,
NHC(=NH)NR®R’, -NHC(O)NR®R’, -NHC(O)C1-Cq-
ankiny, -NHC(O)retepouukniny, -NHC(O)apwuny,
NHS(O)p-C1-Cs-arkiny, -S(0O)p-C1-Cs-arnkiny,
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S(O)pNRPR’, -NHSO2R®, -NReR’ i retepouukniny],
Cs-Ce-umknoankiny, -O-Cq-Ce-ankiny (HeoboB'si3koBO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onMcaHo Ans
C1-Ce-ankiny B gaHomy BuHaxogi suue), -S(O)p-C1-
Cy-ankiny (HeoboB'A3koBO 3amiweHoro 1 abo 2
3amicHuKamu, sik onmcaHo ansa Cq-Ce-ankiny B gaHomy
BuMHaxodi Buwe), retepouukniny, -NHC(O)O-C1-Cy-
ankiny, -C(=NOR’)C+-C.- -arkiny, -G(= NOR"NRR’, -
S(O)p-C1-Cs- anKmCONHR -C(O)NHS(O)p-C+-Cs-
ankiny - -NR®R’,

e byab-ska apunbHa abo reTepoumkniyHa rpyna
B OyAb-AKOMYy i3 BKkasaHWX BMWLIe 3Ha4YeHb And
samichukie Ha R'a HeoGoB'siskoBO Moxe oytn
3amiwleHa 1 abo 2 3amicHuMKamu, HesaneXHo
BVI6paHI/IMM 3 C1-Cy-ankiny 1 kapbokcu;

R'o sense coboo 10-TM uneHHe GiunknivyHe
reTepouukriyHe kinbue, sike mictute 1, 2 abo 4
retepoatomu, HesamnexHo BubpaHux 3 S # N (3a
YMOBM, LLO Take KinbLe He MicTUTb 3B'A3kiB S-S), e -
CH2- rpyna HeoboB'sa3koBo Moxe OyTn 3amiHeHa
rpyroto -C(O)-, i Ae Bka3aHe KinbLe HeOOOB'A3KOBO
Moxe OyTM 3amiweHe 1, 2 abo 3 3amicHuKamu,
He3aneXHo B1GpaHuMm i3 3aMiCHUKIB,
nepeanOBame anst R'a Buwe;

R'c sBnsie coGoto deHinbHe Kinbue, 3amiweHe 1,
2 abo 3 3amicHuKamu, HesanexHo BMOpaHuMK i3
3aMICHVIKIB nepepaxoBaHux ,D,J'Iﬂ R'a BVILLl,e

R'd BuGupatots i3 -CHzR'a 11 -C(O)R'a;

R? BuGMpaloTb i3 C1-Cs-arkiny, raroreHy i
Ll,iaHOFJDyI'IVI;

R” BubupatoTs i3 BogHto, C1-Cs-ankiny, ranorey,
u,iaHoEPynm n -CO-C4-Ce-arkiny;

R™ Bubupatots i3 BogHto, C1-Cs-ankiny, ranoreHy
" LuaHorpynM

R BMbuMpatoThb i3 BogHto 1 C1-Cy-ankiny;

R® He3amnexHo B KOXHOMY BUMaKy BUGMPaIOT i3
BogHw, Cq-Csankiny, Cs-Cg-ankeniny, Cs-Ce-
uuKroarnkiny, -C1-C4-ankinC(0)0-C+-Cy-arkiny,
rigpokcy, amiHorpyny, -N[an-Cq-Cs-ankiny], C1-Cs-
ankokcm 1 -C4-Cy-arnkinreTepouukriiny;

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BOAHIO 1 C1-C4 -ankiny;

abo R°® i1 R’ pa3oM 3 a3oToM, OO0 SIKOrO BOHU
npuedHaHi, MOXYTb yTBOptoBatM 5-Tu abo 6-Tun
YfieHHe reTepouukrliyHe  Kinble, HeobOoB'A3KOBO
3amilleHe 1 abo 2 3amMicHuMKamMu, HesaneXHo
BubpaHummn 3 C4-Cg-ankiny; i p aBnse coboto
(He3anexHo B koxxHoMy Bunaaky) 0,1 abo 2.

B ogHomy BapiaHTi  3[iMCHEHHSs
3abesnevyetbca crnonyka dopmymm (1)
cbapmaueBquHo I'IpVIVIHFlTHa cu'u;1 y SKin:

R BM6|/|par0Tb|3Ra R'p, R'c nR'd; ge

R'a siensie cobot nipuamHin, N-okcomipuauHin,
nipuMiguHin, Tiazonin, Tiagiasonin, TeTpasonin,
imigasonin, TpuasuHin, niponiauHin, TieHin, dypaHin,
okcapiasonin, i3okcasonin, okcasonin abo niponin, ae
BkaszaHe R*a HeoOoB'si3koBO Moxe Byt 3amilleHe 1,
2 abo 3 3amicHVKamu, He3aneXHo BUOpaHMM 3:

HITpOrpymu, UiaHorpymu, cyrnbdorpynu, opminy,

BUHaxonoy
abo ii

rigpokciimiHomeTuny, Co-Ce-ankeriny, -CO-C-Ce-
ankiny, -COO- C1 Ce- anKmy TpudTopmeTUny, -
CONR®R’, -N(R")COR®,  raroreny,  rigpokcy,

kapbokcn, C1-Ce-ankiny [HeobOB'sI3k0BO 3aMilLeHOro
1 abo 2 3amicHUKaMu, He3anexHo BuOpaHUMK 3
rigpokcy, -OCO-C1-Cy-ankiny, C1-Ce-ankokcu, C1-Cy-
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ankokcu-C1-Cs-ankokew, rigpoken-Cq-Cy-ankokeun, Co-
Cy-ankeHinoken, -NHC(O)O-C1-Cs-arnkiny,
NHC(=NH)NR®R’, -NHC(O)NR®R’, -NHC(O)C+-Ca-

ankiny, -NHC(O)reTparigpodypariny, -
NHC(O)deHiny, -NHS(O) 9 -C1-Cy- anKmy, -S(O)p-C+-
Csarkiny, -S(O)pNR°R’, -NHSO2R®, -NR°R’,

mMopdorniHo, 1,3-giokco-1 3-/J,VIFIJ:|,pO-2H isoingoniny 1
1,3-piokconaniny], uuknonponiny, -O-C1-Ce-arnkiny
(Heo60B's3k0BO 3amilleHoro 1 abo 2 3amicHUKkamMu, sk
ommcaHo Ana Cq-Ce-ankiny B [aHoMy BUHaxogi
BULLE), -S(O)p-C1-Cs-arkiny (HeoboB's13k0BO
3amillleHoro 1 abo 2 3amicHMKamu, sIKk onMcaHo Anis
C1-Ce-arkiny B AaHOMy  BMHaxodi  Buwe),
TeTpasoniny, 2-okco-1,3,4-okcagiasoniny, 1,2,4-
okcagiasorniny, mopdoniHo, i nepaswuHiny,
niponiguHiny, -NHC(0)O-C+-Cg-ankiny, -C(=NOR’)C-

Ca-arkiny, -C(=NOR"NR®R’, -S(0)p-C1-Cs-
anKmCONHR7 -C(O)NHS(O)p-C4-Cy-arkiny # -
NRER’:

ne Oymb-skmi  dbeHin, TeTparigpodypaHin,
MOpPEOniHO, 1,3-piokco-1,3-aurigpo-2H-izoingonin,
1,3-giokconaHin, TeTpasonin, 2-okco-1,3,4-
okcagiasonin, 1,2,4-okcagiasonin, MopdoriHo,

ninepasuvHin, niponiguHin, y 6yab-akoMy i3 BkasaHUx
BULLIE 3HA4YE€Hb A8 3aMiCHUKIB Ha R'a Heo60E's3K0BO
Moxe Oyt 3amiweHnn 1 abo 2 3amicHukamu,
Hesane>|<Ho BMOpaHumu 3 C1-C4 -ankiny n kapbokcu;

R'b sBnsie coboto R'b siBnsie co6oto XiHOMHIM,
nypuHin, 6eH3oTia3onin, iHgonin, 4-OKCOXIHOJ'IIHIJ'I
2,7-HadpTvipuamHin abo xiHasoniHin, i oe BkasaHe R'b
HeoboB'A3KOBO MoOXe OyTu 3amiweHe 1, 2 abo 3
3aMiCHUKamMu, Hesane>|<Ho BMOpaHUMK i3 3aMiCHUKIB,
nepepaxoBaHux Ans R'a BuLe;

R'c sBnsie co6oto deHinbHe Kinbue, 3amiweHe 1,
2 abo 3 3amicHuKamu, HesanexHo BMOpaHuMK i3
3aMICHVIKIB nepepaxoBaHux ,D,J'Iﬂ R'a BVILLl,e

R d BuGMpatoTs i3 ~CHzR'a i1 —C(O)Ra;

R? BuGMpaloTb i3 MeTWny, eTuny, i3omporiny,
XIopy 7 uiaHorpynu;

R” BubupatoTb i3 BoAHIO, MeTuMy, eTury, Xmnopy,
6pomy, uiaHorpynu i -COMe;

R* BUOUPalOTh i3 BOAHIO, XIOPY, METUIY, eTuny i
LuaHor ynm;

sBnsge coboto BoAeHb abo MeTur;

R6 He3anexXHO B KOXKHOMY BUMaAKy BuOvpaloTh i3
BoaHw, C+-Cs-ankiny, Cs-Cs-ankeHiny, umknonponiny,
-C1-C4-arkinC(0O)0-C+-Cy-arnkiny, rigpokcwm,
amiHorpynu, -N[an-C1-Cs-ankiny], C1-Cs-ankokeu n -
C1-Cs- anKmMOpcboano

R’ He3anexHo B KOXHOMY BUNafKy BUBMPaIOTL i3
BOAHIO 1 C1-C4 -ankiny;

a6o R°® i1 R’ pasom 3 a30ToM, [0 SIKOrO BOHM
npvedHaHi, MOXYTb YTBOptoBaTM ninepasuHin abo
MopdooniHo, HeoboB's3koBO 3amiweHun 1 abo 2
3aMicHUKaMK, He3arnexHo BubpaHumun 3 C1-Ca-ankiny;
p sBnsie coboto (He3anexHo B KoXHOMY Bunagky) 0, 1
abo 2.

MepeBaxHMMM  cronykamu  BIigMoBiAHO A0
BMHaxody € CrONyku i3 MpuKnagiB, KoXHa 3 HUX
3abesnevye nodanbluMin  He3aneXHun  BapiaHT
30iMCHeHHs BuHaxody. Y nojanblumx BapiaHTax
3AIMCHEHHS, JaHWA BUHAXIO TakoX oxonoe G6yab-ski
ABi abo OinbLue crnonyk i3 npuknagis.

MepeBaxHUMKU Npuknagamu € npuknagmn 11, 20,
109, 114, 140, 141, 151, 176, 181, 208, 225, 227,
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228, 278, 285, 292, 342, 343 i

¢apmMaLeBTU4HO NMPUNHSATHA Cifb.

344 abo ix

Cnocib

B nopanbwomy BapiaHTi 34iMCHEHHA [aHoro
BMHaxody 3abesnedyeTbcs  crnocid  oaepkaHHsi
cronykun copmymm (1) abo i dhapmaueBTUYHO

NPUMAHSATHOT CONi.

HeoOxigHi BUXigHi pevyoBUHM ONA METOAMK, Taki
K OnucaHi BULUEe, SKWO BOHM HEe € KOMepLUifHO
OOCTYMHMMW, MOXYTb OYyTM OTpUMaHi 3a JOMNOMOroto
MEeTOAMK, BWOpaHUX 3i CTaHgapTHMX TEXHOJOrIN
OpraHivyHoI XiMii, TeXHOMOrIN, aHanoriYHNX 40 CUHTE3Y
BiJOMMX  CTPYKTYPHO  MOAiIGHMX  cronyk, abo
TEXHOMOriW, aHanorivYHMX 40 BULLEONMMCAHNX METOAMK,
abo meTOAMK, OMMCaHMX Y MPUKNagax.

Cnig 3a3HaunTu, WO 6araTo BUXiQHUX PEYOBUMH
Ana crnocobiB CUHTE3y, $K OMUMCaHo BULLE, €
KOMepUiiHO AOoCTynHUMKM Ta/abo gobpe onMcaHumu B
HayKoBil nitepatypi, abo MoXymb OyTn oTpumaHi 3
KOMEpLUiHO  AOCTYNHUX CMOMyK 3a [JOMoMOroro
mMoaudpikauii  cnocobiB, oOmMMCaHMX Yy  HayKOBIW
niTepatypi. K OCHOBHWMA MOCIOHUK AN yMOB
30iNCHEHHs peakLUil 1 peareHTiB aBTOpU NocunarTbCs
Ha [Advanced Organic Chemistry, 4-e BuaaHHs, nig
peg. Jerry March, ony6nikoBaHy John Wiley & Sons
1992].

Takox cnig BpaxyBaTtu, WO ANS AeSKUX peakuin,

OonMCaHUX Yy [f[aHoMy BWHaxopi, Moxe OyTu
HeoOXxigHUM/GaxXaHM  3axuwiatn Oyab-siKi  YyTNuWBI
rpynM cronyk. Bwunagku, KonuM Takun  3axucT

HeobxigHu abo GaxaHun, BigoMi haxiBUeBi B AaHin
ranysi TexHiku, Tak camo siK i cnocobu, aki nigxooaTb
AN Takoro 3axvcTy. 3BMYalHi 3aXMCHI rpynu MOXYTb
3acTOCOBYBATUCA BIAMNOBIAHO 00 3aranbHOMNPUAHATOT
npakTuku [Hanmpuknag, ave. T.W.Greene, Protective
Groups in Organic Synthesis, John Wiley # Sons,
1991].

Mpuknagamy nigxo4sLWoi 3axvMcHOI rpynu Ans
rAPOKCUNBLHOT MPYNU €, Harnpuknad, auurbHa rpyna,
Hanpuknag ankaHoifMbHa rpyna, Taka sK aueTtun,
apoinbHa rpyna, Hanpuknag 6eHs3oin, cwuninbHa
rpyma, Taka sik TpumeTuncunin abo apunMeTunbHa
rpyna, Hanpuknag 6eH3uwn. YMOBWU 3HATTA 3axucTy
Ond  BMLIE3ragaHux 3axuCHUX TPyn B OCHOBHOMY
OyoyTb 3anexatu Big BMOOPY 3axucHoi rpymu. Tak,
Hanpuknag, auuiibHa rpyna, Taka §iK ankaHoinbHa
abo apoinbHa rpyna, MOXyTb OyTu BigLlenneHi,
Hampuknag, 3a OonoMoroto rigponisy 3 nigxoasLloro
OCHOBOI, Takol SK rigpokcug IyXHoro metany,
Hanpuknag rigpokcua  MiTito abo HaTpito.
AnbTepHaTvBHO,  cuninbHa rpyna, Taka  $K
TpumeTUncunin, Mmoxe 6yTu BiglenneHa, Hanpuknag,
3a ponomoroto dTopuaa abo akBokMCroTW; abo
apunMeTunnbHa rpyna, Taka sk GeH3unbHa rpyna,
moxe OyTv BigwenneHa, Hampuknag, LWAgXoM
rigpyBaHHA B MPUCYTHOCTI KaTarnidatopa, Takoro sk
nanagin Ha Byrinni.

Migxoasawymm  3axucHUMKM  rpynami  Ans
amiHorpynu, Hanpuknag, R*  dopmyrmu  (2a),
HaBedeHOl B [AaHin 3asBUi HWX4Ye, €, Hanpuknag,
auunbHa rpyna, HampuvKnag ankaHoinbHa rpyna, Taka
AK aueTwn, ankokcukapboHinbHa rpyna, Hampuknag,
MeTOKCUKapOOHinbHa, eTokcukapboHineHa abo TpeT-
6yTOKCMKapOOoHInbHa rpyna,

apunMeToKkcukapGoHinbHa rpyna, Hanpuknazg
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6eH3nnokcukapOoHin, abo apoinbHa rpyna,
Hanpvknag OeH3oin. YMOBU 3HATTA 3axucty Ans
BMLUE3ragaHux 3axuCHUX rpyn B OCHOBHOMY OyayTb
3anexatm Big BuMOOpy 3axucHoi rpynu.  Tak,
Hanpuknag, auuiibHa rpyna, Taka §iK ankaHoinbHa
abo ankokcukapboHinbHa rpyna abo apoinbHa rpyna
MOXYTb OyTv BigwenneHi, Hanpuknag, LWAAXOM
rigponizy 3 nigxodswow OCHOBOWD, TaKkow K
rigpokcug MyXHOro MeTany, Hanpuknag rigpokcua
niTito abo Hatpito. AnbTepHaTUBHO, auuibHa rpyna,
Taka sk TpeT-0yToKCMKapOOoHinbHa rpyna Moxe OyTu
BigLenneHa, Hanpuknag, wnsaxom  obpobku
MigXOASALOI0 KUCMOTOK, TaKOK SK COMfAHa, cipyaHa
abo doccopHa kucnota abo TpudTOpOLTOBa
KMCrnoTa ¥ apunmeTokcukapOoHinbHa rpyna, Taka sik
6eH3nnokcukapboHinsbHa rpyna, Moxe  Bytu
BiglenneHa, Hanpuknag, LWAsxoM rigpyBaHHA B
NPUCYTHOCTI KaTanisatopa, Takoro $K nanagin Ha
Byrinni abo wnaxom o06pobku kucrnoTok JTloica,
Hanpwvknag, Tpuc(TpudpTopaLetatom) 6opy.
MigXxoaawow anbTepHaTVBHOIO 3aXMCHOKO  FPYMoo
ANA MEepBMHHOI  aMmiHOrpynu €,  Harnpuvknag,
dTanoinbHa rpyna, ska Moxe OyTu BiglienneHa
wnaxom o6bpobku 3 ankinamiHoMm, Hanpwknag,
AumeTunamiHonponmninamiHom abo 2-
rigpokcieTunamiHom, abo 3 rigpasvHoM.

3axucHi rpynm MoxyTs 6yt BigLienneHi Ha 6yab-
AKiM - nigxodswin cTagii cuHTe3dy 3a [A0MnoMOroto
3BMYaNHUX MeToauk, Jobpe BigoMux B ranysi ximii,
abo BOHM MOXYTb OyTu BigwwenneHi Ha ni3Hin cTagji
peakuii abo nmigroToBKu.

daxiBeub B ranysi opraHiyHOl XiMil  MOxe
3acTtocoByBaT! N MoaudikyBaTu BiAOMOCTI, HaBeaeHi
y BULLEBKa3aHWX MOCWUIaHHsAX, a TakoX BiOMOCTI, Ha
AKi MocunalTbCs B UMX 3asiBKaX, i B CYMyTHIX
npuvknagax y uux 3asBkax, i Takox Y npuknagax,
HaBedeHUX Yy [aHOMy BWHaxodi, Ans o4epKaHHS
HeobXigHMX BUXIOHWX MaTepianis i MpoayKTiB.

TakuM YMHOM, JaHUI BUHAXig Takox 3abesneuvye,
wo cronykn dopmymm (1) i ix dapmaueBTM4HO
NPUIHATHI coni MOXYTb ByTK OTpMMaHi 32 A0 NOMOrOH0
crnocoby, pO3KPUTOrO HWkKYe (de 3MiHIoBaHi rpymm
MaloTb BULLEBKa3aHi 3HA4YEHHS, AKLO crevljanbHoO He
BKa3aHo iHakKLue):

B iHWOMYy BapiaHTi 34iMCHEHHS JaHOro BUHaxo4y
3abesnevyetbCca  crnoci®  ogepXaHHs  Cronyku
dopmymm (12 abo ii hapmaneBTUYHO NPURHATHOT coni
(ne Rz, R”, R* maloTb 3Ha4YeHHs, BKasaHi Aans
dopmymm (1), SKLWO creuianbHO He BKa3aHo iHaKLLe),
Akun nepeabayae: a) B3aEMOSj0 KUCIoTh hopmym
(2):

B

B

i)
b

UH

~

0

(2}
(y skin Y siBnsie coboto H abo migxoasiLy 3axucHy
rpyny) abo ii akTMBOBaHOro noXigHOro; 3 amMiHoMm
dopmynm (3); abo
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{3
6) B3aemogjlo KuCroTU
aKTMBOBAHOIO MOXigHOro 3
(nioxogawe  3axvweHum  Gins  aTtoma  asoTy
ninepuauHy), BWOANEHHs  3aXUCHOi  rpynu, 3
HacTyMHOto B3aeMogieto 3i crnonykoto dpopmymm (5);

H

dopmym  (2) abo i
amiHom cpopmyrm  (4)

Q

H, X-R'

4} {31
ae X sBnsie coboto rpyny, AKy BUTICHAIOTb; abo
B) B3aemogilo kucrotn copmynm (2) abo ii
aKTMBOBaHOro MnoxigHoro, 3i crmpTom cdopmymm (6);
abo
Ho

o

"-\R1
6
r) B3aemopgjlo kucrnotv dopmymm (2) abo i
aKTMBOBaHOro noxigHoro, 3i crmptom cdopmymm (7)
(nioxopgawe  3axvweHum  Gins  aTtoma  asoTy
ninepuauHy), BWOANEHHs  3aXUCHOi  rpynu, 3
HacTyMHOlo B3aeMogieto 3i crnonykoto dhopmymm (8);

KH

O

HOY xR
(7) (8)

ge X saBnse coboto myny, SKy BUTICHAOTb; i
noTiM, Npu HeOOXiOHOCTI: i) NepeTBOPEHHSI CMOIYKM
dopmymm (1) B iHWy cronyky dopmyrm (1); ii)
BMOANEHHs Oyab-sIKUX 3aXUCHUX rpym; iii) yTBOPEHHS
¢apMaLeBTUHHO NPUAHATHOT COni.

X 9dBnge coboto rpyny, $Ky BMUTICHSAOTb,
nigxoAAWMMY  3HaYeHHaMU Ans X €, Hanpuknag,
xrnop, 6pom abo 1noga.

KoHkpeTHUMKn ymoBamu peakuil
BULLEONMCaHOI B3aeMOZii € HAaCTYMHi yMOBMU.

Kucnom cdopmymm (2) i amiHn dopmyrnm (3) abo
dopmyrm  (4) pasoMm  MOXYT  niggaBaTvcs
CrOMy4EHHIO B nNpuUCYTHOCTI niaxoasawot
3B'A3yBarnbHOI peyoBUHU. AK niaxoasul 3B'sa3yBanbHi
peareHTM MOXYTb 3aCTOCOBYBAaTUCH  CTaHOAPTHI
nenTuaHi 3B'a3yBanbHi peareHTW, BiAOMiI B AaHin
ranysi, abo, Hanpuknag, HATU, kap6oHingiiminason,
rigpoxnopwua 1-etun-3-(3-
AvMeTunamiHonponin)kapbogiivigy (EDCI) i
avuuknorekcun-kap6ogiimig (DCCI), HeoboB'A3KOBO B
NPUCYTHOCTI KaTanizaTopa, Takoro $K i-rigpokcu-7-

ana

asabeHsotpuason, HOAT, agumeTnnamiHonipuguH
abo  4-niponigMHonipuavH, HeobOB'A3KOBO B
MPUCYTHOCTi OCHOBW, Hampuknag, TpuUeTunaminy,

giisonponinetmnamidy, nipuaMHy abo 2,6-gu-ankin-
nipuauvHiB, Takux sk 2,6-nytmauH abo 2,6-au-TpeT-
OytvnnipyguH.  TigxoAswymMn  po3dMHHMKaAMN €
avmmeTtunaleTamia, auxropmeTaH, N-
MeTUMNipOniAoH, TeTparigpodypaH i
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aumeTundopmamia. Peakuito cnonyyeHHs nigxoasie
MOXHa 34iCHIOBaTV Npu TeMnepaTypi B iHTepBani Big
0°C po 40°C.

MigxoasawyMmn akTMBOBaHUMMW MOXIAHUMW KUCIOT
dopMynn (2) € akTvMBHI cknagHi edipw, Hampuknag,
cKnagHi neHTaTopdEHINOBI edipu,
ranoreHaHrigpugn KMCIoT, Hanpuknag
xropaHrigpuan, i dTopaHrigpuan. Peakuis crnonyk
uux TmniB 3 amiHammu gobpe Bigoma B AaHin ranyai
TeXHiKW, Hampuknag, BOHW MOXYTb B33aEMOAIATN B
NPUCYTHOCTI OCHOBMW, TakOl $K BKasaHi Bulle, | B
NigXoASAWOMY PO3YMHHMKY, TAKOMY SIK BKasaHi BULLE.
Peakuito 3BMyaiHO MOXHa  34iMCHIOBaTM  Mpu
Temnepartypi B iHTepsani Big 0°C go 40°C.

Cronyka dopmynm (2) moxe 6yt oTpumaHa
WnaxoM  pyHKUioHani3auii  3amiweHoT  miponbHOT
CMOMyKK, SiKi € KOMepUiiHO AOCTYMHUMK, abo BOHM €
BijoMuMM cronykamm abo  iX odepKywTs 3a
Jornomorot  cnoco6iB, BigoMUX Yy OaHin  ranyai,
Hanpvknag, 3a JONoMorok crnocobiB, Takux siK Ti, siKi
HaBeaeHi Ha cxemi 1 gna Y=H.

@ 1) MH.NH fermnenrsiznm.H0H, 9000 R OE!
N CHO 2) CIC[O)CCY,/ LD E Y
1} Mo/ EnQH
(k]
n1 i
53 NBS 260 50,01,
&) LiOH = MeOH ‘B oH i e i
H o 1:R=ClRé =1
10,11
Cuewin 1

Hanpuknag, crionyku copmymm (10) (R siensie
cobo Br it R* sBnsie coBoio H) mMoxym GyTw
OTPUMaHi LUMSXOM OPOMyBaHHSI CMONykn dopmymm
(9) i3 ©OpomyBanbHum  3acobom, Takum  N-
BGpomMCyKUMHIMIA 1 iHWi 6pomMyBanbHi 3acobu, Bigomi B
OaHin ranysi, B iHepTHOMY OpraHiYyHOMY XIOpOBaHOMY
PO3YMHHMKY, TakoOMy $K pAuxnopmeTaH abo 1,2-
AvxropeTaH, 3 HacTyrHOK B3aemogield 3 BOAHOM
OCHOBOI0, TAKOIO K BOAHUM FigpoKcua HaTpito.

Hanpuknag, cronyku copmymm (11) (R® 1 R*
060€ sBMsIOTE COOOI0 XJ1I0P) MOXYTb OYTM OTpUMaHI
LWNAXOM XropyBaHHS  crnonyku dopmyrm  (9) i3
XIOpYHUNM 3aco60M, TakuM sIK cynbypunxnopug n
iHWi xropytodi 3acobu, BigoMi B faHid ranysi, B
iHEepTHOMY OpraHiYHOMY XIIOPOBaHOMY PO3YMHHUKY,
TakoMy SIK YOTUMPVXIIOPUCTUI BYrMneLb, QUXIIopMeTaH
abo 1,2-guxnopeTtaH, 3 HaCTYMHOK B3aEMOJIED 3
BOJHOI0 OCHOBOIO, TaKOK SIK BOAHWM rigpokcua niTito
B MeTaHoni. AnbTepHaTVBHO, 3aMiCTb XIOPOBAHOMO
PO3YMHHMKA MOXHA BUKOPUCTOBYBATW AieTUIOBUA
edip. MoHoxnopoBaHa croryka Moxe 6yTn yTBopeHa
aHarorivHo.

Migxoaswe, $SK PO3UYMHHUK BUKOPUCTOBYETHCSA
yotuxrnopuctun Byrneup (CCls), TOMy WO cronyka
(11) noTim ocamkyeTbCa 3 peakuinHoi cymii. Crnocib
nepetBopeHHa cronykn (9) y cronyky (11) 3

BUKOPUCTaHHSAM cynbypunxnopuay B
YOTUPUXIIOPUCTOMY BYrfeui € HOBUM i CTaHOBWUTb
[00aTKOBUM  He3aneXHWW  BapiaHT  3[iNCHEeHHSs
BUHaxoAy.



63

Cronyka (9) Takox wmoxe 6yTM oTpumaHa
LWAAXOM MeTOAMKW B OAHIA MOCYAuHI 3 HaCTYMHUM
30iCHEHHAM MeToauku, ommcaHoi B [Curran, T. P.;
Keaney, M. T., J Org Chem 1996, 61 (25), 9068].

Cronykn cbopmymm  (2), ki MIiCTATb  iHLL
(yHKUIOHanbHI rpymM, MOXYTb OyTuM oTpuMaHi 3a
Jornomorot crnocoby, aHanoriyHoro J0 HaBedeHoro
BUWIE Ha cxemi 1, abo 3a [OOMoMOrow crnocobiB,
BifjOMWX Yy daHin ranysi [avB., Hanpuknag,
Heterocyclic Chemistry, 4-e Bug., J.A. Joule n K. Mills,
Blackwell Science; Heterocyclic Chemistry, T.L.
Gilchrist, Adison Wesley Longman, 1997] a6o 3a

JOMoMOrow  cnocobiB,  HaBedeHUX  HWk4e B
npvKnagax.
Cronykn  dopmyrnm  (3)  ogepxywoTb  3a

Jornomorot  crnocobiB, BigOMWX Yy AaHin ranysi, i
MOXYTb OYTW OTPMMaHi LUMSIXOM CMOSTyYeHHS! CroSTyKK
dopmymm (4) (nigxogsle 3axulleHoi 6ina amiHHOro
aToMa a3oTy, sIK HaBe[eHO Hwk4e, opMyrm (4-P)) 3i
cnonykoto popmynm (5).

H

(4-P)

Takum YnHOM, haxiBeub y AaHin ranysi noBUHEH
BM3HATW, IO AN OAepXaHH:A cronyku cpopmymm (1):

abo nigxoasiwe 3axvieHi mogudikauii crnonyk
dopmyn (4) i (5) pasom niggaloTe B3aemogii 3
YTBOPEHHSAM Crofyku copmymm (3), siky noTiM (npu
3HATTI 3 Hel 3axucTy, SKWO ue € HeobxigHum)
nigaalTb CrnonyyYeHHIo 3i cronykoto oopmymm (2);

abo nigxoasie 3axulieHy moaudikaLito crnonyku
dopmymm (4) niggaloTb CMOMYyYEHHKO 3i CMOMyKOH
dopmymm (2) i noTiM (Npuy 3HATTI 3 HET 3aXUCTY, SKLLO
ue € HeobOXigHWMM) niggalTb peakuii 3i CrosyKo
dopmymm (5).

Crionykun dhopmyrnm (4) € KOMepLiiHO JOCTYMHUMM
abo Bigomi B AaHiv ranysi abo MoxyTs 6yTn oTpuMaHi
3a 4OMoMOoroto cnocobiB, BIiQOMUX y AaHil ranysi.

Cnonykun dhopmyrnm (5) € KoMepLiiHO JOCTYMHUMMN
abo Bigomi B AaHiv ranysi abo MoxyTs 6yTn oTpuUMaHi
3a JOMoMoroto cnocobiB, BiQOMUX y AaHil ranysi.

Hanpuvknag, skwo crnonyka cdpopmynm (5) (X=CI)
aBnsie coboto cnonyky dpopmynm (5a), To crnonyyYeHHs
3 (4) MOXHa 3[icHIOBaTK, SK MOKAa3aHo Ha cxeMi 2
(oe saxucHa rpyna P gns amiHorpynu siBnsie coboto
Boc-rpyny).
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Flap

A 1 B BubupaoTb Byrneuw W as3oTy, Takum
YMHOM, criornyka cpopmym (5a) Moxe SBAATM co6oto
noxigHe doeHiny, nipuanHy abo nipuMiguHy.

Ra saBnsie cobow KinbLeBUiA 3aMiCHUK,
nignagae nig Bu3HaveHHs chopmymm (1).

AKUN
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Crionyku chopmyrm (3), y sikux R' siensie coGoto
reTepouukn, Hanpuknag TpuasuH, Tiason i Tiagiason,
MOXYTb ByT OTpMMaHi 3a AOMOMOrOK aHarorivyHoro
crnoco0y.

Migpxooawmmmn 3axvcHUMKU rpynamu Ansg peakuii
CMOMy4YeHHsl, OMMcCaHoOi BuWE, €, Hampuknag,
kapbamaTHi 3axucHi rpynu, Taki sk Boc (TpeT-
6yTOoKCMKapOOHIn) abo iHWi 3axucHi rpynu, Bigomi B
[aHin ranysi abo onucaHi B JaHOMy OMUCi paHiLle.

Cronyku copmyrm (3), sikux R' siensie coGoto
deHin abo reTepoLmK, Takui siK, HAaNpUKnaa, dypaH,
TiodpeH abo nipuavH, MOXYTb BYTU OTpUMaHi LLNAXOM
CMOMyYeHHs 3axuLLEeHOro BapiaHTa crnoflyku doopmym
(4) (To6TO0 crnonyku cdopmynm (4-P)) 3 nigxogsaiuoto
crnonykoto dopmynm (5), Hampuknag, e X sBhse
coboto ranoreH, Takui sik Br, 3a gonoMorow peakuii
aMiHyBaHHS, KaTanidoBaHoO| nanagiemM, sika Bigjoma B
OaHin ranysi, [auB., Hanpuknag, Hartwig, J.F.; Angew.
Chem. Int. Ed, 1998, 37, 2046-2067, Topics in
Chemistry, 219, 2002, Alex R. Muci; Stephen L.
Buchwald; Artis Klapars # iH. J. Am. Chem. Soc,

2001, 123, 7727-7729]. Lien cnoci6
NPOINCTPOBaHUI Ha CXEMIi HXKYeE.
AT~ W+ Boar mOCNH {ji-ar
—t FAIacL, RTMAF
-7 5l Cel1l "
fr dwnia, uipnaun, FrE, s s THD
AnbTepHaT1BHO, MOXHa BMKOPWCTOBYBaTU
rnonepegHuk cronykn dopmynm (4), Hanpuknag,

noxigHi asvgy abo aueTanto, Taki 9K HaBeAeHi HKYe.

e

Crionyku chopmyrm (3), y sikux R' siensie coGoto
iHWMIA  reTepouukn, Hanpuknag, Tiason, TakoxX
MOXYTb OyTM OTpMMaHi LUNAXOM peakuii umknizauii
nigxoasawoi  (N-3axuweHoi)  moxigHoi  cronyku
dopmymm (4). Llen cnocib npointocTpoBaHuin Ha cxeMmi
HWwKYe Ansg R, skuin npeacTtaBnse Tiason, y sSKOMy
rnoxigHe TiOCEYOBWMHM crionykn dopmym  (12)
nigoaTb peakuii 3 ranoankapOboHINbHAM NoXigHUM
13) (v sIKOMy R saBnge coboi HeoboB'sI3KOBUN
3aMicHUK Ha R, sik BUHa4YeHO B [aHiv 3asBLi BULLE) 3
ofepxaHHam N-zaxuieHoi crnonyku dopmyrm (14).
MigpxoOswe Taky peakuito MOXHa 34iucHioBaTM B
CMMPTOBOMY PO3YMHHWKY, TakoMmy $IK mMeTaHon abo
eTaHon, nigxoAsdile npu MiABULIEHIN Temneparypi.
Motim N-zaxucHa rpyna (BOC-rpyna Ha cxemi,
HaBegeHOi Hwkye) Moxe OyTM BunydyeHa B
nigxoasmx ymoBax, BifoOMUX Y AaHiv ranysi.
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B3aemogito cronykn cpopmynm (2) 3i crionykoto
dopmymm (6) (cnocib B) abo crnonykoto hopmymm (7)
(cnoci® r) BulWEe MOXHa 3AiCHIOBATM, Hanpuknag,
BUKOPUCTOBYIOUN 3B'A3yBalnbHi  PEYOBUHM, Taki $K

TpudeHindocdiH i gieTnnasognkapobokcunat (DEAD)
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abo iHwWi peareHTn, fobpe BigoOMI B AaHiv ranysi, ons
aKTUBYBaHHS1 YTBOPEHHS CKNagHoedipHOro 3B'A3Ky.

Cronyka dopmynm (6) moxe OyTM yTBOpeHa
wnaxom B3aemogii cronyku dopmynm (7)) 3i
cronykoto hopmymm (8), ik oMMcaHo BuLLE.

FIKLu,o cnonyKa q)opM}/nm (8) FlBJ'IFlC coGoto X-R'd,
X-R'e abo XR'f (e R'd — R'f maiotb 3HaueHHs,
BKa3aHi B JaHOMy BWHaxoAi BuLle, i MICTUTb rpymny
CHy), To crnony4eHHs 3i cronykoto cdopmyrm (4) abo
(7) (3axvweHoto, npu HeobxigHocT) nigxoasLle
MOXHa 3[iMCHIOBaTW, BUKOPWUCTOBYIOUM  peakLito
BiJHOBHOIO aMiHyBaHHS i3 3aCTOCYBaHHsIM peareHTy,
Takoro K TpuaueTokcmboporigpua HaTpito,
Hanpuknag, sik nokasaHo Ha cxemi 3 ansi R'd:

]
| N
Hte._
—_ . R M
“H i o e "\.I
| A
L] =
LA TRUTR LTS B) 1

Coowan 1

Cronykn dopmymm (1) MoxHa noegHyBaTu 3
Hykneodinamu (Hanpwknag, R-SH 1 R-OH n R-NHy)
BiANOBIAHO A0 cxeMu 4 Ans yTBOPEHHS iHLWMX CMOnyK
cdopmyrm 1:

Wﬂwf’”‘ _ X0 <«

Coewn

Ra saBnsie coboio KinbLEeBUA 3aMiCHUK, SKUR
nignagae nig Bu3HaveHHs chopmymm (1).

AnbTepHaTuBHO, SKLWO B y BuLleHaBeaeHi cxemi
4 gBnse cobol Byrneub, TO MOXHa 3AiliCHIOBaTU
€KBiBaNeHTHy peakuilo, y SKin Hykneodin sBnse
co6oto ROH, y mpucyTHOCTI NyXHUX MeTarniB, Takux
SIK HaTpin abo Kanin, B ymoBax crnermu.

B noganblomy BapiaHTi 34iMCHEHHS BuHaxody
3abesnevyetbCca  crnocib  ogepXaHHa  CronyKu
dopmymm (1) abo i hapMaLeBTUYHO MPUAHATHOI COTi
(oe 3MmiHIOBaHI rpynu, SIKWO creuianbHO He BKa3aHo
iHaKLe, MalTb 3Ha4YEHHSs, BkadaHi ans dopmynm (1)):
a) gna cnonyk dopmyrm (1), y akux W asnse coboio
NR?®; B3aemoito kucrotm coopmynn (2a):

Rﬂ R-I

(28)
(ne R* sBnsie cobow BoaeHb abo nigxoasiiy
3axucHy rpyny) abo Ti akTMBOBaHOro noxigHoro; 3
amiHom dopmymm (3a); abo

66
6) B3aemogito cronykn doopmynm (4a):

Y
I

WA

B’ R’

R!

(4a]
3i cnonykoto dhopmymm (5a):
X-R'

{3a)

ae X sBnsie coboto rpyny, AKy BUTICHAIOTb;

B) ans crnonyk dopmymm (1), y skux W asnse
coboto O; B3aemogjto kucrnotn copmymm (2a) abo Ti
aKTMBOBAHOIO MoXigHoro, 3i cnMptom dopmymm (6a);
abo
HO

N
RI

{6a)

i noTiM, Npu HeoOXiaHoCTi:

i) nepetBopeHHst cronyku cdopmynm (1) B iHWy
crnonyky coopmymm (1);

i) BuganeHHs 6yab-sSKMX 3aXUCHUX Tpy;

iii) yTBOpeHHs dhapMaLeBTUYHO MPUNRHATHOT COfi.

X 9dBnge coboto rpyny, $Ky BMUTICHSAIOTb,
NgXoAsWMMN  3HAYEHHIMW Ana X €, Hanpuknag,
xrop, 6pom abo 1noga.

YMOBUM 34iiCHEHHSA crnocoby 1 3aranbHi cxemu
CWHTE3y MPOMDPKHUX CMOMyK HaBedeHi B OaHOMy
BUHaxoAi paHiLle.

Takox cnig BpaxyBaTtu, LUO MEBHi Pi3Hi KinbLuesi
3aMiCHUKM B Cronykax 3rigHo i3 AaHMM BUHaxo4oM,
HaMpWKnaz, 3aMicHUKM Ha Kinblii R', HaBegeHi sk Ra
Ha BUMLLEOMNUCaHUX cxemax, MOXyTb OyTW BBedeHi 3a
OOMOMOTOK  CTaHOApTHUX peakuii  apomaTu4HOro
3aMmilleHHs abo oTpuMaHi  WsxoMm  mMoguddikauii
3BUYaNHUX (PYHKUIOHaNbLHUX rpyn sk nepeq, Tak i
6e3nocepeaHbO nicns crnocobiB, onMcaHnx BuLg, i No
CyTi BK/MHOYEHi Yy BapiaHT 3f4ilicCHEHHs crocoby
BiANOBIAHO 0 BMHaxody. PeareHTu, BUKOPUCTOBYBaAHI
ONs BBEAEHHS TaKMX KiNbLEBMX 3aMiCHUKIB, € abo
KOMEPLMHO JOCTYNHUMMK abo MOXYTb OYyTWM OTpUMaHi
cnocobamn, pobpe BigoMuMMM B JaHid  ranysi.
ArbTepHaTMBHO, BUXiAHI peuoBuHM, y sikux R' yxe
3aMilLeH, MOXYTb ByTV KOMepPLINHO AOCTYMHUMMU.

BBegeHHAM 3aMmicHWKiB Yy kinbue R’ MoxHa
nepeTBoOploBaTU ofHa cromnyky dopmMynm (1) B iHLy
crnonyky copmymm (1). Taki peakuii n mMogudikauii
BK/IOYalOTb, HaMpuWKrag, BBEAEHHS 3aMiCHMKa 3a
JornoMoro  peakuii  apoMaTU4HOro  3aMilleHHs,
BiJJHOBMEHHS1 3aMiCHUKIB, arkinyBaHHs 3aMiCHUKIB,
OKUCIIOBaHHS 3aMiCHUKIB, ecTepudikauil 3amiCHUKIB,
amigyBaHHS 3aMiCHUKIB, YTBOPEHHSI reTepoapurbHUX
Kineub. PeareHT W yMOBM peakuin Ona  Takux
mMeToaMK fobpe Bigomi B ranysi ximii. NepeBaxHuMu
npuknagaMmuM peakuii apoMaTUYHOro 3aMileHHs €
BBEJEHHS ankokcuaiB, peakuii aia3oTyBaHHA 3
HaCTYMHUM BBEAEHHAM TiOMbHOI rpyny, CAUPTOBOI
rpynu, ranoreHoBoi rpynu. MNpuknagamu moaudikadin
€; OKUCMNIOBaHHA arnkinTtiorpynu o ankincynbdiHiny
abo arnkincynsdgoHiny.
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BupanenHs Oydb-skux  3axucHuX  rpyn 1
YTBOPEHHS1  (papMaueBTUYHO  MPUMAHATHOT  COTIi

3HaxoauTbCca Yy KBanidikauii cepegHboro axisus B
JaHin ranysi opraHiyHol XiMmil Mpu BUKOPUCTaHHI
3BUYanHUX MeToauk. [logaTkoBa iHpopmaLia Wwoao Ui
cTagii HaBeaeHa BuLLe.

Axkwo HeobxigHa oOMTMYHA akTMBHY oOpMy
CMOMyKN 3@ BWHAxo4oM, TO BOHa MoOxe OyTu
OTpUMaHa npu 34icHeHHI Oyab-sIKOi 3 BULLIEONUCAHMX
MeTOOMK 3 BUKOPUCTAHHAM OMTUYHO  aKTMBHOI
BMXiOHOT  peyvoBUHM  (YTBOPIOETLCS,  Hanpuknag,
LAAXOM acUMeTpUYHOI iHAYKUIT nigxogawoi cTagil
peakuii), abo WnSXoM pOo3AdiNeHHa  paueMivHoi
dopmu cronykm abo MPOMDKHOMO MPOAYKTY 3a
[JOMOMOrol0  3BMYaHOT MeToaMKW, abo  LUnsiXoMm
XpomartorpagidyHKkoro posfineHHs giactepeomepis
(AKwWo  BOHM  yTBOplOOTECH).  DepMeHTaTUBHI
MEeTOOMKM TakoX MOXYTb OyTM npugaTtHUMu Ans
OfEepXaHHa OMMMYHO aKTMBHWX Crofyk Ta/abo
NPOMDKHUX MPOAYKTIB.

MofibHMM  YMHOM, SKWO MOTPIOHO  4YMCTUR
perioisomep crnonyks 3a BWHaxoOoM, TO BiH MOXe
OyTM OTpMMaHWi npu  34iNCHEHHI Oyab-akoi 3
BMLLEOMMCAHNX METOAUK 3 BMKOPWCTaHHSIM YMCTOrO
perioizoMepy §K BUXiOHOT PeYoBUHW, abo LUMAXOM
po34ineHHs cymiwi perioisomepiB abo NPOMDKHUX
NpOAYKTiB 3a 4OMOMOroH 3BM4aNHOT METOAUKN.

BignosigHo Ao noganbLlUoro BapiaHTa 34iNCHEHHA
BMHaxody, 3abesnevyeTbcs cronyka dopmymm (1)
abo il apmaueBTMYHO MPUUHATHA Cinb  Ans
3acTOCyBaHHs B Crocobi TepaneBTUYHOrO NiKyBaHHS
MI0ANHM abo TBapUHM.

Hamyn 6yno BMSIBMEHO, WO CMOMYKU 3rigHO i3
JaHuM  BMHaxo[oM iHribyoTe GaktepianbHy [OHK-
ripasy m TOMy BOHW CTaHOBMATb iHTepec Woao iX
aHTMbakTepiansHUX gin.

BignosigHo Ao noganbLlUoro BapiaHTa 34iMCHEHHS
AaHoro BMHaxoay, 3abesnevyeTbCs cnoci6
OJepXaHHa aHTubakTepianbHoi Aii B TEMIOKPOBHOI
TBapuHKW, Takoi $K noguHa, sika noTpebye Takoro
NiKyBaHHs1, KW BKIOYaE BBEAEHHSA BKa3aHi TBApUWHI
eeKTMBHOT KiMbKOCTi Cromnyku 3rigHo i3 AaHuMm
BUHaxoAoM abo il hapmaLeBTUHHO NPUAHATHOT COfi.

BignosigHo Ao noganbLlUoro BapiaHTa 34iNCHEHHS
BMHaxody, 3abe3neyyeTbcA  Crocid  iHribyBaHHs
6akTepiansHoi [HK-ripasu B TennokpoBHOI TBapWHM,
Takol §iK noguHa, fka notpebye Takoro mnikyBaHHs,
AKAA  BKMIOM@E  BBEOEHHA  BKasaHin  TBapwHI
edeKkTMBHOI KinbkocTi crnonykn cdopmymm (1) abo ii
apMaLeBTUHHO MPUWHATHOT COfMi, SIK BU3HAYE€HO B
AaHOMy BMHaxo4j BULLE.

BignosigHo Ao noganbLlUoro BapiaHTa 34iMCHEHHS
BMHaxody, 3abesnevyeTbCsl  CMOCIO  MiKyBaHHS
GakTepianbHOT iHeKUil B TErroKpOBHOI TBapWHM,
Takol §iK noguHa, fka notpebye Takoro mnikyBaHHs,
AKAA  BKMIOMaE  BBEOEHHA  BKasaHin  TBapwHI
edeKkTMBHOI KinbkocTi cronykn cdopmymm (1) abo ii
¢apMaLeBTUHHO MPUWHATHOT COfMi, SIK BU3HAYE€HO B
AaHOMy BMHaxo4j BULLE.

BignosigHo Ao noganbLlUoro BapiaHTa 34iNCHEHHS
BMHaxody, 3abesneyvyetbcsa cronyka dpopmynm (1) i ii
¢apMaueBTUHHO MPUMHATHI COMi ANA 3acTOCYBaHHA
SK nikapcbkuii 3aci6. [Migxoauts nikapcbkuin 3acid
aBnsie coboto aHTnbakTepiansHMA 3aci6.
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Miogxoaswe, 3abe3nedyeTbcsa cronyka hopmymm
(1) abo ii dapmaueBTUYHO MPUMHATHA Cinb Ans
3aCTOCYBaHHsl siK NiKapCbkui 3acib Ana oaepXKaHHsi
aHTMbakTepianbHOT Al B TEMIOKPOBHOI  TBapWHM,
TaKkoi K noguHa.

Miogxoaswe, 3abe3nedyeTbcsa crofnyka hopmymm
(1) abo ii dapmaueBTUYHO MPUMHATHA Cinb Ans
3acTOCyBaHHsl siK Nikapcbkuii 3acid ansa iHribyBaHHA
6akTepiansHoi [HK-ripasu B TenNnokpoBHOI TBapWHM,
TaKkoi K noguHa.

MepeBaxHo, 3abesnevyetbCca crionyka hopmymm
(1) abo ii dapmaueBTUYHO MPUMHATHA Cinb Ans
3aCTOCYBaHHSA $K JiKApCbKWi 3acib ana nikyBaHHS
GakTepianbHOT iHeKUil B TErroKpOBHOI TBapWHM,
TaKkoi K noguHa.

BignosigHo Ao nodanbLUoro BapiaHTa 34iNCHEHHA
BMHaxody, 3abesrnedyeTbCs 3acTOCyBaHHS CrOSyKU
dopmymm (1) abo i bapMaLeBTUYHO MPUAHATHOI COi
Ond  MPUroTyBaHHa  MiKapcbkoro — 3acoby  Ans
3aCTOCYyBaHHs1 AN oAepXKaHHA aHTMbakTepianbHoT aii
B TENIOKPOBHOI TBAPWHW, TaKOT SIK M0aUHA.

BignosigHo Ao noganbLlUoro BapiaHTa 34iNCHEHHS
BMHaxody, 3abe3srnedyeTbCs 3acTOCyBaHHSA CrOSyKU
dopmymm (1) abo i bapMaLeBTUYHO MPUAHATHOI COi
Ond  MPUroTyBaHHa  MiKapcbkoro — 3acoby  Ans
3acTocyBaHHs Ans iHribyBaHHa GaktepianbHoi JHK-
ripasu B TEMMOKPOBHOT TBAPUHK, Takol SK NoAMHA.

Takum 4mHOM, BIQMOBIAHO [0 MoAanbLLIOro
BapiaHTa 34iiCHeHHs BuHaxogdy, 3abesnevyeTbcs
3actocyBaHHa crionyku c¢opmymm (1) abo iV
¢apMaLeBTUHHO MPUAHATHOT COMi ANs NPUroTyBaHHA
nikapcbkoro  3acoby Ans 3acTocyBaHHSA — Ans
nikyBaHHsi GakTepianbHOi iHekuii B TemnnokpoBHOI
TBapWHK, TaKoT K NoanHa.

BignosigHo Ao noganbLluoro BapiaHTa 34iNCHEHHS
BMHaxody, 3abesnevyeTbCcs cronyka dopmymm (1)
abo il apmaueBTMYHO MPUWHATHA Cinb  Ans
3aCTOCYyBaHHs1 AN oAepXKaHHA aHTubakTepianbHoT aii
B TENSIOKPOBHOI TBAPMHU, TaKOT SK M0anHA.

BignosigHo Ao noganbLlUoro BapiaHTa 34iMCHEHHS
BMHaxody, 3abesnevyeTbCcs cronyka dopmymm (1)
abo il apmaueBTMYHO MPUNHATHA Cinb  Ans
3acTocyBaHHs Ans iHribyBaHHa 6GaktepianbHoi JHK-
ripasu B TEMMOKPOBHOT TBAPUHK, Takol SK NoAMHA.

Takum 4YmHOM, BIQMOBIAHO [0 MoAanbLIOro
BapiaHTa 3f4iiCHeHHs BuHaxogdy, 3abesnevyeTbcs
cnonyka copmymm (1) abo ii dapmaueBTUYHO

NPUMHATHA CinNb Ana 3acToCyBaHHA AN NiKyBaHHS
GakTepianbHOT iHeKUil B TErroKpOBHOI TBapWHM,
TaKkoi K noguHa.

Ona 3acTtocyBaHHa crnonyku dopmynm (1) abo ii
apmaLeBTUYHO MPUAHATHOI coni, (Hagani B LUbOMy

po3aini  CTOCOBHO  hapMauUeBTUYHOI  KOMMO3WLil
"crnonyku 3a OaHUm BMHaxogom") ansi
TepaneBTU4HOro (Bkntovatoumn npodinakTnyHe)

nNiKyBaHHs1 CCaBLLiB, BKMOYaoun Noaen, 3okpema, ans
NiKyBaHHs iHdeKUil, T 3BUYaiHO roTyloTb BiAMOBIAHO
0O  cTaHOoapTHOT  papMaueBTUYHOI  TexHonoril
NPUroTyBaHHA  MiKapCbkux  popMm BUrNagi
hapmMaLeBTUHHOT KOMMO3ULLT.

Omxe, B iHWOMY BapiaHTi 34INCHEHHS BUHaxoay
AaHoro BuHaxody 3abesnedvyeTbcsi hapmaueBTUYHA
KOMMO3KLis, sika MicTUTb cronyky doopmyrm (1) abo i
¢apMaueBTUHHO MPUMHATHY Cinb i hapmaueBTUYHO
NPUNRHATHUIA PO3pimpKyBay abo HOCIN.

y
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BignosigHo Ao noganbLlUoro BapiaHTa 34iNCHEHHA
BUHaxoay, 3abesnevyeTbCs apmaLeBTUiHa
KOMMO3KUis, sKka MiCTUTb cronyky dopmyrm (1), sk
BM3HA4YeHO B [JaHOMy BuHaxodi Buwe, abo i
¢dapMaueBTUHHO MPUAHATHY Ciflb Yy CrONYyYeHHi 3
dapMaLeBTUYHO MPUNHATHMM HarnoBHOBa4YeM abo
HOCiEM Onst  3acToCyBaHHst Ansd  iHribyBaHHS
6akTepiansHoi [HK-ripasu B TENnoKpOBHOI TBapWHM,
TaKkoi K noguHa.

BignosigHo Ao nodanbLlUoro BapiaHTa 34iMCHEHHS
BUHaxoay, 3abesnevyeTbCs hapmaLeBTUiHa
KOMMO3KUis, sKka MiCTUTb cronyky dopmymm (1), sk
BM3HA4YeHO B [JaHOMy BuHaxodi Buwe, abo i
¢dapMaueBTUHHO MPUAHATHY Ciflb Yy CrONyYeHHi 3
dapMaLeBTUYHO MPUNHATHUM HarnoBHOBa4YeM abo
HOCiEM  AnMsS  3acToCcyBaHHA AN JliKyBaHHS
GakTepianbHOT iHeKUil B TEMroKpOBHOI TBapWHM,
TaKkoi K noguHa.

Komno3uuii 3a BUHaxogoM MOXYTb 3HaxoAUTUCS
y dopmi, €Ka npugatHa Ans  nepopanbHoOro
3acTocyBaHHA (Hampuknag, y Burnsgi TabneTok,
KOpXiB, TBepauMx abo r'akux kancyn, BOAHMX abo
MacnsHUX CYCMeHsil, eMynbCiin, AncrneproBaHuX
nopoLukie abo rpaHyn, cuponis abo enikcupis), ons
MiCLLeBOro BBedeHHs (Hampuknag, y Burnsgi nacr,
mMasel, renis, BOAHUX abo MacrsitHux po3yuHiB abo
CyCMneHsin), [AOna BBEOEHHs  LUMASAXOM  iHransui
(Hanpuknag, y BUrnsSai TOHKONOAPIOHEHOTO MOPOLLKY
abo pigkoro aepos3onio), AOnd BBEOEHHS LUMSXOM
BAYBaHHA (Hanpuknag, y Burnsgi TOHKoMoapibHeHoro
nopowky), abo And napeHTepanbHOro BBEAEHHS
(Hanpuknag, y BUrna4i CTepuribHOro BOAHOrO abo
MacnsHOro  po3YuMHy Ans  BHYTPILHbOBEHHOrO,
MigWKipHoro abo BHYTPILLHLOM'A30BOr0  BBEOEHHS,
abo y BumMAdi Ccyno3uTopilo Ana  peKTanbHOro
BBEOEHHS).

Komnosuuii 3a BMHaxogom MOXYyTb  OyTn
OTPUMaHi 3BMYaMHMMM criocobamu NPy BUKOPUCTaHHI
3BMYaNHMX (hapMaLeBTUMHKX HamMoBHIOBaYiB, nobpe
BiJOMUX Y AaHiv ranysi. Takum 4YMHOM, KOMMO3WLil,
npu3HayeHi Ans nepopanbHOro BBEAEHHS, MOXYTb
MICTUTK, Hanpuknag, oavH abo aekinbka GapBHUKIB,

nigconompxysauis, apomartusaTtopis Ta/abo
KOHCEepBaHTIB.
Migxoaawwi ¢apmMaueBTU4HO NPUAHSTHI

HanoBHIOBaYi Ans TabneTky BKOYaTh, HANPUKNag,
iHepTHi po3pimKyBavi, Taki sk nakTo3a, kapboHar
HaTpito, doccar kanbuito abo kapboHaT kanbLito,
rpaHyniotodi i gesiHterpytodi  3acobn, Taki Sk
KYKYpYO3siHU  Kpoxmanb abo arnbriHoBa KMCIoTa;
3B'A3yBanbHi  peyvYoBMHW, Taki K  KpoXMmarb;
3amacrioBadi, Taki ik cTeapaTt MarHito, cTeapuHoBa
KMcroTa abo TanbK; KOHCEepBaHTW, Taki sk eTnn abo
nponin n-rigpokcnbeHs3oar, i aHTMOKCUAAHTH, Taki K
ackopbiHoBa kucnoTa. Jlikapcbki npenapatu y BUrnsagi
TabneTok MoXyTb OyTM 6e3 MnokputTa abo MOXYTb
HacTyMHOr0 BCMOKTYBaHHSi aKTMBHOI pPEYOBUHU B
LLITYHKOBO-KULLKOBOMY TpakTi, abo Ans noninweHHs ix
cTabinbHocTi Ta/abo 30BHIlWHLOrO BUrMSQy, ANA
LbOr0 BMKOPUCTOBYHOTBCA 3BUYaWMHi  3acobu  ans
MoKpUTTA W MeToauku, siki AoOpe Bigomi B AaHin
ranyasi.

Komno3uuil ans nepopanbHOro 3acTocyBaHHA
MOXYTb  3HaxoguTuca y  Burfiaai  TBepaux
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KenaTUHOBKX Kamcym, Y SKUX aKkTUBHUA KOMMOHEHT
3MillaHUM 3 iHepTHUM TBepaAMM PO3pimKyBaveM,
Hanpvknag, kapboHatom  Kambuito, docdartom
Kanbuito abo kaoniHoM, abo y BUMA4I  AKUX
KenaTMHOBKX Kamcym, Y SKUX aKkTUBHUA KOMMOHEHT
3MilwaHunin 3 Bogoto abo macriom, TakuM sik apaxicoBa
onis, pigkvii napadiH abo macnuHoBa onisi.

BoaHi cycneHsii, sik npaBumo, MICTATb akTUBHUMN
KOMMOHEHT Y (POpMi TOHKOMOAPIOHEHOrO MOPOLLKY
pasoM 3 ofgHMM abo [AekinbkoMa CycrneHgyl4MMu
3acobamn, TakuMu SK  KapbokcumeTuruesnonosa
HaTpito, MeTUnLenonosa,
rigpokcunponinMeTunuenonosa, anbriHaT HaTpito,
noniBiHiN-niponigoH,  TparakaHToBa  kamedb 1
apasilicbka Kamegb; Avcrnepryoynmmm abo
3MOoYyBarbHUMK 3acobamu, Takumy SK neunTuH abo
NpOAYKTM KOHAeHcauil arnkineHokcuay 3 >XUPHUMU
KMCnoTamu (HanmpuvKnag nofiokcieTuneHcTeapar), abo

npoAayKTn KoHAaeHcau,ii eTuneHokecuay i3
[0BronaHLuroBuMmn anichaTtu4HMMmn cnvptamu,
Hanmpvknag  renragekaeTuneHokcuueTaHon,  abo

NpOAYKTU KOHAeHcalii eTuneHokcuay 3 MoXiaHUMU
HEMOBHMX CKNaaHUX eipiB XXUPHUX KUCIIOT i FEKCUTY,

Taki sk noniokcieTuneHcopbitMoHooneat, abo
npoAayKTn KoHAaeHcauii eTuneHokecuay i3
[OBrofaHLoroBUMm anihaTtu4HMMmn cnvpTamu,
Hampvknag  renragekaeTUNeHoKCULLeTaHo, abo

NpOAyKTU KOHAeHcalii eTuneHokcuay 3 MoXigHUMU
HEMNOBHMX CKNaaHUX eipiB XXUPHUX KUCIIOT i FEKCUTY,
Taki sK  noniokcieTuneHcopbitMoHooneat, abo
NpOAyKTU KOHAeHcauii eTuneHokcuay 3 MoXiaHUMU
HEMOBHUX CKMagHUX edqipiB XWUPHUX KUCIOT 3
aHrigpngamm rekcury, Hanpuknag
nonieTnneHcopbitTMoHooneat. BoaHi cycneHsii Takox
MOXYTb MICTUTU OAMH abo Oinblie KOHCEpBaHTIB
(Takux sk etun abo nponin n-rigpokcnbeHsoar,
aHTMOKCMOaHTIB (Takux siK ackopbiHoBa KkucroTa),
6apBHuKIB, apomaTtu3aTopiB Ta/abo MigconomKyBaYis
(Takux sik caxapo3sa, caxapuH abo acrnapTam).
MacnsiHi cycneHsii MoXyT OyTu NpUroTOBIEHI
LUNAXOM CyCrneHOyBaHHS aKTMBHOMO KOMMOHEHTa B
POCIMHHIM onii (Takii sk apaxicoBa onisl, MacnMHoBa
onisi, KyHxyTHa onis abo kokocoBa onig) abo B
MiHepanbHOMy Macni (Takomy SIK pigkui napadiH).
MacnsiHi cycrneHsii TakoXX MOXYTb MICTUTWU 3aryCHUKMU,
Taki sk OmKonuHWIA Bick, TBepaun napacdiH abo
LeTurnoBui crmMpT. TakoX MOXyTb AofdasaTtucs
nigcrnonofxysadi, Taki SK rnepepaxoBaHi Bulle, i

apomarusatopu ans ofepXaHHsi CcMa4yHoro
npenapaty AN nepopanbHoro  BBeAeHHs. Ll
KOMMO3MUii TakoX MOXYTb OyTM 3axullieHi Big

po3KMagaHHs  LNAXOM JoAaTka  aHTMOKCMAAHTY,
Takoro sik ackopbiHoBa kucroTa.
[ucneproBaHi MOPOLLKM 1 rpaHynn, ki NiAXoasTb

AN ofdepXaHHA  BOAHOI  CYCMeHsil  wnigxom
JoJaBaHHA BOAMW, SIK MPaBUIIO, MICTATb aKTUBHUM
KOMTMOHEHT pasom 3 OVcrepryymm abo

3MOYyBarnbHMM 3acobom, cycrneHaylounm 3acobom 1
ogHuM abo binblwe koHcepBaHTamu. [prknagamu
nigxoadwmx Aucneprylodmx abo  3mouyBanbHMX
3acobiB i cycneHgytoumx 3acobiB € 3acobu, 3ragai
BuWEe. TakoX MOXYTb BKHOYaTUCS  [OOAATKOBI
HanoBHIOBaui, Taki K nigconomxysaui,
apomatusatopu 1 6apBHUKN.
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dapmMaueBTUYHI KOMMNO3ULiT 3@ BUHAXOAOM TaKOX
MOXYTb 3HaAXOAUTUCA Y BUMMSAAI eMynbCii Macro-y-
Bogdi. MacnsiHolo ¢pasoto Moxke OyTV pocrnvMHHa onis,
Taka sik MacnuHoBa oris abo apaxicoBa onisi, abo
MiHepanbHe Macrno, Take $K, Hanpuknag, pigkun
napacdiH abo cymilw Oyab-AKMX nepepaxoBaHUX
3acobiB. [Migxooawmmm emynbryroummm  3acobamm
MOXYTb OyTW, HampvKnag, MPUMPOAHI CMOMM, Taki SK
apaBilicbka kamegp abo TparakaHToBa Kamegdb,
npvpoaHi docdatnam, Taki ik cod, NeUUTrH, cKnagHi
edipn abo noxigHi HEMOBHUX CKNagHux edipis
XUPHUX KUCMOT 3 aHrigpugamu rekcuty (Hanmpuknag
copObiTMOHOONEaT) i MPOAYKTU KOHAEHCAaLii BKa3aHWX
HEMNOBHMX CKNagHux edipis 3 eTUNeHOKCUAOM, Taki SK
noniokcieTuneHcopbitMmoHoonear. Emynbcii  Takox
MOXYTb MICTUTU MiACOMNOMKYBaYi, apomMaTusaTtopu 1
KOHCEpBaHTU.

Cvporm 1 enikcupu TakoX MOXYTb OyTu
NpUroToBrieHi 3  MigofiogXyBavyamu, TakuMum  SK
rnilepwH, nponineHrnikonb, copbiT, acnaptam abo
caxapo3a, a TakoX MOXYTb MIiCTUTM 3acib, skui
3MeHLUYye MoApasHeHHs, KOHCepBaHT, apomMatusaTtop
Ta/abo 6apBHUK.

dapMaueBTUYHI  KOMMO3ULIT  TakoX  MOXYTb
3HaxoauTncs y OpMi CTEPUNbHOMO PO3YMHY And
iH'ekuin abo macnsHoi cycneHsii, Ski MoXyT byTn
nNpuUroToBrneHi BIAMOBIAHO [0 BiAOMUX METOAMK,
BMKOPWUCTOBYOUM oOauH abo Oinblue nigxoasALmx
avicneprytoumx  abo  3modyBanbHMX  3acobiB i
CycneHay4mx 3acobis, onMcaHux BULLE.
CrepvnbHuin mpenapaT Ans iH'eKUin TakoX Moxe
ABNATM coBOI0 CTEPUNbHUIM PO34uMH And iH'ekuii abo

CYCMeHsito B HETOKCMYHOMY po3pimkyBadi abo
PO34YUHHUKY, AKUA € MPUAHATHUM ans
napeHTepanbHOro BBEAEHHS, HaMpuKnag, po3yvH B
1,3-6yTaHgioni.

Komnoauuii ans BBEAEHHA LUMNSXOM iHranauii
MOXYTb  3HaXOOUTUCA Yy BUMSAI  3BUYAMHOIO

aepos3orto Mig MiABMLLEHNM TUCKOM, MPUCTOCOBAHOMO
AN pPO3MoAiny akTMBHOIO KOMMOHeHTa abo y Burnagi
aepo30ornto, SIKMA MICTUTb TOHKOMNOAPIGHEHY TBepay
pedvoBuHY abo piaki kpanni. MoxyTb 3acTocoByBaTUCS
3BUYalHI nNponeneHTU AnNs aepo3onto, Taki sK neTki
dTopoBaHi  ByrneBogHi  abo BYIrMeBOHi, i
aepo30rbHUA  MPUCTPIN ABMsSE COo0OI0  3BMYAHUN
npucTpii AN po3nofinly [[030BaHOl  KiMbKOCTi
aKTUBHOTO KOMMOHEHTA.

OopatkoBa iHbopMaLia WOA0 MNPUrOTYBaHHSA
nikapcbkux npenaparis [BukNageHa B rnasi 25.2, Tom
5 «3arambHoi megndHoi  ximii»  (Comprehensive
Medicinal Chemistry) (Corwin Hansch; ronosa
pegakuinHoi konerii), Pergamon Press 1990].

KinbKkicTb akTMBHOIrO KOMMOHEHTa, sika HeobxigHa
Ons ogepXaHHa OAMHWUYHOI nikapcbkol dopmn B
CronyYeHHi 3 OfHUM abo Aekinbkoma
HarnoBHOBa4YaMu, HEOAMIHHO 3MIHIOETbCS 3anexHo

Bij OpraHiamy, SkuA nigaaeTbca  NiKkyBaHHO, i
KOHKPETHOro  LWAXy  BBEAEHHS. Hanpvknag,
npenapaTt,  Mpu3Ha4YeHWd Ans  nepoparnbHoro

BBEAEHHS N0AsAM, sIK NpaBuIio, MICTUTb, Hanpuknag,
Big 0,5Mr o 2r aKTMBHOIO KOMMOHEHTa B CrOfyYeHHi
3 nigxoasLLUoo " NPUNHSATHOO KiNbKIiCTIO
HaMNoBHIOBAYIB, WO MOXe  3MiHBaTMCa  BiA
npubmmsHo 5 go npubnmsHo 98% Big 3aranbHOT MacK
komMno3wuuii. CtaHgapTHi 4o30BaHi OpMM 3BUYANHO
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MicTATb npubrm3Ho Big 1mr go 500Mr akTMBHOro
KOMroHeHTa. [logatkoBa iHoOpMauis WoaAo Liaxis
BBEAEHHA N peXuMmiB BBeOEeHHs [HaBedeHa B rnas.i

253 TOM 5 «3aranbHOi Meau4HOI  XiMiT»
(Comprehensive  Medicinal Chemistry) (Corwin
Hansch; ronosa pepakuiiHoi konerii), Pergamon
Press 1990].

HdopatkoBO [0 CMOMyK MO AaHOMY BWHaxogi
¢hapmMaueBTMHHa KOMMO3MUis BignoBigHO OO AaHoro
BMHaxody TaKkoX MOXe BKkroyatM abo chifbHO
BBOAUTUCA (OOHOYACHO, nocnigoBHO abo okpemo) 3
oaHuM abo pJekinbkoma  BiZOMUMW  NiKapCbKMMMU
3acobamu, BUGpaHUMK 3 iHLLMX 3aCTOCOBHUX Y KITiHiL
aHTMbakTepianbH1X 3acobis (Hanpuknag,
Makponigamu,  xiHomoHamu, [3-naktamamun  abo
amiHornikosugamu) i/abo iHWMMK NpoTUiHDeKUinHMN
3acobamu (Hanpuknag, nNPOTUrpubKOBMM TPUAa3oSioM
abo amdoTepuumHom). BOHM MOXYTb BKIHOYaTU

KapbaneHemy, Hanpuknag, MeponeHeM abo
imineHem, ans PO3LUMPEHHS TepaneBTUYHOT
edektMBHOCTi. Cronyku BIigMOBiAHO OO0 AaHoro

BMHaXody TaKOX MOXYTb BKO4YaTn abo cninbHo

BBOAMTUCS 3 OaKkTepMUUaHNM/36inb WyYUM
NPOHWKHICTL  GinkoBum  (BPI)  npogyktamu  abo
iHribiTopamn  BMBIOHMX MOMN  AnsE  MOCWSEHHS
aKTMBHOCTI MO BIigHOLLEHHIO [0 rpaMHeraTtMBHMX

GakTepii i 6akTepii, pe3UCTEHTHUX 40 aHTUMIKPOBHMUX
3acobiB.

Ak 3a3Havanocs  BuWe, BeMuMHa  [O3W,
HeobXxiaHoT ansi TepaneBTUYHOro abo
npodinakTM4Horo nikyBaHHs KOHKpETHOro

XBOPOOMMBOro CTaHy, 3BMYANHO 3MIHIOETLCS 3aNeXHO
Bifj OpraHiamy, Ak nifaaeTbCca NiKkyBaHHIO, LUMSAXY
BBEJEHHS 1 TAXKKOCTi 3aXBOPHOBaHHSA, sike NigaacTbCs
nikyBaHHt0. [NepeBaxHO 3acTocoByBaHa f4o6oBa 403a
3HaxoauTbcsa B AianasoHi 1-50mr/kr. OgHak goboea
[03a 3BMYaHO 3MIHIOETLCH 3anexHo Bif OopraHiamy,
AKMA  nigaaeTbCs NiKyBaHHIO, MEPEBAKHOMO  LUMAXY
BBEJEHHS 1 TAXKKOCTi 3aXBOPHOBaHHSA, sike NigAacTbCs
nikyBaHHi0. OTKe, ommMarnbHa [o3a mMoxe OyTu
BM3HaYeHa nikapem iHOMBigyanbHO Ans KOXHOro
naujieHra.

JopaTkoBO A0 iX 3acTOCyBaHHA B TepaneBTUYHIN
MeauUmHi, cnonyku gpopmyrm (1) i ix papmaneBTUYHO
NPUMHATHI COMi TakoX KOPUCHI $IK hapmaueBTUYHI
3acobu ans po3BUTKY W CTaHgapTu3alii TeCcToBaHUX
cuctemM B ymoBax in vitro 1 in vivo Ans ouiHku Ain
iHriditopis  [HK-ripasan B nabopaTopHux TBapuH,
Taknx K KOTW, cOoBaku, KPOMMKW, MaBmu, Lypu 1
MWLLI, AN NOLLYKY HOBUX TepaneBTUYHUX 3acobiB.

B iHLLMX BULLIEBKA3aHMX BapiaHTax
dapmaLeBTUYHOI  KOMMo3uLii, cnocoby, MeToay,
3aCTOCYBaHHs W MPWUroTyBaHHs fikapCbkoro 3acoby
TakoX 3aCTOCOBYIOTbCS arnbTePHATMBHI W NepeBaXHi
BapiaHTU 30iNCHEHHS CMoMyK, OmucaHi B JaHoMmy

BuHaxodi. Cnocobw  OocnigpKeHHs  aKTUBHOCTI
depMeHTy

Crionyku TecTyBanu Ansi BU3HAYEHHS iHribyBaHHs
AT®-a3Hoi aktmBHocTi  GyrB  3a  pgonomoroto
¢docaTtHoro  MeTody  BUSIBMIEHHS  Ha  OCHOBI

mornibaaTy aMmoHito/ManaxiToBoro 3eneHoro [Lanzetta,
P. A, L. J. Alvarez, P. S. Reinach, i O. A. Candia,
1979, 100: 95-97]. [ocnimxeHHs 3AicHIOBanuM B
6aratonyHkoBux nnaHweTax B 100 Mkn peakuiiHoro
cepefosua, Wo Mictntb: S0MM Tpuc-6ydpep pH 7,5,
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75MM aueTaT amoHito, 5,5MM xropuagy MmarHito,
0,5MM eTuneHguamiHTeTpaouToBa kucroTa, 5%
rnivepvH, 1MM 1,4-patio-DL-TpeiT, 200HM 6uyaunn
cupoBaTkoBuM  anbOyMmiH, 16MKr/mn  gerpagoBaHa
OHK cnepmun nococs, 4HM E. coli Gyr, 4H E. coli Gyr,
250MkM AT® i cnomyka B AUMETUNCYNbQOKCUAI.
Peakuii 3ymmHanmm 3a gornomoroto 150Mkn peareHTty
AN BUSIBMEHHS, MonibgaT  amoHito/manaxiToBun
3eneHun, wo mictutb  1,2mMM  rigpoxnopuay
mManaxitoBoro  3eneHoro, 8,5MM  TeTparigpaty
monibaaTy amoHito 1 1M consiHy kucnoTy. Abcopbuito
nnadHweTta aHanidysamuM B NMaHweT-pigepi npu
625HM i pospaxoByBamM 3Ha4YeHHs iHribyBaHHA Y
BigCOTKax, BMKOPUCTOBYIOHM KOHTPOJbHI
AnmeTuncynsokena (2%)-BmicHi peakuinHi
cepepoBua sik 0% iHribyBaHHs 1 HOBOGIOLIMH-BMICHI
(2mkM) peakuiviHi cepepgosua sk 100% iHribyBaHHS.
EdektnBHICTb Crornyku oOrpyHTOBYBanm
BMMIPIOBaHUMK 3Ha4YeHHAMU |Csp, BU3HAYEHUMMU Mpu
3AiMCHEHHI peakuin, nposedeHux y npucytHocTti 10
pi3Hi KOHUEeHTpaUil crionyku.

Crionykn i3 mpwknagis y LUifioMy MposiBAsnM
1C50<20Mmkr/Mmn.

Criocobu TecTyBaHHS Yy TIMBOCTI DakTepin

Cronyku gocnigxysanm BiAHOCHO
aHTMbakTepianbHOT Ail ¢ J0NOMOrol BU3HAYEHHS
YYTMMBOCTI B PIiOKOMY >XMBUMbHOMY CepefoBULL.
Cronykn possogunu B aumeTurcynbdokeunai 1
Tectygarm B 10 OybrbOBaHMX pO3BEAEHHSAX Y
JocCnimKeHHAX YYTNUBOCTI. MikpoopraHiamu,
BUKOPUCTOBYBaHi B  JOCRIAKEHHi, BUpOLLyBanu
NPOTArOM HOMi B MiAXOASLLOMY CepeoBULLj HA OCHOBI
arapy 1 noTim cycrneHgyBanm B pPigkoMy >KUBUIbHOMY
cepeoBuLLj, sKe nigxoaunTb ans pocTty
mikpoopraHiamy. CycneHsis sBngna coboto 0,5
McFarland, i popatkoBe possegeHHs 1 go 10
34iNCHIOBaNN B TakOMy X XXMBUMbHOMY cepefoBuLLj
Ons ofepXKaHHs KiHLEeBOI CycrneHsii MikpoopraHiamy B
100mkn.  TMnaHweTn iHKYOyBanM B  MiAXO4ALIMX
ymoBax mpu 37 C npoTarom 24 roguH rnepeg
BU3HAYeHHAM. BusHayanu MiHiManbHy iHridbytouy
KOHLIeHTpaLito AK HarMeHLy KOHLleHTpaLito
nikapcbkoro 3acofy, 34aTHy 3MeHLWyBaTu picT Ha
80% abo binbLue.

Mpvknag 130 nposenge MIK 2mkr/mn no
BigHOLWeHHIo Ao Streptococcus pneumoniae.
Hani  BuHaxig  iMOCTPYETbCA  HaACTYMHUMU

npuvknagamu, siki He 06MexylTb Moro obcsr, y SKuX,
AKLO creuianbHO He BKasaHo iHakLue:

(i) BMMapoByBaHHS 3AIACHIOITL Ha POTOPHOMY
BUMapHWKy Yy Bakyymi W npouedypy 06po6ku
30INCHIOTE NiCNs BUAOANeHHs 3anuukiBa TBepamx
PEYOBUH LINAXOM inbTpaLir;

(i) peakuii 3giicHIOLTE  Mpyu  Temnepartypi
HaBKONMULLIHBOrO  CepedoBuvlla, sika  3BMYalHO
3HaxoAuTbCA B Aiana3oHi 18-26°C, i mpy HasBHOCTI
MoBiTPS, SKLWO creuiansHO He Bka3aHo iHakwe, abo
AKWO paxiBeub Yy QfaHin ranysi He BBaXae 3a
noTpibHe npautoBaTy B iHEPTHIN aTMOCdepi;

(iii) konoHkoBY xpomatorpadito (3a LOMOMOrok
drew-meToarkn) 3acTOCOBYOTb AN OYMULLEHHS
CronykK i 34iNCHIoTbL Ha cunikarenesin konoHui Merck
Kieselgel (apT. 9385), akwpo cneujiansHO He BKa3aHO
iHaKLLe;
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(iv) Bumxogou npencTaBrieHi TiMbKM 3 METOH
intocTpauii, i HeoOOB'A3kOBO, WO MOXYTb OyTu

OOCSATHYTi MakCUMarnbHi 3HaYeHHs;

(V) CTPYKTYpy KiHLEBUX NPOAYKTIB 38 BUHaxXo4oM,
SK MpaBuro, nigTBepmxysanu 3a gornomoroto AMP i
Mac-crnekTpanbHMX MeTogiB [CMeKTpu MPOTOHHOrO
MarHiTHOro pesoHaHCy, SIK MpaBWfo, BUMiptoBanM B
OMCO-ds, sKWO creuianbHO He BKa3aHO iHakKlle,
BUKOpUCTOBYIOUM cnektpomeTp Bruker DRX-300,
npauioloum  npyu  HanpyxeHocTti nona 300 Mru.
3HaueHHs1 XiMiYHMX 3CyBiB BMMIpIOBanu B 4acT, Ha
MIH, BiQHOCHO TeTpameTuCWunaHy $K BHYTPIiLUHbOro
cTaHgapty (0 wkama) i niku  MynbTUNNETHOCTI
npeacTaBnAnuM B Takui cnoci6: s, cuHrneT; d, oyérer;
AB abo dd, nybnet py6nerTis; dt, ayonet TpunneTis;
dm, pgybnetr MmynbTMnneTis; t, Tpunnet; m,
MynbTUMNET; br, LWMPOKWMN; Mac-cnekTpaneHi OaHi
3BMYAHO  odepXyBarm  npu  GombGapayBaHHI
weugkummn  atomamun  (FAB),  BUKOpMCTOBYHOUM
cnektpometp  Platform  (akmm  nocTaBnseTbcA
Micromass) npv enekTpopo3nuoBasbHin ioHizauii 1,
SKLO Oyno JouinbHO, AaHi NO3UTMBHUX iOHIB abo AaHi
HeraTMBHUX IiOHIB 36vpanu]; abo BUKOPUCTOBYHOHYU
Agilent, cepii 1100, PX/MC[, ob6bnagHaHe Sedex
75ELSD, npautotoun B APCl-pexxumi, i, sikwo 6yno
JOUiNbHO, [AaHi  Mo3UTMBHUX iOHIB  abo  AgaHi
HeraTyBHUX ioHIB 36upamn; obepTaHHA MMoLWMHU
nosnspu3oBaHoro cBiTna Bu3Havanm npu 589HM npwm
Temnepatypi 20°C gnsa 7,6MM po3uyuHiB B eTaHoni,
BUKOpUCTOBYtouM rnonapumeTp Perkin Elmer 341;
BTPX i3 obepHeHoto ¢hasoio 3a gornomoroo YMC
Pack ODS-AQ (BHyTpiLHi po3Mipu 100x20MM, po3mip
YacTnHoK S-5u, poamip mop 12HM) (vi) KOXeH
NPOMDKHUA NMPOAYKT OYULIAnM A0 3BUYAMHOIO pPiBHS,

HeobXxigHoro ansi HaCTyMHOI cTaaii, i
XapakTepusyBanu JoctaTHbO Ans  Toro, wob
niaTBepAnTM  NpaBUMbHICTL  3adaHOi  CTPYKTYpW;

OYMLLEHHS oOuiHoBanu 3a gonomorot BTPX, TLIX
abo AMP n igeHTMdikauilo 34iicHIOBaNM LUNSAXOM

iHppavepBoHOI cnekTpockonii (14), mac
cnektpockonii abo AMP  crnektpockonii, ki €
nigxoasawmmu; (vii) y SAKNX MOXYTb

BUKOPMWCTOBYBATUCS HACTYMHi CKOPOYEHHS:
OM®A o3Hauae N,N-gumetuncdopmamia; OMA

o3Havae N,N-gumeTtunauetamig; TLWX o3Havae
TOHKOLWApoBy xpomatorpadito; BTPX  o3Hadvae
piauHHy xpomatorpadito  Bucokoro Tucky; CTPX

0O3Hayae piauMHHy Xxpomatorpadito cepegHe0ro TUCKY;
OMCO  o3Havae pgumeTtuncynbdokcng; CDCls
O3Hauyae pJeunTepoBaHun xropodopm; MC o3Havae
mac-cnektpomeTpito; ESP (abo ES) o3Hauae
eneKkTpopo3mmnioBarnbHy ioHi3auilo; El  o3Hadvae
ioHi3auito enekTpoHHMM yaapowm; Cl o3Hayae XimiuHy
ioHizauito; APCIl o3Hauae ximiyHy ioHi3aujto npu
atmocdepHomy Tucky; EtOAC o3Hayae etwnueTtart;
MeOH O3Ha4yae MeTaHoT, DEAD O3Havae
JieTunasogukapbokcunar; DIEA O3Ha4ae
JiisonponineTnamix; mCPBA O3Ha4vae MeTa-
xropnepokcnmbeHsomHy — kucroty; TOK  o3Hayae
TpudpTopoutoBy kucrnoty; HATU osHavae N-okcup
rekcadTopcocarty N-[(ammeTunnamiHo)-1H,2,3-
Tpwasoro[4,5-b-]nipuamH-1-inmeTuneH]-N-

meTunMmeTaHamiHito; HOAT o3Havae 1-rigpokcu-7-
asabeHsoTtpuasorn; EDC o3Hayae rigpoxmnopug 1-(3-
AvmeTunamiHonponin)-3-etnnkapoogiimigy; TEA
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o3Hayae TpuetunamiH; NMP gaBnse coboto N-

MeTUNMIPOMIOUHOH; Pd(dba) O3Havae
bica(gnbeHsunignHaueToH)nanagi; Dppf o3Havae
1,1'6ic(audbeHindocdin)pepoueH; TIP®  o3Havae

TeTparigpodypaH; EtOH o3Havae etaHonm; PXMC
O3Ha4ae pianHHY Xpomartorpadito/mac-
CMEKTPOMETPItO; DBU O3Ha4vae 1,8-
niasabiyukno[5,4,0lyHoeu-7-eH; OXM O3Ha4yae
AvxropMeTaH;

(viii) Temnepatypa
Llenbcus®C;

(ix) mikpoxBunboBuii cuHTe3atop Cwmita (Smith)
cTocyeTbCsl 0brnagHaHHs, y SSIKOMYy BUKOPUCTOBYETHCS
eHepris  MIKpOXBWMb  ANs  HarpiBaHHA  OpraHidHux
peakuin 3a KOpPOTKMA MPOMDKOK 4acy; Woro
BUKOPUCTOBYBaNu BiZNoBiAHO o IHCTPYKUin
BMpoOHMKa 1 opepxyBarm Big Personal Chemistry
Uppsala AB; i

(x) neperoHka Kugelrohr cTocyemsca Tuny
obragHaHHs, siKke rMeperaHse piguHn 1 Harpisae
YyTIMBI  CMONyKM 3a [OMOMOrol  TeMmrepaTtypu
MOBITPSIHOTO TepMOCTaTa; WOro BMKOPWUCTOBYBamM
Bi4MOBIAHO [0 IHCTPYKLiN BUPOGHMKa N odepXKyBamm
Bia Buchi, Weenuapis abo Aldrich, Minyoku, CLLA.

MpombkHa cnonyka 1: 3,4-guxnop-5-meTun-N-
ninepuaunH-4-in-1H-nipon-2-kap6okcamig rigpoxrnopua

TpeT-6y™n 4-{[(3,4-anxnop-5-metun-1H-nipon-2-
in)kapOoHir) amiHo} ninepuauH-1-kapbokcunat
(npomixkHa cnonyka 2, 1,978r, 5,257 wmonb) nigaasanu
peakuii 3 4M HCI y pgiokcaHi (20mn), i peakuiiHy
CyMill MepeMiwyBanyM npu KiMHaTHIN Temnepartypi
npoTArom 1,5 rOAVHN. PeakuinHy cymiL
KOHLIEHTPYBanu npu 3HWKEHOMY TUCKY, OOEpPKYHouM
HeoOXioHY pevYoBWMHY Yy BUMMSAAi pOXeBOI TBEPOON
peyoBuHu (1,611, Buxig 98%).

MC (ES"): 274,08, 276,08 ana C11H15CI2N3O

"H AMP &: 1,71 (m, 2H); 1,95 (m, 2H); 2,18 (s,
3H); 2,99 (m, 2H); 3,27 (m, 2H); 3,99 (m, 1H); 7,64 (d,
1H); 8,67 (brs, 1H); 12,16 (s, 1H)

MpombkHa cronyka 2: TpeT-6ytun 4-{[(3,4-
avxnop-5-metun-1H-nipon-2-in)
kapOboHinjamiHo}ninepuauH-1-kapbokcunar

3,4-gnxnop-5-meTnn-1H-nipon-2-kapboHoBy
kMcrnoTy (mpomikHa cnonyka 3, 3,0r, 0,016morb),
TpeT-6ymn 4-amiHoninepuauH-1-kapbokcunar (3,1,
0,016monb) i EtsN (2,2mn, 0,032monb) 06'egHyBanm B
OM®A (20mn) i nepemiwyBanm B atmocdepi N
npotarom 5 xBuruvH. [JopgaBanu ofHieo nopuieto
HATU (6,47r, 0,017momb), i peakuiiHy cymiw
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
5 roguH. PeakuiHy cymiw possogunin EtOAc 1 H20.
OpraHiyHy casy npomwmsanu 1 H. HCI, i o6'egHaHi
BOAHI nmopuii ogwH pa3 ekcTparysarm  EROAc.
O6'egHaHi opraHivHi mopuii nocnigjoBHO MpoMMBanu
Hacuyenum NaHCOs i Hacuuenum NaCl, Bucywysanm
Hag MgSOs, dinbTpyBanmM 1 KOHUEHTpyBamm mpu
3HWKEHOMY TUCKY, OAEPXKYIOUM KOpPUYHEBY TBEpPAYy
peyoBuHy. Binblly YacTUHY HeouvULLEeHOT PeyvYoBUHU
BMOINSAMN  LWIMASXOM  PO3TUPaHHA B  MOPOLUOK 3
EtOAc/rekcaHamn, ogepxytlounm He 30BCiM  Biny
TBEpAY peyoBuMHY. PeuoBuHy, sKy 3anuwmnacs,
XpomatorpadpyBanu Ha OioKCuA i KpeMmHito, ernoun
3:1,2:1, i 1:1 EtOAc/rekcaHamu, i ogepxyBanu sicHO-
KOpUYHEBY TBEPAY PEYOBMHY, $IKY po3Tupanm B
nopowok 3 EtOAc, 36upanu n 06'egHyBanu 3 iHLIO

HaBeJeHa B rpagycax
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pO3TEpTOl0 Yy MOPOLUOK PEYOBUMHO, OOEPXKYyluu B
uinomy 1,978r HeobxigHOro NPOAyKTy.

MC (ES-): 374,33, 376,34 ansa C16H23CI2N303

'H AMP &: 1,16 (B, 9H); 1,20 (m, 2H); 1,53 (m,
2H); 1,93 (s, 3H); 2,65 (m, 2H); 3,65 (m, 3H); 6,97 (d,
1H); 11,72 (s, 1H)

MpombkHa crnonyka 3: 3,4-Auxnop-5-metnn-1H-
nipon-2-kapboHoBa kucrnoTa

Etvn 3,4-auxnop-5-meTun-1H-nipon-2-
kapbokcunat  (MpombkHa cronyka 4, 7,765r,
0,03496mormb) posunHanu B MeOH (80mn) i OXM
(10mn) i noBinbHO godaBarm A0 2H. po3ymHy LiIOH
npu Temnepatypi 70°C (105mn, 0,21morkb). Yepes 2
roAvHW  peakuiiHy Ccymill  oxonomKyBanmm A0
KiMHaTHOT TemnepaTtypu 1 MoTiM BHOCWUMU B MbOASIHY
OaHlo, MicnA UbOro MiaKUCHANN 3a AOMNOMOroH 2H.
HCIl. Cymiw nepewmiwysannm npu 0°C npoTarom 1
roaviHy, i NypnypHy TBepay pedqoBuHy dinbTpyBanu,
npommBann BoAolo N niodpiniayBanu MpOTAroM Houi,
ogepxyioun 4,314r  (0,0222morb, Buxia 64%)
HeobXigHOro NPoayKTy.

MC (ES") 192,13,194,13 gns CeHsCI2NO>

HAMP 5:2.17 (s, 3H)

MpombkHa cnonyka 4: Etun 3,4-guxnop-5-meTun-
1H-nipon-2-kap6okcunat

PozunH etun 5-meTtun-1H-nipon-2-kapbokcunaty
(npomixxHa crnonyka 20) (7,00r, 0,0457monb) vy
TeTpaxnopmeTaHi (30mn) oxonomxysanm go 0°C B
atmoccpepi aszoTy. [ymoBy  MembpaHy,  siky
BMKOPWCTOBYBanuW B anapary, NPOKOIoBany rofikoto, i

noTim no kpannax pgogasarm  SO.Cly  (7,8mn,
0,096monb) npotarom 25 xBurmH. [poTtarom 1
roavHn 3 peakuiHol  cymiwi  yTBOptoBanacs
cycneHsis. TBepAdy peyoBuHy 30vpanu  LUMSXOM
dinbTpauii 3 BiCMOKTYBaHHSIM, npommBeanu

XONOAHVMM  TeTpaxfopMeTaHoOM | BWCYLyBanu Y
BakyyMi MPOTArOM HOYi, OAEPXYHUYW BKazaHUA Yy
3arorfioBky MPOAYKT Y BWUrnsadi TBepAoi PevOBUHM
nepcukoBoro komneopy (7,84r, 0,0353morb, Buxig
77%).

MC (ES): 222,00, 224,00 ana CgHgaCIloNO2

'H AMP &: 1,34-1,40 (t, 3H); 2,28 (s, 3H); 4,32-
4,38 (m, 2H)

MpomikHa
okcobyTtaHoar

BkasaHy B 3arofioBky CMOfyKy OAepXyBanu
cnocobom, aHanmoriyHMM [0 OAepXKaHHS MPOMIKHOI
crnonykn 123, BUKOPUCTOBYIOUN SIK BUXIOHY PEYOBUHY
2,2-gpumetun-1,3-giokcan-4,6-0ioH i
MeTOKCiaLeTUnxopuma,.

MC (APCI) MH": 161,162 ana C7H1204

'H AMP (CDCls) 5: 1,12-1,26 (t, 3H); 3,26 (s, 3H);
3,51 (s, 2H); 4,03-4,16 (brs, 4H).

MpombkHa crionyka 6: Etun 2-xnop-4-meTtokcu-3-
okcobyTtaHoar

BkasaHy B 3arofioBky CMoOfyKy OAepXyBanm
cnocobom, aHanmoriyHMM [0 OAepXKaHHS MPOMIKHOI
cronykn 124, BUKOPUCTOBYIOUM SIK BUXIOHY PEYOBUHY
etun 4-meTokcK-3-okcobyTaHoaT (MPOMidKHa croryka
5) i cynbpypunxnopuga.

MC (APCI) MH": 193,195 ans C7H11CIO4

'H AMP (CDCls) 8:1.10-1.12 (t, 3H); 3,22 (s, 3H);
3,22 (s, 3H); 4,22-4 25 (s, 2H); 4,08-4,19 (q, 2H); 4,48
(s, 1H)

crnonyka o: Emwn 4-meTokcu-3-
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MpombkHa cronyka 7: N-(2,6-guxnopnipumignH-4-
in)aueTamig,

4-amiHo-2,6-AnXIIopnipuMiguH (500mr,
3,05Mmorb)  HarpiBanu B komibi  3i  3BOPOTHUM
XONoAaunbHWKOM B ouTtoBoMy aHrigpugi  (10mn)

npotarom 3 roguH. Npn OXONomKeHHI A0 KiMHATHOI
TeMnepaTtypu, peakuinHy CyMill OXOorogKyBanuM Ha

neodsHii  GaHi W nignyrosyBanu po pH8 3a
poromoroto  10%-Horo BogHoro NaHCOs;. ®asu
po3ginanu 1M BOAHY Mopuilo ABiYi  ekcTparyBanu

EtOAc. O6G'egHaHi opraHiyHi nopuii BUCYLLyBann Hap
Naz2S04, dinbTpyBanu N KOHLEHTPYBaM, 04epXyloun
He 30BciMm 6iny TBepay pedvoBuHy (503,7wr,
2,44mmorb, Buxig 80%).

MC (ES"): 204,08, 206,08 ana CsHsCIloN3O

"H AMP &: 2.15 (s, 3H); 8,07 (s, 1H); 11,56 (brs,
1H)

MpombkHa crionyka 8: 4-xnop-5-metun-1H-nipon-
2-kapboHoBa kucrnoTa

Mpopokewg nitito (2M, 4mn) HarpiBanu go 50°C i
0O HbOro JodaBarm po3uuH etun 4-xnop-5-metwn-
1H-nipon-2-kapbokcunaty (npomikHa cronyka 9,
0,30r, 1,60mmonb) B MeOH.

PeakuintHy cymiw Harpisarm  go  80°C i
nepemiwysanuM npotarom Asox roguH. MeOH
BUOANSM M BOOHUIA po34uH oxosompkyBarm o 0°C i
nigkmensanu 3a gonomorot 30%-Hoi HCI. OcamkeHuni
npoaykT (0,23r, 92%) cinbTpyBanm i BUCYLLYyBanu.

MC (ES"): 160 (M+1) ana CsHsCINO2

'H-AMP (CDCl3) &: 2,25 (s, 3H); 6,85 (s, 1H);
8,98 (brs, 1H)

MpombkHa crnonyka 9: Etun 4-xnop-5-metnn-1H-
nipon-2-kap6okcunat

N-XrnopcykumHimig (0,67r, 5,08Mmornb) Jogasanm
[0 po3uunHy etnn 5-meTtun-1H-nipon-2-kapbokcunaty
(npomixxHa cronyka 20) (0,65r, 4,23mmorb) y
xropodopmi (20mn). PeakuiHy cymiw Harpisanu go
40°C i nepemiwyBanu npoTaroM 4 roAduH, MOTIM
BrMBanM B XiMiYHUA cTakaH, wo Mmictnte 2H. NaOH
(20mn) mpn 0°C. Wapwn po3ginanM n BOAHWA Luap
ekcTparyBanu  xrnopcdopmom  (x3).  O6G'egHaHi
OpraHiyHi eKkcTpakTu BUCyllyBanuM Hag cynbdaTom
MarHito 1 koHueHTpyBarm. OTpumaHy He 30Bcim Biny
TBEPAY PEYOBUMHY OuvvLanM 3a Aornomorow drew-
xpomartorpadii  (rekcaHwEtOAc, 16:1), ogepxyroum
BKa3aHW Yy 3arorfioBKy nNpoaykT y Burnsgi 6inoi
TBepaoi peyvosuHu (0,3r, 38%).

MC (ES): 188 (M+1) gna CgH1oCINO>

'H AMP (CDCls) 5: 1,34 (t, 3H); 2,27 (8, 3H); 4,30
(9, 2H); 6,76 (s, 1H); 9,07 (bis, 1H)

MpombkHa cnonyka 10: 4-6pom-5-etun-1H-nipon-
2-kapboHoBa kucrnoTa

Lito mpombkHY crionyky cuHTe3dyBamm 3 etun 4-
6pom-5-eTun-1H-nipon-2-kapbokcunaty  (MpoMixHa
crnonyka 11) 3a gonomoroto crnoco®y, aHanori4yHoro
00 ofepXaHHSA NPOMDKHOT Crosyku 8.

MC (ES): 218 (M+1) ans C7HsBrN:

'H AMP (CDCl3) 5: 1,11 (t, 3H); 2,54 (q, 2H); 6,67
(8, 1H); 11,94 (brs, 1H); 12,38 (B, 1H)

MpombkHa crnonyka 11: ETun 4-6pom-5-etun-1H-
nipon-2-kap6okcunat

N-BpomcykumHimig (5,86r, 0,033monb) Jogasanm
[0 po3unHy etun 5-etun-1H-nipon-2-kapbokcunaty
(npomixxHa cnonyka 12, 5,0r, 0,03momb) y OXM
(85mn) mpu 0°C, i peakuiiHy cymiw nepemiwyBanu
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npoTarom 30 XBUNWH, MOTIM BrMBanu B OXOSNOOXEHY
XiMiYHY CKMsHKY, sika MicTuTe 2H. NaOH (50mn).
LWapu posginsanu n BogHuin wap ekctparysamm OXM
(x3). O6'egHaHi opraHiYHi €eKCTpakTM npomwuBanu
BOAOKD W COMSHUM PO3YMHOM, BWCYLLYBanu Haj
cynbaTtomMm MarHito M KoHueHTpyBanu. OTpumaHy
TEMHO-KOPUYHEBY TBEPAY PEYOBMHY oOuManM 3a
poromoroto drew-xpomatorpadii (rekcaHn/ EtOAc,
10:1), ogepXylouM BKazaHU y 3arofioBKy MPOAYKT y
BUrnsaAi 6inoi TBepaoi | peyosuHn (5,0r, 68%).

MC (ESV. 247 (M+1) gnsa CoH12BrNO>

'H AMP (CDCl3) 5: 1,04 (t, 3H); 1,14 (t, 3H); 2,46
(g, 2H); 4,10 (q, 2H); 6,64 (8, 1H); 8,68 (brs, 1H)

MpombkHa crionyka 12: Etun 5-etun-1H-nipon-2-
kapbokcunar

A6contotHnin EtOH (6mn) gogasamm go 21mac.%
posumHy eTokcugy HaTpito B EtOH (0,33mn,
1,05Mmorb), noTim  nopuismMu  popasarm 2,2,2-
Tpuxnop-1-(5-en-1H-nipon-2-injeTaHoH
[J.Chem.Soc. Perkin Trans 1, 1996, 03] (2,1r,
8,75Mmorb) B atmocdepi asoTy. OTpUMaHui >KOBTUIA
pO34MH nepemiwyBanu Mpu KiMHaTHIN Temnepatypi
npoTarom 30 xBunuH. Micna LbOro peakuiiHy CymiLl
KOHLIEHTPYBanu, OAEPXYIUN CBITNO-KOBTOrapsye
macro. [lo macna gogasanu consHy kucroTy (3M,
2,5mn) i gieTunosun edpip (8mn) i wapwu posginanu.
BogHwi wap ekctparyBanm AieTunosum edipom (x2) i
o6'egHaHi opraHiyHi eKCTpaKtn npomMmuBanu
HacM4YeHUM po3dymHom  OikapOoHaTy HaTpito 0
COMSAHMM PO3YMHOM, BUCYLLyBanM Hag cyrnbdatom
MarHito M KOHLUEHTpyBanu, oAepXykum HeobxigHui
npoaykT y Burnagi 6inoi TBepaoi peyoBuHu (1,27T,
86%).

MC (ES): 168 (M+1) gna CgH13NO2

'H AMP (CDCl3) 5: 1,18 (t, 3H); 1,27 (t, 3H); 2,59
(9, 2H); 4,23 (q, 2H); 5,89 (s, 1H); 6,64 (s, 1H); 8,68
(brs, 1H)

MpombkHa crnonyka 13: 4-uiaHo-5-meTnn-1H-
nipon-2-kapboHoBa kucrnoTa

Mpopokewg niTito (2H., 2mn) Harpisanu go 40°C i
Jonasanu po3yuH etun 4-uiaHo-5-meTtun-1H-nipon-2-
kapbokcunaty (npomikHa crnonyka 14, 0,16r) B 2mn
MeOH. Temnepatypy peakuii nocTyrnoBo
nigguwysarm  go  90°C i peakuiiHy — cymiw
nepemiwysann npu Uin TemnepaTypi npoTarom 2
rogvH. Motim MeOH Bugansnu n BOAHUIA PO34UH, LLO
3anumecs, oxonogkyesamm go 0°C i nigkmucnsinm 3a
poromoroto 3M  HCI  (pH~2). Kucrmidi  posuumH
ekctparyBanu EtOAc, o6'egHaHi opraHiyHi ekcTpakmu
BUCYLLYBanu Hag, cynbdaTtom MarHito n
KOHLEHTPYBanu, OOEPXYHUM KOPUYHEBY TBepAay
peyoBuHy (0,07r, HeoumnweHa).

MC (ES): 151 (M+1) ansa C7HeN202

"H AMP &: 2,33 (s, 3H); 7,01 (s, 1H); 12,47 (s,
1H)

MpombkHa crionyka 14: Etun 4-uiaHo-5-meTun-
1H-nipon-2-kap6okcunat

Etvn 4-popmin-5-meTun-1H-nipon-2-
kapbokcunaTt (mpomikHa cronyka 15, 0,2r, 1,1Mmonb)
i rigpoxrnopwug rigpokcunamidy (0,08r, 1,1Mmonb)
posumHanm B EtOH (10mn) i HarpiBarm B konbi 3i
3BOPOTHUM XOJOAUMBHUKOM MNpOTArom 1,5 roguHw.
CyMil KOHUEHTPYBanu y BaKyyMmi, O4epXYHun XXOBTY
TBEPAY Pe4YOBUHY, Ky po3uumHam B OM®PA (5mn)
nepen popasaHHsMm SOCI (0,35mn) nmpu 0°C.
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Po34vHHUK BMOananmu y Bakyymi MiCnisi 3aBepLUeHHS
peakuii  3anuok po3noginsanu Mix sogoto n EtOAC.
Wapn posginanu W BOOHMW Wap [ABa pasun
ekcTparysanu EtOAc. O6'egHaHi opraHidHi ekcTpaku
BucywyBanm Hag MgSOs i KOHUeHTpyBanu,
O[EepXYun KopudHeBy TBepay peyosuHy (0,16r,
HeouuLLEeHa).

MC (ES): 179 (M+1) ana CgH1oN202

MpombkHa cronyka 15: Etun 4-®opmin-5-metun-
1H-nipon-2-kap6okcunat

TpumeTokcMMeTaH (1,18mn, 10,78 Mmorb)
pofaeanu A0 posyuHy etun 5-metun-1H-nipon-2-
kapbokcunaty  (npombkHa cronyka 20)  (0,5r,
3,26mmorb) y TOK (2,5mMn) mpu 0°C. PeakuiiHy
CyMiLL nepemillyBanu npu Ui Temnepartypi NpoTarom
10 xBunmH, nicns  UbOrO  Pi3KO  OXOSoMKYyBanm
xornogHoto Bogoto (20mn). LWapw po3ainsmm n BogHWI
wap ekctparyBanm EtOAc. O6'egHaHi opraHiyHi
€eKCTpaKT! BUCYLIyBarM Hag cynbdatomMm MarHio n
KOHLIEHTpyBanu, OfEpXyluM  XKOBTY  TBEpAay
pPEeYoBMHY, SIKy OuManM 3a JoromMorow e
xpomartorpadii (10% to 20% EtOAc y rekcaHax,
0,25r).

MC (ES): 182 (M+1) gna CgH11NO3

'H AMP (CDCls) 5: 1,37 (t, 3H); 2,61 (s, 3H); 4,34
(q, 2H); 7,24 (s, 1H); 9,51 (bra, 1H); 9,88 (s, 1H).

MpomikHa crnonyka 16: TpeT-6ytwun  1-[4-
(amiHokapOoHiIN)-6-xnopnipuanH-2-ini - ninepuanH-4-
inkap6amar

TpeT-6yn  ninepuauH-4-inkapb6amat  (500mr,
2,62mmorb), po3umHsniu B 6e3ogHomy  N,N'-
aumeTunadeTamiai (4mn). [opasann 2,6-
OVXnopi3oHikoTuHamig (522mr, 2,62mMmonb), MOTIM

popasanu N,N-gumeTunizonponinetunamid (465mkn,
2,62mMmoIb ).

BukopurcToBylouM MIKpPOXBUMBOBUM  CUHTE3ATOP
CwmiTa, cymiw niggaBanm Aii MiKpOXBUIlb B OOHOMY
pexumi npu 150°C npotarom 20 xBunuH. Jopasanu
H2O (50mn) i EtOAc (100mn), wap EtOAc npomusanm
(4x50mn), BucywyBamm Hag NaxSOy i KOHLEHTpYBanm
y BakyyMi, OAEPXYHUM BKa3aHWA Yy 3arofioBKy
NPOAYKT y BUrNA4i KOPWYHEBOI TBEPAOl PEeYvOBUHM.
(760wmr).

MC (ES. M+H): 355 ansa C16H23CIN4O3

"H AMP &: 1,42 (m, 2H); 1,53 (s, 9H); 1,94 (m,
2H); 3,12 (m, 2H); 3,45 (s, 1H); 3,70 (m, 1H); 4,34 (m,
2H); 7,07 (s, 1H); 7,26 (s, 1H); 7,81 (s, 1H); 8,49 (s,
1H).

MpomikHa cronyka 17: [MeHTadpTOpcbeHin 4-
6pom-5-meTun-1H-nipon-2-kapbokcunat

4-6pom-5-meTun-1H-nipon-2-kapboHoBy KUcnoTy
(npomikHa crnonyka 18, 2,16r, 10,59Mmonb)
PO34NHANN B TTro (10mn). Oopasanu
neHtadTopcpeHon n EDC (2,03r, 10,59mmorb) i
CyMill MepeMmiwyBanyM npu KiMHaTHIN Temnepartypi
npoTArom 6 roanH. PO3YMHHUK BUOANANW y BakyyMi 1
popasarm  EtOAc  (50mn).  OpraHiyny  dasy
npomuBarm Bogot, 10% NaxCOs (2x25mr), Bogoto
(50mn) i consHuMm po3umHoM (50mn), BUCyLlyBanu
Hag NaSOq i KOHUEeHTpyBanu y BakyyMmi, ogepKytoumn
BKa3aHy B 3arofioBKy CMOMyKy y BWInsigi He 30BCiM
6inoi TBepaoi peyvoBuHM (2,23r).

MC (ESI, M+H): 368,371 gna C12HsBrFsNO2

'H AMP &: 2,39 (s, 3H); 7,46 (d, 1H); 12,06 (s,
1H)
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9F AMP 5: -151,5 fo -192,7m.4.

MpomikHa cronyka 18: 4-6pom-5-metun-1H-
nipon-2-kapboHoBa kucrnoTa

Etun 4-6pom-5-meTun-1H-nipon-2-kapbokcunar
(npomikHa crnonyka 19,  16,5r,  71,09Mmonb)
po3unHanu 6e3sogHum TI® (100mn) i gogaBamm o
nonepeaHs0 MNigirpiToro po3ynHy 2H. rigpokcuay niTito
(500mn) npu 70°C. Cymiw HarpiBanu npu 70°C
NPOTAromM 4 roAuH, PO3YMHHVK BMAANSNW y BaKyyMi,
HEOUVLLEHN BOAHWA PO3YMH OXONoKyBanM Ha
NbOAsHIN GaHi M NoBINbHO NiAKUCAANKX 3a JOMNOMOro
3H. HCI. Ocap ekctparyBarmm EtOAc (3x100mn),
OpraHiyHi eKkCTpakTM MpoMMBanu BOJO, CONSHUM
posumMHOoM i BucywyBarm 3a gonomMoro NaxSOg,
0bpobnanm 3HebGapBneHum Byrinnam npotarom 1
roavHy, inbTpyBanu Yepes LeniT i KOHUeHTpyBanu y
Bakyymi. KopuuHeBy TBepay peyoBuHY DinbTpyBanu
N gobpe npoMuBarmM 3a [OMOMOIOK H-TEKCaHIB i
BUCYLLYBanm y Bakyymi. (13r).

MC (APCI, M+H): 205 gnsa CeHeBrNO>

'H AMP &: 2,27 (s, 3H); 6,74 (d, 1H); 12,06 (s,
1H); 12,57 (s, 1H).

MpombkHa crnonyka 19: Etun 4-6pom-5-meTtun-
1H-nipon-2-kap6okcunat

Etvn 5-meTun-1H-nipon-2-kapbokcunat
(npomikHa cnonyka 20, 12,3r, 0,803Mmonb)
po3uuHsanu B 6e3sogHomy IXM i oxonomkyBanu o -
5°C. [opnasanmn N-GpoMCyKLUHIMIA (14,23r;
0,0803mMMmorb) i peakuitHy cymiw nepemiwysBanu
npoTarom 10 XBUMKWH i NOTIM BIMBanu B NMbOAAHUA 2H.
rigpokcug Hatpito  (500mn). KopwyHeBMn pO3umH
ekctparyBanu EtOAc (2x150mn), o6'egHaHi opraHivHi
€KCTPaKT NpoMMBanu BOAOIO, COMSIHUM PO3YMHOM i
BYCYLLYBanM Hag, NazSO0s, nicns Lboro
KOHLUEHTPYBanu y BaKyyMi, OOEpPXYHUM KOPUYHEBY
TBEpAY PeYOBUHY, SKy BUCYWyBanuM Yy BakyyMi.
(16,5r).

MC (ES, M+H): 233 gnst CgH1oBrNO2

"HAMP 5: 1,32 (t, 3H); 2,1 (s, 3H); 4,371 (q, 2H);
6,23 (d, 1H); 11,54 (s, 1H).

MpombkHa crnonyka 20: Etun 5-metun-1H-nipon-
2-kapbokcunat

Hatpin (2,79r, 0,121MMOMb) pO3YMHAIM B
6e3sogHomy EtOH (100mn), noTiM HeBenuKumu
rnopuismn gopasamm 2,2,2-tpuxnop-1-(5-metmn-1H-
nipon-2-in)etaHoH (MpomixHa cronyka 21, 22,5r,
0,099mmonb). TeMHo-KopuiHeBUI PO34H
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
30 xBWUMWH, Micnsa LbOro KOHLUEHTpYBanu y Bakyymi 4o
HeBermkoro ob'emy. Cymiw oxonompkyBamm Ha
NboAsHIn 6aHi 1 noBinbHo goaasarmn 3H. HCI, nicna
LbOro ekctparysanu gieturnosum edipom (3x100mn).
EdipHi ekctpakn npommsanu 10% NaHCOs, Bogoto
N COMAHUM PpO3ymHOM, BucywyBanu Hag NaxSOj i
KOHLEHTPYBanu y BaKyyMi, OOEPXYIUM BKa3aHy B
3arorfioBKy Cromnyky y BUrNS4i KOpuU4HeBOl TBepAol
peyoBuHU. (15,04r).

"HAMP 5: 1,32 (t, 3H); 2,1 (s, 3H); 4,371 (q, 2H);
5,96 (dd, 1H); 6,78 (dd, 1H); 11,67 (s, 1H).

B anbTepHaTMBHIN MeTOoaMLi, CUHTE3yBanu eTun
5-meTun-1H-nipon-2-kapbokcunat (npomixxHa
cnonyka 20) B ogHin nocyauHi 3rigHo i3 [Curran, T. P.;
Keaney, M. T., J Org Chem 1996, 61 (25), 9068].

MpombkHa cronyka 21: 2,2.2-tpuxnop-1-(5-
meTun-1H-nipon-2-in)eTaHoH
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2-metun-1H-nipon (npomixHa cnonyka 22,10r,
0,123mmonb) y 6esBogHomy AdieTurioBoMy edoipi
(30mn) no kpannsix gogasany NPoTAroM 1 roavHW 4o
rnepemillyBaHOro posuyvHy TpuaueTunxriopugy (29r,
0,16mmorb) y 6essogHomy Et,O (100mn). Cymiw
nepemiwyBanu 4OAATKOBO NPOTAroM 1 roguHn, notim
popaBarim  KoCOs  (10r/30mn)  moBinbHO — Yepes
KpannuHHy nirky. OpraHiyHy a3y BucyLlyBanu Hag
NaxS0O4 11 06pobnanm 3HebapBneHum Byrinmsm (3r)
npoTtarom 30 XBWUNMH MPW KiMHATHIA Temneparypi.
OTpyMaHuin NypnypHUA PO34YMH KOHLIEHTpyBanm W
po3TMpanu B MOPOLUOK 3 H-FeKcaHamu, OAepXyloum
BKa3aHy B 3arofioBKy CMOMyKy Y BWrnsgi MyprypHoOi
TBep{ElO'I' peyoBuHU. (16,72r).

H AMP (CDCls) &: 2,36 (s, 3H); 6,04 (dd, 1H);
7,45 (dd, 1H); 10,344 (s, 1H).

MpomixHa cnonyka 22: 2-metun-1H-nipon

MNaopokeung kanito (50r, 0,89Mmonb) gonasamm 0o
po3umHy eTtuneHrnikomnto (750mn) i 1H-nipon-2-
kapbanbgerigy  (50r, 0,53mmonb). MoBinsHO
popasanu rigpat rigpasvHy  (37mn, 0,745Mmonb)
npoTarom 15 xsunuH. PeakuiiHy cymill Harpisanv B
konbi 3i 3BOPOTHMM xorogunbHukom npu 90°C
npotdarom 90 xBurmH. Cymil oxorogxysarm Ao
KiMHaTHOT TemnepaTypu W gogasBanu XorogHy Boay
(250mn). BogHy cymiw ekctparysamm OXM (250mn).
OpraHiyHy a3y npommuBamm Bogok  (250mn),
Bucywysanm Hag NaxSOg i KOHUEHTpyBanu y BakyyMmi.
3a ponomoroto neperoHkn Kugelrohr ogepxysamm
BKa3aHy B 3arorioBKy CronyKy Yy BWrfsigi mpo3opoi
6e36apBHOI piguHn (29,75r).

"HAMP : 2,1 (s, 3H); 5,77 (s, 1H); 5,9 (dd, 1H);
6,25 (dd, 1H); 10,54 (s, 1H).

MpomikHa cronyka 23: Metun 2-{4-[(TpeT-
6yTokcmkapboHin)amiHo]ninepuanH-1-in}-6-
XrOpi3OHIKOTUHAT

TpeT-6yn  ninepuauH-4-inkapbamat  (972wmr,
4,85mMmorb), po3unHam B 6e3sogHomy NMP (5mn).
JopaBanmm metun 2,6-4uXNOpPIi3oHIKOTUHAT (MPOMiKHA
cronyka 24, 1r, 4,85mMmork), notim TEA (675mkn,
4,85mMmorb). Cymiw HarpiBanu nig gieto MiKpOXBWIb
npn 150°C npotsarom 10 xsunuH. Jogasanv Boay
(50mn) i EtOAc (100mn), BogHy a3y niggasanu
peakuii i3 TBepaum NaCl # ekctparysarm EtOAc
(4x100mn). Wap EtOAC BucyLyBanu, KOHLEHTPYBanm
y Bakyymi 1 ouuwanu 3a [Jornomorow dne-
xpomatorpadii, entotoun rekcaHom: EtOAc (4:1), i
ofepXyBarM BKasaHWA Yy 3arofioBKy MPOAYKT Y
BUrNAAi He 30BciM Ginoi TBepaoi pevoBuHM. (1,41).

MC (ES, M+H): 370 ansa C17H24CIN3O4

'H AMP &: 1.38 (m, 2H); 1,49 (s, 9H); 1,93 (m,
2H); 2,29 (m, 1H); 3,17 (m, 2H); 3,48 (s, 1H); 3,94 (s,
3H); 4,38 (m, 2H); 7,02 (s, 1H); 7,31 (s, 1H); 7,81 (s,
1H); 8,49 (s, 1H)

MpomikHa crosnyka 24: MeTun 2,6-
OUXTOPIi3OHIKOTUHAT
2,6-OUXIopi30OHIKOTUHOBY KUCHoTy (5r,

26,04mmorb) cycneHgyBanu B 6e3BogHOMY TOnyoni
(75mn). Hopnasanu TiIOHUNXopuA, (19mn,
260,4Mmorb) i cymil HarpiBanm B konbi 3i 3BOPOTHUM
XONOAuIbHMKOM npoTaroM 4  roguvH. Hapgmmwok
TIOHUNXOpYAY BUOAMSM M PO3YMHHWMK BUAAnsnm y
Bakyymi. [ogasanu 6e3sogHun MeOH (25wmn) i
peakuinHy  cymill  nepemiwysanu  0oOaTKOBO
npoTArom 4 roavH. PO3uYnHHVKM BUAANsnu y BakyyMmi,
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OLEepPXYHoun TBepAy PeyoBuHy 6inoro kombopy, siKy
BUCYLLYBanum y Bakyymi (4,8r).

MC (APCI, M+H): 206 ana C7HsCIoNO2

"H AMP 5: 4,10 (s, 3H); 8,15 (s, 2H).

MpombkHa crnonyka 25: Etun 4-(1,3-giokco-1,3-
avrigpo-2H-izoiHgon-2-in)-3-okcobyTtaHoar

BkasaHy B 3arofioBky CMoOfyKy OAepXyBanu
cnocobom, aHanmoriyHMM [0 OAepXKaHHS MPOMIKHOI
crnonykn 123, BUKOPUCTOBYIOUN SIK BUXIOHY PEYOBUHY
2,2-pumeTun-1,3-giokcan-4,6-gioHin(1,3-giokco-1,3-
avrinpo-2H-ioiHgon-2-in)aueTunxnopua.

MC (APCI) MH": 276,277 ans C14H13NOs

'H AMP (CDCls) 5: 1,18-1,22 (t, 3H); 3,85 (s, 2H);
4,10-4,13 (q, 2H); 4,71 (s, 2H); 7,89-7,93 (brs, 4H).

MpomikHa crosnyka 26: 2-xnop-6-(4-
rigpokcuninepuauH-1-in)isoHIKOTUHOHITPMA

2,6-AuxnopisoHikoHiTpun (200mr, 1,15Mmonb) i 4-
rigpokcuninepuaunH (117wmr, 1,15MMonb) po3ymHAM B
NMP (3mn). Oogasarm TEA (160mkn, 1,15Mmork).
BukopuctoBytoumn MIKDOXBUIMbOBUA  CUHTE3aTop
CwmiTa, cymiw niggaBanm Aii MiKpOXBUIlb B OOHOMY
pexumi npu 150°C npoTtarom 20 xBunuH. KopniHeBy
cymiw ekctparyBanu EtOAc i npomwuBanu BoAoto
(3x15mn). OpraHiuHy ca3sy Bucywysanu Hag NaxSOq
i KOHUEeHTpyBamm y Bakyymi. (250mr).

MC (ES. M+H): 238 gns C11H12CIN3O

MpombkHa cronyka 27: Metunosuin edip 3-LiaHo-
5-eTun-1H-nipon-2-kapboHOBOI KMCMOTH

3-uiaHo-5-eTMn-1H-nipon-2-kapboHoBy  KUCMOTY
(npomixxHa cronyka 31) (500Mr) posuuHsM B
6e3sogHomy TI® (5mn) i oxonogxysarm go 0°C.
Oopasamm (TpumMeTURCUAIN)QiasomeTaH/MpocTun
edip (2mn). Cymiw nepemiwyBanu Mpu KiMHATHIN
TeMnepatypi B atMocdepi azoTy NnpoTarom 1 roauHu.
Po3unHHMK BUAanamm y Bakyymi 1 gogasanv MeOH.
Cymiw nepemiwyBanM pgopatkoBo npoTarom 15
XBUMMH, PO3YMHHUK BuOansanu y Bakyymi 1 TBepgy
PEYOBMHY BWCYLLYBanmn y BaKyyMi, OOEpPXKYLuM
BKa3aHy B 3arosioBky crionyky (580mr).

MC (ES) MH™: 177 ansa CoH1oN202

MpombkHa cronyka 28: MeTunosui edip 3-niaHo-
5-meTun-1H-nipon-2-kapboHOBOI KMCHOTH

BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
OOMOMOTOK MEeTOAMKW, aHaroriyHo A0 OAdepXKaHHs
NPOMDKHOT CMonykn 27, BUKOPUCTOBYIOUM SIK BUXIOHY
peyoBuHy  3-uiaHo-5-meTun-1H-nipon-2-kap6oHoBy
KMCrnoTy (MpomikHa crionyka 32).

MC (ES) MH*: 164 ans CgHsN202

MpombkHa crnonyka 29: 5-metun-1H-nipon-2-
kapboHoBa kucroTa

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
JOrMoMoror crnocoby, aHaroriyHoro A0 OoAepKaHHs
NpOMKHOT cronyku 18, BUKOPUCTOBYIOUM SIK BUXIOHY
pevoBuHy etun 5-metnn-1H-nipon-2-kapbokcunat
(npomixkHa crnonyka 20).

MC (ES): 250 (MH) gumep anst CeH7NO2

'H AMP &: 2,24 (s, 3H); 5,92 (s, 1H); 6,68 (s,
1H); 11,55 (s, 1H); 12,05 (s, 1H)

MpombkHa cronyka 30:
KapOOoHiITpUN

WMopetan (3,99r, 25,61mmork) gopasamm Ao
pO34nHYy 1-i3ouiaHoMeTaHCyNb P OHIN-4-mMeTun-
6ensony (5r, 25,61mmomb) y 6essogHomy TI®
(20Mmn). Cymiw oxonogkysanm fo -78°C i no kpannsix
popasanu TpeT-6yTokeua kanito (31mn 1M posynHy B

5-etun-1H-nipon-3-
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Tr®, 31mmonb) npotarom 15 xsBunuH. Cymiw
HarpiBamu OO0 KiMHaTHOI Temnepatypu npoTarom 1
rogvHn. Oopasarm  Bogy (50mMn) i po3uuH
ekcTparysanu aietTunosum edipom i BUCYLLYBann Haf
NaxS0O4 1 ynaptoBamm Hacyxo. OTpuMaHy KOpUYHEBY
MacnsHUCTYy  peyvoBMHY  BuKopuctoByBarm  6es
OYVLLEHHS.

OTpumanui 1-(1-izouiaHo-nponax-1-cynbdoHin)-
4-metnn-6eHzon (4,29r, 19,05MMorb) | aKpUMOHITPMA
(1,26mn, 19,05Mmornb) nepemiwysanv B 6e3Bo0gHOMY
Tr® (20mn). Cymiw oxomomxyBarm o 0°C i no
Kpannax pJgofdaBanu TpeT-0yTokcug kanito B TIO
(38,1mn, 38,1mMmorb). Cymiw HarpiBanu B konbi 3i
3BOPOTHUM XOMOAMIbHUKOM NPOTArOM 2 roguH, noTiM
3anMwanu npu KiMHaTHIn TeMnepaTtypi Ha Hid, i nicna
LbOro KOHUeHTpyBanu Yy Bakyymi. EtOAc (30mn)
Jofasanu 4O KOpUYHEBOI TBePAOoi PEYOBUHU 1N CYyMiLL
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
Jekinbkox roauH, dinbTpyBanm 1 TBepay pPevOBUHY
petenbHo npomuBanm EtOAc. EtOAc po3uumH
KOHLIEHTPYBanu y BakyyMmi 1 ouuLwany 3a JOnoMOororo
drnew-xpomatorpadii, enotoun cymiwo EtOAc/H-
rekcann: 3:2, i ofepxysanM BkasaHy B 3arorioBKy
cnonyky. (0,856r).

MC (APCI, M*): 119.121 ana C7HgN;

'H AMP (CDCl3) 5: 1,43 (m, 3H); 2,79 (m, 2H);
6,24 (s, 1H); 7,35 (s, 1H); 8,91 (s, 1H).

MpombkHa cnonyka 31: 3-uiaHo-5-etun-1H-nipon-
2-kapboHoBa kucrnoTa

HitpaT cpibna (1,41r, 8,3mmornb) y Bogi (100mn)
pofaeanu Jo posyunHy 5-etun-2-cpopmin-1H-nipon-3-
kapboHiTpuny (npomikHa cronyka 58) (819w,
5,53mmorb) B 1 H. rigpokcugi Hatpito (100mn) vy
TempsBi. Cymiw HarpiBarm mpu 100°C y TempsBi
npoTArom 1 rogmHu.

PeakuinHy cymiw oxonompkyBanu [0 KiMHaTHOT
TemnepaTtypu N MigKUCNanu 3a Jornomorot 65%-Hoi
BOAHOI  @30THOi  KucrnoTu.  >KOBTUIW/KOPUYHEBWIA
po3umH ekctparysann EtOAc, BwucywysBanu Hag
cynbatoM HaTpilo W KOHUEHTpyBanu Yy BaKyyMi,
OLEePXYHUN BKa3aHy B 3arosioBKy croyky (600mr).

'H AMP &: 1,03 (m, 3H); 2,37 (m, 2H); 6,39 (d,
1H); 8,03 (brs, 1H); 12,45 (s, 1H).

MpombkHa crnonyka 32: 3-uiaHo-5-meTun-1H-
nipon-2-kapboHoBa kucrnoTa

BkasaHy B 3aronoBKy CMOMyKy odepXyBarm 3a
OOrMOMOTOK MEeTOAMKW, aHaroriyHo A0 OAdepKaHHs
NMPOMDKHOT crosyku 31, BUKOPUCTOBYIOUUN K BUXIOHY
peyoBuHY 5-metnn-2-cpopmin-1H-nipon-3-
kapboHitpun (ogepxanHs: [J. Med. Chem. 1998,
41(6) 808-820)].

H AMP &: 2,26 (s, 3H); 6,46 (d, 1H); 12,58 (s,
1H); 13,47 (brs, 1H).

MpombkHa cronyka 33: 4-6pom-3-uiaHo-5-eTun-
1H-nipon-2-kapboHoBa kucnota

N-BpomcyKumHimig, (289wmr, 1,63MMmorb)
JofaBanu [0 OXOMOMHKEHOTO PO3YMHY METUSIOBOrO
edipy 3-uiaHo-5-eTnn-1H-nipon-2-kap6oHoBoi
KMcnoTu (MpomixHa cnonyka 27; 290wmr, 1,63Mmonb) y
6e3sogHomy OXM mpu 0°C. Cymiw nepemiwysanu
npn 0°C npotarom 30 xBunuH. Cymiw BnvBamm B
XONOAHWA PO34YMH 2H. rigpokeuay HaTtpito (15mn) i
ekctparysanu AXM. O6'egHaHi ekcTpakT MpoMuBanu
Bodow (2x15mn), BucywyBamM Hapg Cynbdatom
HaTpilo 1 KOHUEHTpyBanuM Yy BaKyyMi, OAepXKytouun
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HEBENUKi KinbKOCTi BKa3zaHOI B 3arorfioBKy CHOMyKW.
BogHy a3y nigkvcnsanm, ekctparysanu EtOAc,
KOHLEHTPYBanu y BaKyyMi, OOEPXYIOUM BKa3aHy B
3arofioBKky CMOMyky Yy BWUrSg4i  mactonofibHoi
KOpUYHEBOI TBEPAOI peyoBUHM (240Mr).

'H AMP &: 1,03 (m, 3H); 3,46 (m, 2H); 13,16 (s,
1H); 13,82 (brs, 1H).

MpombkHa cronyka 34: 4-6pom-3-LiaHo-5-meTun-
1H-nipon-2-kapboHoBa kucnoTa

BkasaHy B 3aronoBKy CMOMyKy odepXyBamm 3a
OOrMOMOTOK MeTOAMKW, aHaroriyHo A0 OAepKaHHs
NMPOMDKHOT cromnyku 33, BUKOPUCTOBYIOUUN K BUXIOHY
pevyoBUHY MeTurosu edip  3-uiaHo-5-meTun-1H-
nipon-2-kapboHOBOT KMCNOTU (MPOMPKHa crionyka 28).

"H AMP 5: 2,03 (m, 3H); 13,05 (s, 1H).

MpombkHa crnonyka 35: Emn  2-xmnop-4-(1,3-
niokco-1,3-aurigpo-2H-izoiHgon-2-in)-3-okcobyTtaHoat

BkasaHy B 3arofioBky CMOfyKy OAepXyBanm
cnocobom, aHanmoriyHMM [0 OAepXKaHHS MPOMIKHOI
cronykn 124, BUKOPUCTOBYIOUM SIK BUXIOHY PEYOBUHY
emvn  4-(1,3-giokco-1,3-gurigpo-2H-izoiHgon-2-in)-3-
okcobyTtaHoar (npomikHa cronyka 25) i
cynbypunxropua.

MC (APCI) MH": 313 gna C14H12CINOs

'H AMP (CPCl3) 5: 1,24-1,33 (t, 3H); 4,204,28
(g, 2H); 4,43 (q, 2H); 4,88 (s, 2H); 5,07 (s, 1H); 5,76
(s, 1H); 6,0 (s, 1H); 7,88-7,96 (brs, 6H).

MpombkHa crornyka 36: ETtun 2-(4-
amiHoninepuguh-1-in)-4-(MeTokcumeTun)-1,3-Tiazon-
5-kap6okcunart rigpoxnopua

BkasaHy B 3arofioBky CroOfyKy OAepXyBanu
cnocobom, aHanmoriyHMM [0 OAepXKaHHS MPOMIKHOI
crnonykn 126, BUKOPUCTOBYIOUM SIK BUXIOHY PEYOBUHY
TpeT-0yTnn [1-(amiHokap6oHoTIOIN)NinepuanH-4-
imkapbamat (npomixHa crnonyka 125) i etun 2-xnop-
4-meToKCcK-3-0KCOByTaHOaT (MPoMbKHa crionyka 6).

MC (ES) (M+H): 300,301 ans C13H22CIN3O3S

MpombkHa crnonyka 37: 4-6pom-5-izonponin-1H-
nipon-2-kapboHoBa kucrnoTa [lpomixkHa crnonyka 37
cuHTesyBamm 3rigHo i3 [Elder, T # iH., Synth.
Commun. 1989,19 (5&6) 763-767] i HaBegeHUM Tam
nocunanHsam; [Kelly, TR # iH., Tempahedron,1984, 40
(22) 4569].

MpomikHa crnonyka 38: TpeT-6yTmn
HiTpONipMAanH-2-in)ninepuanH-4-injkapbamar

BessogHuin TEA (0,76mn, 5,49mmonb) fogaBamm
no TpeT-0yTnnosoro ecdipy  ninepuanH-4-in-
kap6amiHoBoi knucrnom (1r, 5Mmonb) i 2-xnop-3-HiTpo-
nipuguiy (0,791r, 5mmore) y 6e3sogHomy NMP
(3mr1). BMKopmCTOBYOUM MIKPOXBUIMBOBUIN CUHTE3ATOP
CwmiTa, cymiw niggaBanm Aii MiKpOXBUIlb B OOHOMY
pexumi npm 150°C npoTarom 10 xBurvH. KopniHesun
po3uuH posnoginanu Mk EtOAc i Bopow #
opraHiyHol aso  dekinbka pasiB  npomusanu
BOJOI0, BUCYLIyBanM Hag cynbdaTtoMm Hatpito ©
KOHLEHTPYBanu y BaKyyMi, OOEPXYIOUM BKa3aHy B
3arofioBKy CHOMyKy y BUrnsdi XOBTOI  TBepAol
peyoBuHu (1,35r).

MC (ES): 323 (MH+) gns C15H22N404

"H AMP &: 1,37 (s, 9H); 1,48 (m, 2H); 1,96 (m,
2H); 3,18 (m, 2H); 3,7 (m, IH); 3,86 (m, 2H); 7,05 (m,
2H); 8,33 (m, 2H)

MpomikHa crnonyka 39: 1-(3-HiTponipngnH-2-
in)ninepunanH-4-amiH XNopucToBoAHEBA Cirlb

[1-@3-
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Po3unH 4H. congHoi kucnom B AgiokcaHi (10mn)
popjaBarm o TpeT-6ytmn  [1-(3-HiTponipuanH-2-
in)ninepnanH-4-injkap6amarty (npomixxHa cronyka 38;
1,3r, 4 2MMorb).

Cymiw nepemiwysanu npu KiIMHaTHIn
Temnepatypi npoTtarom 1 roauvHM Ha aTtmocdepi
asorTy.

PoO34nHHWK Bugananu y BakyyMi, OAepXKyHuu
BKazaHy B 3arofioBKy CMOJyKY Yy BMWIIsiAi »KOBTOro
nopotuky (500mr).

MC (APCI): MH*® 222 ansa Cq11H15N302

'H AMP &: 1.76 (m, 2H); 2,10 (m, 2H); 3,18 (m,
2H); 3,82 (m, 12H); 3.3,83 (m, 2H); 7,02 (m, 1H); 8,39
(m, 1H); 8,48 (m, 1H); 9,32 (b, 2H)

MpombkHa cronyka 40:  2,6-auxnop-N-(2-
MOpPdOniH-4-in-e TNN)-i3oHIKOTUHaMIL
HATU (989wmr, 2,6mmonb), HOAT (354wmr,

2,6MMonb) i DIEA (907wmkn, 5,21Mmors ) fjoaasamm oo
nepemillyBaHoro posyuHy 2,6-Auxropi3oHiKOTUHOBOT
kucnotn (500mr, 2,60mmonb) y 6GessogHomy OMA
(4mn). Cymiw nepemiwyBanu npotsarom 10 XBUIMH,
noTim godasanu 2-mopdoniH-4-in-eTunamiH (420mkn,
2,86Mmorb). Cymiw nepemiwyBanmM Mpu KiMHATHIN
Temnepatypi npotarom 12  roauH i cymiw
posnoginanu wmix EtOAc i Bopgow. Llap EtOAc
peTenbHO MpoMMBanuM BOJOK, BWUCYLLYBanu Haj
cynbhatoM HaTpilo W KOHUEHTpyBanu Yy BaKyyMi,
OLEPXYHUN BKasaHy B 3arofiloBKy CrONyKy y BUrnsgi
macna (830wmr).

MC (ES) MH": 304

MpomikHa crionyka 41: 2-(2,6-guxnop-nipyanH-4-
incynbdarin)-N-meTun-auetamis,

2,6-Auxnop-nipuanH-4-inamit (1r, 6,13mmorb) y
KOHLUEHTPOBaHI CONAHIN KWUCNOTI (5mn)
oxonogpkyBanm go 0°C. loBinbHO AogaBanu HiTpUT
HaTtpito (465wmr, 6,75Mmonb) y BoAi (10mn), Mpu uboMy
Temnepatypy nigtpyumyBamm Huxkde 5°C. Cymiw
nepemillyBanu rnpu HU3bKIA Temnepatypi NpoTArom
20 XBWUINH. [oBinbHO nogasanu N-
MeTunMepkarnToaueTamig (645w, 6,13mMmorb),
nepemillyBanu npu HU3bKIK Temnepatypi NpoTarom
10 xBunmH i Harpisanm npu 90°C npoTarom 1 roguHu.
JKoBTUin po34MH OXOrfopKyBanM W ekcTparysBanu
EtOAc, npomvBanu BoAow, BUCYLLYBamM y BakyyMi i
ouvwianu WwnaxoMm xpomartorpadii  Ha giokeugi
KpeMHito, emnotoun  cymiwwo  EtOAc/rekcaH, i
ofepXyBarnv BkaszaHy B 3arofioBKy cronyky (855mr).

"HAMP 5: 2,55 (s, 3H); 3,94 (s, 2H); 7,55 (s, 2H)

MpomikHa cronyka 42: T1peT-6ytun {1-[4-
(amiHokap©oHin)-6-LiaHo nipuauH-2-in1ninepnanH-4-
infjkapbamaTt

TpeT-0yTnn {1-[4-(amiHokap6OHiIn)-6-

XrnopnipuauH-2-injninepuanH-4-inikapbamar
(npomixkHa crnonyka 16) (100mr, 0,282mmonb),
uiaHig migi (101mr, 1,13mmore), Pd(dba) (103w,
0,11mmorb) i Dppf (250mr, 0,45Mmornb) nomiwanu B
6e3BogHoMy gdiokcaHi (5mn) B aTmMocdepy aproHy.
Cymiw HarpiBanu npu 100°C npoTarom 5 roauH,
notim po3sogunm EtOAc (20mn) i pinbTpyBanu uepes
uenit. Cymiw npomuBanm GikapboHaTom HaTpito
(2x20mn1), conaHuMm posudmHom (20mn), BMCyLLyBanu
Haa cyrnbaTtoM HaTPilo N KOHLEHTPYBann y BakyyMi.
KopuuHeBW 3anuLWoK ouuwanu 3a JOMNoMOroro
drewrxpomarorpacii, enotoun cymiwamm OXM i
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MeOH, i ogepxyBanv Bka3aHy B 3arofloBKy CMOSyKY Y
BUIMSAAI KOPUYHEBOI TBEPAOT pevoBMHM (61Mr).

MC (ES): 346 (MH+) onsa C17H23Ns03

"H AMP &: 1,27 (m, 2H); 1,38 (s, 9H); 1,78 (m,
2H); 3,03 (m, 2H); 3,52 (m, 1H); 4,24 (m, 2H); 7,79 (s,
1H); 8,22 (s, 1H).

MpombkHa crionyka 43: 2-x1op-nipuauvHin-3-
inoBu edpip TiocbeH-2-kapboHOBOI KUCIOTU

TEA (1,2mn, 8,49Mmornb) fjoaasanu o 2-xmop-3-
nipuguHony (1r, 7,72MMOnb) i 2-
TiodpeHkapboHinxmopugy  (1,13r, 7,72mMmomb) Y
6e3sogHomy Tonyoni (10mn). Cymiw HarpiBamm npwm
100°C npoTaroMm 25 xBunuH. Po3unHHWK Buganamm y
BakyyMi 1 cymiw po3snoginanu mik EtOAc i Bogoto,
npomuBarmM  Bogoto  (x1), BucywyBanu  Hapg
cynbchatoMm HaTtpito W BUCYWlyBanM y BaKyyMi,
OLEPXKYHUN Macro, sike po3Tvpanu B MOPOLUOK 3 K-
rekcaHamu, OJEepXyluuM BKa3aHy B  3arofioBKy
CMoNyKy Y BUIMsSAi He 30BciM 6inoi TBepaoi peyoBuHN
(1,85r).

'H AMP &: 7,42 (m, 1H); 7,70 (m, 1H); 8,09 (m,
1H); 8,14 (m, 1H); 8,26 (m, 1H); 8,52 (m, 1H).

MpomikHa croryka 44: N-[6-xrop-2-
(meTunTio)nipyMiauH-4-injaueTtamia
OuToBuin aHrigpug (10,4mn, 0,11morb)

ponaeanu ao 6-xrop-2-(MetunTio)nipyuMianH-4-amiHy
(2,5r, 0,01morb) i peakuiviHy cymilw Harpisanm B Kosibi
3i 3BOPOTHUM XonoaubHuKom npu 135°C npoTtsrom 5
roavH. PeakuiviHy cymill oxonoaxysanu 40 KiMHaTHOI
Temnepatypu ©n nignyroyBanun o pH7 3a
AOMOMOTO HacM4eHOoro po3ymnHy bikapboHaTy HaTpito
(20mn). Cymiw posnoginanm mik EtOAc i Bogoto,
OpraHiyHWi Wap npomuBann BOOOK W COMAHUM
PO34UHOM, BYCYLLYBanm Hag MgSOa4 i
KOHLIEHTPYBanu, OOEepXKYl4YM BKasaHy B 3arofioBKy
crnonyky (2,62r).

MC (ES): 218 (MH") ansi C7HsCINO3S

MpombkHa cnonyka 45: TpeT-6ytun 1-[6-amiHo-2-
(meTunTio)nipyuMiguH-4-in)ninepuannH-4-inkapbamar

TEA (0,243mn, 1,74mmornb) i 6-xrop-2-
(meTummio)nipumiguH-4-amin -~ (0,309r,  1,74Mmornb)
JofjaBanu OO0 PO3dvHy TpeT-Oytun ninepuanH-4-
inkapbamaty (0,35r, 1,74mmorb) B NMP (4mn).
BukopuctoBytoumn MIKDOXBUIMbOBUA  CUHTE3aTop
CwmiTa, cymiw niggaBanm Aii MiKpOXBUIlb B OOHOMY
pexumi mpu 150°C npotarom 90 xBunuH. Cymiw
posnoainanu mik Bogoto n EtOAc i npommBamm (x2)
Bogoto. OpraHiyHy a3y  BucylyBammM  Haj
cynbatoM MarHito M KOHUEHTpyBanu, ofepxyrouu
BKa3aHy B 3aronioBky crionyky (0,294r).

MC (ES) (MH"): 340 ansa C16H26N402S

MpombkHa cronyka 46: 6-(4-amiHoninepugnH-1-
in)-2-(MmeTunTio)nipMmiguH-4-amiH rigpoxnopuvg

4 H. xnopuctum BoAeHb Yy ngiokcaHi (3mn)
Jonasanu no TpeT-6yTnn 1-[6-amiHO-2-
(meTunTio)nipyMiguH-4-in)ninepuanH-4-inkapbamary
(npomixxHa cronyka 45, 0,29mr 0,86mMmorb). Cymil
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NnpoTarom
90 xBUMH. PO34YMHHUMK BuaanamM y Bakyymi,
OLEPXYHUN BKa3aHy B 3arofioBKy Croyky (238mr).

MC (ES) (MH+): 240 gna C1oH17NsS

MpombkHa crnonyka 47:2,6-guxnop-N-meTokcn-N-
MEeTUNI3OHIKOTUHaMI,

HATU (1,97r, 5,20mmorb), HOAT (707wmr,
5,20mmork) i DIEA (1,77mn, 10,5MMonb) fonaBamm
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ao 2 ,6-ANXIOPi3OHIKOTUHOBOT KUCIOTI (1r,
5,20mmorb) y 6essogHomy OM®A (5mn). Cymiw
rnepemiwysanu MpoTAroM 5 XBWUNWH, NiCNA LbOro

ofHielo  nopuieto  gopasanu  rigpoxrnopug  N-
meTunmeTokcunamivy (507mr, 5,20MMorb), noTiM
DIEA (800mkn, 5,2mmornb).  PeakuiiHy  cymiw
nepemiwysanu npotarom 30  XBUMWH,  MOTIM
HeouMLeHNA npoaykT po3noginanu  mik  EtOAc
(50mn) i Bogoto (50mn) i opraHiyHWA piBEHb

npomvBarm Bogot  (3x50mn). OpraHiyHy dasy
BUCYLLYBanu Hag cynbgaTtom HaTpito n
KOHLIEHTpYyBanu Yy Bakyymi. HeouuweHuin npoaykt
ouvwianu 3a [OrMoMorol  drieww-xpomarorpadii,
enotoun EtOAc: H-rekcaHamu (2:3), i ogepxysamm
BKka3aHy B 3aronoBky crnonyky (1,12r). MC (APCI,
M+H): 235 gns CgHsCIoN202

"H AMP 5: 3,29 (s, 3H); 3,61 (s, 3H); 7,77 (s, 2H)

MpombkHa cronyka 48:1-(2,6-guxrnopnipygnH-4-
in)eTaHoH

2,6-Ouxnop-N-meTokcn-N-MeTUni3oHikoTUHaMIA
(npomixxHa cronyka 47, 780wmr, 3,3mMmMorb) |y
6e3BogHOMY AieTnrnosomy edipi (13mn)
oxonogpkyBarm o -78°C. Mo kpannsx agofaBanu
metvnniTin  (1,6M po3uuH y gieTunoBomy edipi
(5,2mn, 8,3mmork). Cymiw nepemiwysanm npu -78 (C

npotarom 1 roAvHW W pi3KO OXOrMomKyBanuM 3a
OOMOMOTOK  PO3YMHY  XFiopuay amoHilo,  MOTiM
HarpiBamuM [Jo KiMHaTHOI TemnepaTtypu. PeakuinHy

cymiw possogumm Bogot (20mn) i ekcTparyBanu
gietmnosum edpipom (2x30mrn), BuUCyllyBanu Hag
cynbatoM HaTpilo W KOHUEHTpyBanu Yy BaKyyMi,
OLEPXYHUN BKa3aHy B 3arofioBKy crnonyky (575wmr).

MC (APCI, M+H): 191 gna C7HsCI20

"H AMP 5: 2,66 (s, 3H); 7,96 (s, 2H)

MpombkHa cronyka 49: TpeT-6yTun 1-[6-xnop-4-

(rinpasuHokap6oHin)nipugnH-2-ini ninepuanH-4-
inkap6amar

MNopasuwH (0,55mn 17,0mMmore) popjaBanu [o
PO34UHY MeTun 2-{4-[(TpeT-

6yTOoKCMKapOOoHin)amiHo]nine puanH-1-in}-6-
Xropi3oHikoTMHaTy (MpomixHa crnonyka 23, 0,15r,
0,40mmorb) B idomponaHoni  (3mn).  Cymiw
nepemillyBanu npu KiMHaTHIN TemnepaTypi BCKO Hid,
noTiM i3oMponaHon BUOANANuM y BakyyMmi, ogepxyoum
BKa3aHui y 3aronoBky npoaykT (130mr).

MC (ES, MH): 370,368 ans C17H25C12N403

MpombkHa cnonyka 50: TpeT-6yTun 1-[6-xnop-4-
(5-okco-2,5-gurigpo-1,3,4-okcagiazon-2-in)nipugnH-2-
in)ninepuanH-4-inkap6amar

N,N'-Kap6oningiivigazon  (0,12r, 0,82mmorb)
JofjaBanu OO0 pO3yuHy TpeT-bytun  1-[6-xnop-4-
(rinpasuHokap6oHin)nipuguH-2-injninepuanH-4-
inkapbamaty (npomikHa cronmyka 49, 0,15r,
0,41mmorb) y AM®A (3mn). Cymiw nepemiwysanu
npy KIMHaTHIN TemnepaTtypi BCIO HiY 1 ouuvwanu 3a
Joromorot  HanmienpenapatueHoi BTPX, entotoun
cymiwamn CH3CN/H20 (0,1% TPK), i ogepxysanm
BKa3aHy B 3aronoBky crionyky (0,125r).

MC (ES, MH): 396,394 ansa C1gH23CIN4O4

MpombkHa crnonyka 51: 542-(4-amiHoninepuanH-
1-in)-6-xnopnipnaunn-4-in]-1,3,4-okcagiason-2(5H)-oH
rigpoxnopua,

4H. ConsiHy KMCrnoTy B AiokcaHi (3mn) gogasamm
po TpeT-6ytun 1-[6-xnop-4-(5-okco-2,5-gurigpo-1,3,4-
okcapiason-2-in)nipuguH-2-injnine puamH-4-
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inkapbamaty (mpomibkHa crnonyka 50, 0,12wr,
0,32mmorb). Cymiw nmepeMiwyBanm npu KiMHaTHI
Temneparypi npotarom 45 XBWMMH, nicns  LbOro
KOHLEHTPYBanu y BaKyyMi, OOEpPXYIOUM BKa3aHy B
3aronoBky crnonyky (100mr).

MC (ES, MH): 296,294 ans C13H15CIN4O2

MpombkHa cnonyka 52; Tpet-6ytun 4-{[(4-6pom-
5-meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepugnn-1-
kapbokcunar

BkasaHy B 3aronioBky CMOMyKy CMHTe3yBanu 3a
OOrMoMoror crnocoby, aHaroriyHoro A0 OoAepKaHHs
NPOMDKHOT CMOMyKN 2, BUKOPUCTOBYIOUU SK BUXIOHY
peyoBuHy  4-6pom-5-metun-1H-nipon-2-kap6oHoBy
KMCrnoTy (npoMbkHa crnonyka 18).

MC (ESP): 386,1 (M+H) onsa C16H24BrN3O3

'H AMP &: 1,34 (m, 2H); 141 (s, 9H); 1,74 (d,
2H); 2,13 (s, 3H); 2,84 (m, 2H); 3,92 (m, 3H); 6,81 (s,
1H); 7,75 (d, 1H); 11,67 (s, 1H).

MpombkHa cnonyka 53: TpeT-6ytmn 1-(6-xnop-4-
JiaHonipuauH-2-in)nine puguH-4-inkapbamar

TEA (0,20mn, 1,44mmorb) i 2,6-
ONXIOPI3OHIKOTUHOHITPUN (0,25r, 1,44MMonb)
JofjaBanu OO0 PO3duHy TpeT-Oytun ninepuanH-4-
inkapbamaty (0,28r, 144mmorb) B NMP (2mn).
BukopuctoBytoumn MIKDOXBUIMbOBUA  CUHTE3aTop
CwmiTta, cymiw niggaBanm Aii MiKpOXBUIlb B OOHOMY
pexxumi npu 150°C npoTarom 10 xBunmH. HeounieHy
CyMiL po3noginsmm mixx Bogoto i EtOAc i npomumsanm
(x2) Bopoto. Ekctpaktn o6'egHyBanu, BUCyLLyBanu
Hag MgSOyg i KOHUEHTpPYBaM, OAEPXKYHN BKazaHy B
3arorioBky crnonyky (400mr).

MC (ES): 337 (MH+*) ans C17H22CIN3O;

MpomikHa cronyka 54: TpeT-OyTvn
[amiHo(rigpokciimiHo )MeTun]-6-xnopnipuanH-2-
intninepuanH-4-inkap6avar

TEA (0,24mn,1,78Mmorb) JogaBanu 4O pO34UHY
TpeT-0yTnn 1-(6-xnop-4-uiaHonipuaunH-2-
in)ninepnauHr4-inkapbamaTty (MpomikHa cronyka 53,
0,4r, 1,19mMormb) B MeOH (2mn), noTim goaasanu

144-

rigpoxnopug rigpokcunamidy (0,82r, 1,19mmorb).
Cymiw  HarpiBarm B KO/IGi  3i  3BOPOTHUM
XONOAUNBbHMKOM MPOTAroM 4 roauH, nicns UbOoro
PO3YMHHMK  BMOANSaNM Yy Bakyymi, OJepXKylouu

HeoOXigHW NpoaykT. (410mr).

MC (ES): 370 (MH+) ansa Cq17H25CIN4O3

MpombkHa cnonyka 55: Tpet-6yTun 1-[6-xnop-4-
(1,2,4-okcagiason-3-in)nipuauH-2-in]ninepnguH-4-in
kapbamaTt

Tpudptopedipatr 6opy (0,1mn) popgasarm o
PO34UHY o TpeT-0yTnn 1-{4-[amiHO
(rigpokciimiHo )Me TUn]-6-xnopripuanH-2-in}ninepuamH-
4-inkapbamaty (npomikHa cronyka 54) (0,254,
0,69mmorb) B 1,1,1-TpneTokcieTani (1,5mn) npwm
KiMHaTHIn TemnepaTypi. Cymiw HarpiBanu B Korbi 3i
3BOPOTHUM XONOAUIbHMKOM npoTarom 10 XBUMMH.
Cymiw ouunanu 3a J0rnoMoro drew-
xpomatorpadpii  Ha  cunikareni, emnwowun  (H-
rekcaHn:EtOAc; 70:30), i ogepxyBamm BKasaHy B
3aronioBky cronyky (50mr).

MC (ES): 380 (MH+) ansa CqgH23CIN4O3

MpombkHa crnonyka 56: 1-[6-xmop-4-(1,24-
okcagia3on-3-in)nipuanH-2-in)ninepuanH-4-amix
rigpoxnopwua

TpeT-6yTnn 1-[6-xnop-4-(1,2,4-okcagia3on-3-
in)nipuauH-2-in]ninepuanH-4-inkap6amar  (npomikHa
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cnonyka 55) (50mr 0,13MMmornb) po3dnHsanu B 4H. HCI
y pgiokcaHi (2mn). Cymiw nepemiwyBamm npu

KiMHaTHIN TeMnepatypi NpoTArom 2 roauH. PO34mHHUK
KOHLIEHTPYBanu y BaKyyMi, OAEPXYIHN HEeOYMLLEHY
BKa3aHy B 3arofiloBKy CMOSyKy, SIKy BUKOPMUCTOBYBanu
6e3 0o4aTKOBOrO OYMLLEHHS (74Mr).

MC (ES): 280 (MH+) ansa Cq3H15CIN4O

MpomikHa cronyka 57: 4-6pom-5-metun-N-
ninepuaunH-4-in-1H-nipon-2-kap6okcamig rigpoxrnopua

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
[OrMoMoror crnocoby, aHaroriyHoro Ao OoAdepKaHHs
NPOMDKHOT crionykn 1, BUKOPUCTOBYIOUM SK BUXIOHY
peyoBuHy TpeT-0yTVn 4-{[(4-6pom-5-meTnn-1H-nipon-
2-in)kap6oHinjamiHo}ninepuamnH-1-kapbokcunar
(npomixkHa cronyka 52).

MC (ESP): 286,1 (M+H) ona C11H1eBrNsO

'H AMP &: 1,36 (m, 2H); 1,74 (d, 2H); 2,13 (s,
3H); 2,83 (m, 2H); 3,85-4,05 (m, 3H); 6,81 (s, 1H);
7,75 (d, 1H); 11,66 (s, 1H).

MpombkHa crnonyka 58: 5-etun-2-dopmin-1H-
nipos-3-kapboHiTpun

POCI3 (3,3mn, 35,67mMmonb) gopnasarm go 1,2-
avxrnopeTaHy (4mn), NoTiM AyKe MOBINbHO AoAaBanu
6essogHun IM®PA (2,75mn, 35,67mMmonb). Cymiww
nepemiwlysanu npu KiIMHaTHIn Temneparypi
npubmmsHo npotarom 10 xsBunuH. [lo  kpannsx
popasanu 5-eTun-1H-nipon-3-kap6oHiTpun
(npomixkHa crionyka 30, 856mr, 7,13mmonb) B 1,2-
avxnopeTaHi (2mn) i cymiw HarpiBarm npu 80°C

npubémmsHo  npotarom 30 XBUMWH. Cymiww
oXonomKyBanu ao KiMHaTHOT  Temnepartypu,
popasanu auetat HaTpito  (2,5r/5mn) i cymiw

nepemiwysanu npoTarom 1 roguHu. KopniHeBy/HopHy
emynbceito ekctparysamim OXM (4x50mn). O6'egHaHy
opraHiyHy pasy npommBanu Bogow  (2x50mn)
Bucywysanm Hag NaxSOg i KOHUEeHTpyBanu y Bakyymi,
OLEPXYHoUN BKa3aHy B 3arofioBKy Crosyky. (819mr).

'H AMP(CDCl3) &: 1,52 (m, 3H); 2,81 (m, 2H);
6,46 (s, 1H); 9,65 (s, 1H); 9,96 (s, 1H).

MpombkHa cronyka 59: Emun 4.5-guxnop-1H-
nipon-2-kap6okcunat

BkasaHy B 3arofioBky CMOfyKy OAepXyBanu
cnocobom, aHanmoriyHMM [0 OAepXKaHHS MPOMIKHOI
crnonykn 20, BUKOPUCTOBYIOYU 5K BUXIOHY PEYOBUHY
2,2,2-tpuxnop-1-(4,5-guxnop-1H-nipon-2-in)etaHoH
(npomixkHa cronyka 60).

MC (ES): MH" 207,209 gnsa C7H7CI2NO>

MpombkHa crnonyka 60: 2,2,2-tpuxiop-1-(4,5-
avxnop-1H-nipon-2-in)e TaHoH

PosunH cynbdypunxnopugy (11,3mn, 0,14morb)
y npocTtomy edipi (5mn) mpu 0°C pgopgasanu go
PO34UHY 2,2, 2-tpuxnop-1-(1H-nipon-2-in)eTaHoHy
(15,0r, 0,07momb) y pgiemnosomy edipi (10mn).
Cymiw 3anvwanu nepemiwlyBatucst npu KiMHaTHIN
TeMnepatypi NpoTAroM Hodi. PO3UMHHMK BUaananu y
BakyyMi. HeounweHy cymiw posnoginanu Mk
npoctum edpipom 1 10%-Hum BogHum KoCOs.
OpraHiyHy a3y KoHUEHTpyBarmM Yy BakyyMi W
ouvwanu 3a gornomoroto drelrxpomartorpadii Ha
giokeuai  kpemHito, entotoun rpagieHtom (2 - 5%
EtOAc y rekcaHi), i oaepxyBanu BkazaHy B 3arosioBKy
cnonyky (17,0r).

"H AMP (500Mry. CDCl3) 8: 7,42 (d, 1H); 13,85
(s, 1H)
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MpombkHa crionyka 61: 4,5-guxnop-1H-nipon-2-
kapboHoBa kucroTa

PosunH rigpokeuay niTito 'y Bogi (2H., 0,80mn,
0,16morb) gopasanu OO MNepPeMillyBaHOrO PO3UMHY
cymiwi emmn 4,5-guxnop-1H-nipon-2-kap6okcunaty
(npomixxHa cnonyka 59; 7,0r, 0,033momb) y TIo
(15mn)  mpu  kimHaTHIn ~ Temnepatypi. Cymiw
nepemiwyBanu npu 50°C no 8 rogwH npoTarom 2
OHiB. PeakuiHy cymiw nigkvcnann 3a OOMOMOrow
10%-Horo po3unHy HCI go pH~2 i po3noginsmm mix
EtOAc i Bogot. OpraHiyHuiA wap BUCyLLyBanM Hap,
MgSOs i KOHUEHTpyBanuM Yy BaKyyMi, OZepXKytoum
BKa3aHy B 3arofioBky crionyky (4,0r).

MC(ES): MH 178 gns CsH3sCI2NO»

'H AMP (500Mrw) &: 7,06 (s, 1H); 12,43 (s, 1H);
13,43 (8, 1H)

MpomikHa crosnyka 62:
rigpokcunine puauH-1-in)isoHikoTMHaMIL,

BkasaHy B 3arofioBky CMOfyKy OAepXyBanu
cnocobom, aHanoriyHMM [0 OAepXKaHHS MPOMIKHOI
Cronykn 26, BUMKOPUCTOBYIOUM SIK BUXIOHY PEYOBUHY
2,6-guxropi3oHikoTMHaMia, " 4-rigpokcunine puamnH

2-xnop-6-(4-

n
(obvoBa KOMepUINHO OOCTYMHI).

MC (PXMC): 255

MpomikHa croryka 63: 2-xnop-6-[4-
(MeTunamiHo)nine puamnH-1-in]isoHIKOTUHOHITPUI

2,6-AnxnopizoHikoHiTpun  (1,28r, 7,38MMomb) i
DIEA (3,85mn) gogaBanu go ninepugnH-4-oHy (1r,
7,38umorb) y 6essogHomy OMA (8mn) popasanw.
BukopuctoBytoumn MIKDOXBUIMbOBUA  CUHTE3aTop
CwmiTa, cymiw niggaBanm Aii MiKpOXBUIlb B OOHOMY
pexumi npn 150°C npotsarom 20 XxBUMH y OBOX
naprisix. [MNapTii o6'egHyBarm 1 possoguim EtOAc
(100mn) i npomwmBamm Bogoto (3x50mrm). OpraHiuny
a3y Bucywysanm Hag NaxSOs i KOHUEHTpyBanu y
BaKyyMi, OOepXYIoun KOPUYHEBY TBEPAY PEYOBUHY,
ska Bignosigac [PXMC Bkasdye Ha ouikyBaHy Mmacy
(236)] 2-xrop-6-(4-okconinepuanH-1-
in)isoHikoTuHoHITPKny (1,58r).

MeTtunamin (2,65mn, 5,3mmonb) gopaearm Oo
pO34nHYy 2-xrnop-6-(4-okconinepuguH-1-
in)i3oHIKOTUHOHITPYAY (NPOoMiXkKHa crnonyka 26; 500mr,
2,12mmorb) y 6essogHomy TI®  (4mn). Cymiw
nepemiwysanu npotarom 30 xBUnuH | Jodasanu
TpuaueTokcuboporigpug HaTtpito (674mr, 3,18Mmon).
Cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTtypi
npotarom 18 roauH, nicns LUbOro KOHLUEHTpyBanm Yy
BakyyMmi, po3soaunm EtOAc i npomueanm 1 H. NaOH,
BOAOK W coOmnsiHUM po3yvnHoM. OpraHiyHy asy
BUCYLLYBanM Hag Naz2SO04 nicna Lboro
KOHLIEHTPYBanu y BaKyyMi, OZEpPXYIHM KOpUYHEBE
Macrno, $Ke BUCYWYyBann Yy BaKyyMi, OJepXylouu
BKa3aHy B 3arosioBky crionyky (507mr).

MC (ES): 251 ansa C12H15CINg

"H AMP &: 1,21 (m, 2H); 1,90 (m, 2H); 2,32 (s,
3H); 2,61 (m, 1H); 3,12 (m, 2H); 4,14 (m, 2H); 7,10
(8,1H); 7,39 (8,1H)

MpombkHa cronyka 64: 1[6-xnop-4-(1H-TeTpasorn-
5-in)nipnaun-2-in]-N-meTunnine pugnH-4-ami

Asng Hatpito (131mr, 2,02mmonb) i NH4Cl
(108wmr, 2,02mMmonb) AoAaBanM 40 pO3yKHY 2-xrop-6-
[4-(MeTnamiHo )ninepuaunH-1-injisoHIKOTUHOHITPUIY
(npomixxHa cronyka 63, 507wmr, 2,02mmornb) y
6e3sogHomy OM®A (3mn). Cymiw HarpiBamm npwm
120°C B atmocdpepi a3oTy mpoTtsarom 1 rogvHu, npu
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upbomy PXMC rnokasyBana Ha HasiBHICTb O4ikyBaHOi
macu. Cymiw dinbTpyBanM KW  ouuwanmM  3a
Joromorot  HanmienpenapatueHoi BTPX, entooun
aueToHiTpuniom/Bogoto  (0,1% T®PK) i BKkasaHy B
3arorfioBKy CMOMyKY KOHUEHTpYBanM y BakyyMi,
OLEPXKYHUN  TrpoCKOMYHY  KOPWYHEBY  TBEpPAY
peyoBuHy (220mr).

MC (ES): (MH+) 294 nna C12H16CIN7

MpombkHa crnonyka 65: 1-[6-xnop-4-(1-meTun-1H-
TeTpason-5-in)nipuant-2-in}-N-metunninepuamH-4-
amiH

Asng Hatpito (225mr, 3,47mmonb) i xmopug
amoHito (186wmr, 3,47Mmorb) AodaBamm A0 PO3YMHY
2,6-guxnopisoHikoHiTpuny  (500mr, 2,89mmornb) y
6e3sogHomy OM®A (3mn). Cymiw HarpiBamm npwm
120°C B atmMocdepi a3oTy npoTaromM 1 rognHu. Cymiu
oXonompKyBanM OO0 KIMHATHOI  Temnepatypu W
popaBarim KoCOs (798mr, 5,78mmork). OTpumany
cymiw nepemiwysanu npotarom 30 XBWNMH, micna
uboro godaearm noametaH (270mMkn, 4,33Mmosb).
Cymiw nepemilwyBanu npu KiMHaTHIN TemnepaTtypi
npotarom 18 roauH, po3sogumim EtOAc i npomuBamm
BOAOK W comnsiHUM po3yvnHoM. OpraHiyHy asy
Bucywysanm Hag NaxSOg i KOHUEeHTpyBanu y Bakyymi,
OLEPXKYHOUN KOPUYHEBY TBEpAy pPeyvoBuMHY 2,6-
avxnop-4-(2-memn-2H-Tetpason-5-in)-nipyguH
(486wmr). TpeT-ByTnn ninepugnH-4-inkapbamat (87wmr,
0,44mmorb) i DIEA (76Mmkn, 0,44MMorb ) fodaBanm oo
po3umHy 2,6-guxnop-4-(2-metn-2H-teTpason-5-in)-
nipuguHy (100mr, 0,44mmorb) y 6e3sogHomy NMP
(2mn). BMKOPUCTOBYIOUM MIKPOXBWITbOBUIA CUHTE3ATOP
CwmiTa, cymiw niggaBanm Aii MiKpOXBUIlb B OOHOMY
pexumi npy 150°C npoTtarom 15 XBUIMH, pO3BOAUMN
EtOAc (25mn) i npomuBanu Bogoto (4x25wmn).
OpraHiyHy a3y BucywyBanu Hag NaxSOs i
KOHLEHTPYBanu y BaKyyMi, OOEpPXYHUM KOPUYHEBY
TBEpAy peyvoBuHy. Lo npoby nipaasanu peakuii 3 4H.
HCl/pgiokcaHom  (8mn) nmpoTtsarom 45  XBUMMH.
PO34MHHUK BMO@nmsnM Mpu 3HWKEHOMY TUCKY W
peYvoBMHa BUCYLLYBamNW y BakyyMi.

MC (ES): ME* 294, ansa Cq2H46CIHZO

MpombkHa crnonyka 66: TpeT-6yTMn
XnopnipuauH-2-in)ninepuauH-4-injkapbamar

TEA (0,13mn, 0,99mmork) i 2,6-guxnopnipnanH
(0,14r, 0,99mMmMonb) godaBamM OO PO3YMHY TpeT-
6ytun ninepugnH-4-inkapbamaty (0,20r, 0,99Mmornb)
B NMP (2mn) npu kiMHaTHiW  Temnepartypi.
BukopuctoBytoumn MIKDOXBUIMbOBUA  CUHTE3aTop
CwmiTa, cymiw niggaBanm Aii MiKpOXBUIlb B OOHOMY
pexumi mpu 150°C npotarom 30 xBunuH. Cymiw
po3sogurm EtOAc i Tpu pasu nmpomwmBamm BOZOL.
OpraHiyHy a3y BucylwyBanu Hag Ccynbdartom
MarHito M KOHUEHTpyBarM, OJEpXylouu BKasaHy B
3aronioBky crnonyky. (300mr).

MC (ES): 337 (MH+) ansa Cq17H22CIN3O2

MpombkHa cnonyka 67: 2-6pom-5-(etunrio)-1,3,4-
Tiagiason

TpeT-0ytnn Hitput (2,20Mn, 1,91r, 18,50MMmorb)
no Kpannsx gojaeanu Ao cymiwi G6pomigy migi (I1)
(3,32r, 14,86mmorb) B aueToHiTpuni  (30mn).
HopaBarm  po3unH  5-(etunrio)-1,3,4-Tiagiazon-2
amiHn (2,00r, 12,40mMmonb) B aueToHiTpuni (66mn) i
cymiw Harpisamim npu 65°C. MNpnbrmsHo yepes Tpu
roAvHN CyMill OXOMoAXyBanu, PO3BOAUIM BOZOH 1
ekcTparyBanu npoctuMm edpipom. OpraHivyHy asy

[1-(6-
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Bucywysanm (MgSOs), i KOHUEHTpyBanM y BakyyMi.
HeounweHy pevyoBuHy ouuwamm 3a [OMNoMOror
drewxpomarorpadit, BUKOPUCTOBYIOUN 10%
EtOAc/rekcann, i opgepxyBarmm 2,15r BkaszaHoro B
3arorioBKy MPOAYKTY.

MC (ESP): 226 (MH") ans C4HsBrN2S;

MpomikHa cronyka 68: TpeT-OyTun
(aueTnnamiHo)-2-(MeTunTio)nipUMignH-4-
in)ninepuanH-4-in)kapbamar

TEA (0,32mn, 2,28Mmmorb)
(meTunTio)nipyMiauH-4-injaueTtamia (npomixxHa
cnonyka 44, 0,50r, 2,28mmonb) pogaeanu A0
po34yuHy  TpeT-0yTun ninepuavH-4-inkapbamary
(0,46r, 2,28mmomb) B NMP (2mMn) mpy KiMHaTHIn
Temnepatypi. BukopuctoByouM  MIKPOXBUMLOBUIA
cuHTe3atop CwmiTa, cymiw niggasanv Aii MiKpoxsuiib
B ogHoMmy pexumi npu 150°C mpoTtsrom 10 XBUIMH.
Cymiw posnoginamm mix Bogoto n EtOAc. LWapwu
po34inanM N opraHiyHMn Wap Wwe Asa pasu
npomvBarmM Bogoto. OpraHiyHy a3y BuCyLlyBanu
Hag  cynmbdatoM  MarHito W KOHUEeHTpyBanwu,
OLEPXYHUN BKa3aHy B 3arofioBKy Croyky (816mr).

MC (ES): 381 (MH+) ansa CqgH2sN4O3S

MpombkHa cnonyka 69: N-[6-(4-amiHoninepuanH-
1-in)-2-(meTwnsTio)nipumignH-4-injaueTamig,
rigpoxnopwua

TpeT-6yTnn {1-[6-(aueTmnamiHo)-2-
(meTunTio)nipyuMiguH-4-in|ninepuannH-4-injkapbam  ar
(npomixxHa cronyka 68) (816mr, 2,15Mmonb)
posumHanm B 4 H. HCl/giokcani (10mn). Cymiw
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
2 rogvH. Hagnmuwok 4H. HCl/giokcaHy Bugananu
LUNAXOM KOHUEHTPYBaHHSA Yy BaKyyMi, OZepXyloum
BKasaHy B 3arofloBKy CMONyky y Burnagi tBepgoi
PEYOBMHM ACKPaABO-KOBTOrO KOMbopy (790mr).

MC (ES): 281 (MH+) ansa Cq3HoN4OS

MpombkHa crnonyka 70: 2-(4-amiHoninepugnH-1-
in)-6-xnopi3oHiKOTMHaMIZ, XTOPUCTOBOAHEBA Cilb

Po3unH 4H. HCl/giokcany (6mn) gopasanu go
TpeT-6ytmn  1-[4-(amiHokapOoHin)-6-xnopnipugmH-2-
in)ninepuanH-4-inkapbamaty (npomixHa cronyka 16,

(1-6-

i N-[6-xrop-2-

100mr, 0,282mmornb). Cymiw nepemiwysanvM npu
KiMHaTHIin  Temnepatypi npotarom 90  XBWIKH.
PosunMHHUK Bugansanu y BakyymMi 1 gogasanu

6e3BogHui  gieTnnosun edip (25mn). PO34MHHMK
BMOANAM y Bakyymi 1 oTpUMaHy SiCHO-XOBTY TBepAy
pPEYOBMHY  BUCYLWyBanuM Yy Bakyymi  MpOTSArOM
OEKiNbKOX roAuH, OAEPXYHUM BKasaHy B 3arosioBKy
CMoNyKy Y BUIMsSAi He 30BCiM 6inoi TBepaoi pe4yoBuHN
(87wr).

MC (ES): 255 gnst C11H15CIN4O

'H AMP &: 1,56 (m, 2H); 2,08 (m, 2H); 2,35 (m,
2H); 3,27 (m, 1H); 4,35 (m, 2H); 7,00 (s, 1H); 7,21 (s,
1H); 7,68 (s, 1H); 7,90 (s, 1H); 8,20 (b, 3H).

MpombkHa crnonyka 71: 4-xnop-5-etun-1H-nipon-
2-kapboHoBa kucrnoTa

BkasaHy B 3aroroBKy CroSyKy CuHTE3yBarm 3
etn 4-xnop-5-etmn-1H-nipon-2-kapbokcunaty
(MpomixkHa cronyka 72) 3a [ONOMOrol Ccrocooy,
aHanoriyHoro 4o ogepXaHHs1 NPOMBKHOI CMoSykun 8.

MC (ESP): 172,1 (M-H) gna C7HgCINO-

MpombkHa crnonyka 72: Etun 4-xnop-5-etmn-1H-
nipon-2-kap6okcunat

BkasaHy B 3arofioBky CronlyKy CuHTe3yBamm 3
etvn 5-etnn-1H-nipon-2-kapbokcunaty (NpomixkHa
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crnonyka 12) 3a gonomorot crnoco®y, aHarnori4yHoro
00 ofiepXXaHHA MPOMIKHOT Criosykm 9.

MC (ESP): 200,1 (M-H) gns CgH12CINO2

MpombkHa crionyka 73: 3,4-guxnop-5-etnn-1H-
nipon-2-kapboHoBa kucrnoTa

BkasaHy B 3arorioBKy CronykKy CuHTE3yBarm 3
etvn  3,4-guxnop-5-etun-1H-nipon-2-kap6okcunaTy
(npomikHa cronyka 74) 3a [ONOMOrol Crocooy,
aHanoriyHoro 4o ogepXaHHs1 NPOMBKHOI CMoSykun 8.

MC (ESP): 208,1 (M+H) ans C7H;CI2NO-

MpomikHa crionyka 74: Etun 3,4-guxnop-5-eTun-
1H-nipon-2-kap6okcunat

BkasaHy B 3aroroBKy CrofyKy CuHTE3yBamm 3
etvn 5-etnn-1H-nipon-2-kapbokcunaty (NpomixkHa
crnonyka 12) 3a gonomorot crnoco®y, aHarnori4yHoro
00 ofepXaHHSA NPOMDKHOT CMOmMyKu 4.

MC (ESP): 234,1 (M-H) ans CgH11CI2NO2

MpomibkHa crionyka 75: 4-xnop-3,5-gumeTnn-1H-
nipon-2-kapboHoBa kucnoTa

BkasaHy B 3arorioBKy CrofyKy CuHTE3yBamm 3
etvn 4-xnop-3,5-aumeTun-1H-nipon-2-kapbokcunaTy
(npomixkHa crnonyka 76) 3a [OMOMOrok crnocoby,
aHanoriyHoro 4o ogepXaHHs1 NPOMBKHOI CMoSykun 8.

MC (ESP): 172 (M-H) ana C7HsCINO2

MpombkHa cronyka 76: Etun  4-xnop-3,5-
anmeTtnn-1H-nipon-2-kapbokcunat

BkasaHy B 3arorioBKy CrofyKy CuHTE3yBamm 3
etn 3,5-gumeTun-1H-nipon-2-kapbokcunaTy
(komepuiiHO [OCTYMHMI) 3a [OMOMOrol  Crocody,
aHanoriyHoro 4o ogepXaHHs NPOMBKHOI Crorykn 9.

MC (ESP): 200 (M-H) ana CgH12CINO>

MpomikHa crornyka 77: Etvn 2-(4-
amiHoninepugwmn-1-in)-4-[(1,3-aiokco-1,3-Awnrigpo-2H-
i3oiHgon-2-in)meTun1-1,3-tiazon-5-
kap6okcunaTtrigpoxrnopug

BkasaHy B 3arofioBky CMoOfyKy OAepXyBanm
cnocobom, aHanmoriyHMM [0 OAepXKaHHS MPOMIKHOI
crnonykn 126, BUKOPUCTOBYIOUN SIK BUXIOHY PEYOBUHY
TpeT-0yTnn [1-(amiHokap6oHoTIOIN)NiNnepuanH-4-
injkapbamat (npomixHa crnonyka 125) i etun 2-xnop-
4-(1,3-giokco-1,3-aurigpo-2H-izoiHgon-2-in)-3-
okcobyTaHoaT (npombkHa cronyka 35).

MC (ES) (M+H)+Z 416 ans CooH23CIN4O4S

MpombkHi cronykun 78-80

HacTynHi crnonyks opepxysamm 3a [OMOMOrOHO
crnocofby, aHanoriyHoro [0 oAepXaHHs MNPOMDKHOI
Ccrnonykn 126, BUKOPUCTOBYIOUN SIK BUXIOHY PEYOBUHY
TpeT-0yTnn [1-(amiHokap6oHoTIOIN)NiNnepuanH-4-
imkapbamat (npomikHa crnonyka 125) i nepepaxoBaHi
BUXiOHI peYOBUHW.
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MpombkHa crnonyka 81: 2-(4-amiHoninepugnH-1-
in)-1,3-Tiazon-5-kapbokcamig rigpoxnopua

BkasaHy B 3arofioBky CronlyKy CuHTe3yBamm 3
TpeT-6yTvn 1-[5-(amiHokap6oHin)-1,3-Tiason-2-
injninepuamH-4-inkapbamaty (npomikHa cronyka 82)
3a 4OMoMorolo cnocoby, aHarnoriyHoro 4o oAepXKaHHs
NPOMDKHOT cronyku 1.

MC (ESP): 227 (M+H) aonst CoH14N4OS

MpomikHa cronyka 82: TpeT-6yTnn
(amiHokap6oHin)-1,3-Tiazon-2-injninepuanH-4-
inkap6amar

BkasaHy B 3aronioBky CMOMyKy CMHTe3yBanu 3a
JOrMoMOror crnocoby, aHaroriyHoro A0 OAepKaHHs
MPOMDKHOT Cronykn 38 LWIAXOM CMoflydeHHss TpeT-
6ytvn ninepuanH-4-inkapbamary (komepuinHo
[OCTynHWi) 3 2-6pom-1,3-Tiazon-5-kapbokcamigom [J.
Am. Chem. Soc. 1952, 74, 5799].

MC (ESP): 327 (M+H) ana C14H22N403S

1-[5-

MpombkHa cronyka 83: Metun  2-xnop-6-
(MeTunTio)i3oHIKOTUHAT
Metunn 2,6-OuXIopi3oHiKOTUHAT (300w,

1,45MMorb ) po3unHsinu B 6e3sogHomy OMOA.

[Nopnasann TiomeTokcug HaTpito (102w,
1,45MMorb) i cymiw mepemiwyBanu mpu KiMHATHIN
Temnepatypi npotarom 4 roguH. Cymiw po3sBoaumm
EtOAc i npomumBanu Bogoto (x3), CONsSHUM PO34YMHOM
(x1) | BucywyBamm Hag cynbdatoMm HaTpito n
KOHLEHTPYBanu y BaKyyMi, OOEPXYIOUM BKa3aHy B
3arorioBKy Cronyky (294wmr).

MC (ES) (M+H), 218 gns CgHsCINO2S

"H AMP : 2,73 (s, 3H); 4,04 (t, 3H); 7,64 (s, 1H);
7,79 (s, 1H)

MpombkHa cronyka 84:
(MeTuncynbdiHin)i3oHikoTUHAT

MeTun 2-x1nop-6-(MeTuNTIOo )i3oHIKOTUHaT
(npomixkxHa cronyka 83; 290Mr), po3uMHsIM B
6e3sogHomy OXM (5mn). Jogasanun mCPBA (345wmr)
i cymiw nepemiwyBanu npu KiMHaTHIN TeMnepatypi
npotdarom 90 xBunvH. Cymiw possogurm EtOAc i
npomuBanm Bogot, 10%-HuUM TiocynbdaromM Hatpito,
BOAOI, COMSHMM PO34YMHOM | BWCYLlyBarM Hapj
cynbatom HaTpito. Cymill KOHUEHTPYBanu y Bakyymi
N ouvwanu 3a gornomoroto rel-xpomartorpadii,
enmotoun EtOAc: rekcaHom (7:3), i opepxysamm
BKa3aHy B 3arofioBKy crionyky (129mr).

MC (ES) (M+H), 224 gns CgHsCINO3S

'H AMP &: 2,97 (s, 3H); 4,04 (s, 3H); 8,06 (s,
1H); 8,29 (s, 1H)

MeTtun  2-xrnop-6-
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MpombkHa 85: Emun
okcorenTaHoat

Emun 3-okcorenraHoat (mpombkHa cronyka 94;
5r, 29,03mmMonb) po3unHsanm B 3. CHsCN (75mn) i
oxonogpkyBsarm o 0°C. [Oopasarm CuBr, noTim
Joaasanu (rinpokcu(Tosunokcu) non)oeHson
(peareHT Kosepa). Cymiw HarpiBarm Ao KiMHaTHOI
TeMmnepaTtypu mMpoTaroMm 1 roauHw, MicAs UbOro
peakuilo  3yMMHANM  LWIMSXOM  Ao4aBaHHA  BoAMU
(100mn). CwHin pos3umH ekctparyBsamm OXM 1
ob'egHaHy opraHiyHy a3y peTefibHO NpomuBam
BOAOW, COMSHVMM  PO3YMHOM, BWCYLIyBarM Haj
Na;SO4 i KoHUeHTpyBanu y Bakyymi. HeouuweHy
peyvYoBMHy ouuwanM 3a gornomorow  drew-
xpomartorpadii, entotoun rpagieHTom  10%-50%
rekcaH/EtOAc, rnoTim  3AdilicHIOBanM  neperoHky
Kugelrohr, ogepxyroun BkasaHy B 3arofioBKy Cronyky
(3,5r).

'H AMP 3: 0,75-0,93 (m, 3H); 1,13-1,25 (m, 5H);
1,38-1,64 (m, 2H); 2,43-2,50 (m, 2H); 3,5-3,69 (s,
2H); 5,54 (s, 1H).

MpombkHa cronyka 86: 4-{[(3,4-anxnop-5-meTnrn-
1H-nipon-2-in)kap6oHinjamiHo) ninepuavHIn
TpudptopaneTat

Oo posunHy Tpet-6ytuna 4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kapboHin]  amiHo}ninepuanH-1-
kapbokcunaTy (npomikHa crnonyka 2, 2,9r, 7,7MMOfb)
B 15mMn OXM popgaBarm 15mMn TOK. Po3uumH
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
30 xBWNMH, MOTIM PO3YMHHWK YyMapioBarm npwu
3HWKeHOMY Tucky. OpepxyBanu TeMHUA TBepaun
NPOAYKT Y KiNlbKICHOMY BUXOA.

"H AMP &: 1,61-1,76 (m, 2H); 1,91-2,03 (m, 2H);
2,18 (s, 3H); 2,96-3,10 (m, 2H); 3,30 (m, 2H); 4,01
(m, 1H); 11,98 (s, 1H).

MpombkHa crnonyka 87: 3,4-guxnop-5-meTun-N-
(1-HiTpO30ninepunanH-4-in)-1H-nipon-2-kap6okcamig

Po3unH NaNO2 (1,7r, 24,6mmonb) B 20mMn BOAM
popjasanu o posdvHy TpudptopaueTtaty 4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kapOoHin]jamiHo}ninepuauHito  (NpomikHa cronyka
86; 4r, 10,3MMonb) i 400MKkn oL TOBOI KUCNOT B 60M”N
1:1 EtOH-H20. Cywmiw Harpisanu go 90°C npoTsarom 1

cronyka 2-6pom-3-

roguHn.  [licna  oxonogXeHHs OO0 KiMHaTHOI
Temnepartypu popasanu 200mn Bogw. bBini TBepai
peyoBMHM  30upanu  wnaxom  inbTpauii %

BMCYLLYBanum y Bakyymi (2,8r).

MC (APCD: 305 (|\/|+H)+ ans C11H14Cl2N202

'H AMP &: 1,31-1,54 (m, 1H); 1,63-1,80 (m, 1H);
1,80-1,98 (m, 1H); 1,96-2,16 (m, 1H); 2,18 (s, 3H);
2,85-3,16 (m, 1H); 3,76-4,05 (m, 1H); 4,07-4,33 (m,
1H); 4,49-4.81 (m, 2H); 7,33 (d, J=7,72I"u4, 1H); 12,00

(s, 1H).
MpomikHa cnonyka 88: MeTtun 2-xrop-6-
MeToKcunipumignH-4-kapbokeunat  0,5M  posumH

meTokcuay Hatpito B MeOH noBinsHO gogaeanu go
pO34nHYy MeTun 2,6-avxnopnipyuMianH-4-
kapbokcunaty (0,30r, 1,45mmonb) B MeOH (2mn).
YTBOptOBaBCA OinMMin  ocap, Sk  nepemiwyBanu
popatkoBo mpoTtarom 15 xsunuH. MpogykT 36upanu
wnaxom dinsTpadii (0,20r).

MC (ES) MH": 203 ans C7H7CI203

"H AMP 5: 3,90 (s, 3H); 4,01 (s, 3H); 7,44 (s, 1H)

MpomikHa cronyka 89: N-(1-amiHoninepuanH-4-
in)-3,4-auxnop-5-meTnn-1H-nipon-2-kapbokcamig
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20%-Hnn posumH TiClz (36mn, 27mMMorb) y BoAj
popjaBanmu o po3yuHy  3,4-guxnop-5-metun-N-(1-
HiTpo3oninepuanH-4-in)-1H-nipon-2-kapbokcamigy
(npomikHa cnonyka 87, 2,8r, 9,2mMMonb) B 60Mn
MeOH. Cymiw HarpiBanm go 70°C npotsarom 1
roavHn. [na  nignyroByBaHHS Cymiwi gogasanu
BogHun NaxCOs, ii dinbTpyBarm 4Yepes LUeniT,
npomuBatoym 4Yepe3d i3 MeOH pgoTu, moku He
MPUMWHANOCS  emioloBaHHS  peyoBuHU.  dinbTpat

KOHUEeHTpyBann un BOAHMWNI PO34YMH, WO 3anuumecs,

HacudyBanu NaCl, nicna uboro wWicTe pasiB
ekctparyBanm [OXM. OG6'egHani opraHiyHi  Lwapwu
Bucywysanm (MgSOs) | pO3YMHHMK  BMaananu,

OJEPXYOUM MPOAYKT Yy Burmsai Gexesoi TBepOoi
pPEeYvOBUHN.

MC (ES): 291 (M+H)".

"H AMP &: 1,43-1,70 (m, 2H); 1,76 (s, 2H); 2,03-
2,36 (m, 5H); 2,83 (s, 2H); 3,18-3,54 (m, 2H); 3,68 (s,
1H); 7,11 (d, J=7,54T'y, 1H); 11,95 (s, 1H).

MpombkHa crnonyka 90: 3,4-guxnop-5-meTun-N-
ninepuaunH-4-in-1H-nipon-2-kap6okcamia

Tpudptopauetar  4-{[(3,4-anxnop-5-meTun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuavHito  (NPomikHa
cnonyka 86, 6,07r) cycneHgysanu y Bogi (100mn). do
Hboro pgogasanu 100mn CHCls:isonponarony (3:1) i
Hac. NaxCOsz  (50mn).  OpraHiyHy  4acTuHY
BiJOKpeMIoBanM “ BOAHY MnopLito npomMuBanu m'satb
pasis nopuismn 100mn CHCls:izonponaHony (3:1).
OpraHiyHi YacTHn 006'egHyBamm, BuCyLlyBanm 3a
poromoroto MgSO4 i KOHUEHTpyBanu, odepXyloun
XKOBTY TBepay peyoBuHy (2,73r, 64%).

"H AMP &: 1,22-1,53 (m, 2H); 1,76 (dd, J=12,34,
3,11y, 2H); 2,17 (s, 3H); 2,50-2,62 (m, 2H); 2,81-
3,02 (m, 2H); 3,62-3,97 (m, 1H); 7,11 (d, J=7,72lu,
1H).

MpombkHa crnonyka 91: Metun N-uiaHo-4-|[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap6oHirn)amiHo )ninepuaunH-1-kapbimigoTioar

PosunH  3,4-pgnxnop-5-meTun-N-ninepuanH-4-in-
1H-nipon-2-kapbokcamigy (npomikHa cronyka 90,
2,73r, 10MMorb) i
AvmeTunuiaHoguTioimigokap6onaty (1,61r, 10Mmonb)
y AuxrnopeTaHi HarpiBanu B Konbi 3i 3BOPOTHUM
XONOANINLHUKOM MPOTAroM S roauH. PeakuinHy cymil
KOHLEHTPYBanu, OOEPXYI4M >KOBTOrapsde Macso,
fiKe ouyuanu 3a JornoMoro drell-xpomMatorpagoii
Ha cunikareni (rpagieHTHe enooBaHHSa Big 100%
OXM po 5% MeOH y [OXM). OunweHi dpakuii
ob'egHyBany, oOJepXyloun BKasaHy B 3arofiloBKy
CMonyKy B KinbkocTi 2,251 (61%).

MC (ES): 374 (M+H)"

'H AMP &: 1,53-1,67 (m, 2H); 1,93 (dd, J=13,56,
3,01y, 2H); 2,18 (s, 3H); 2,67-2,75 (m, 3H); 3,31-
3,44 (m, 2H); 4,034,16 (m, 1H); 4,33 (d, J=13,75IL,
2H); 7,32 (d, J=7,72I"u, 1H); 12,06 (s, 1H).

MpomikHa cronyka 92: 2,6-giokco-1,2,3,6-
TeTparigponipuMianH-4-kap6anbaerig MoHorigpar

Bkazany B  3aronoBky cronyky  (9,53r)
ofepxyBanu BignoBsigHo 4o MeToauku Johnson 1 iH.,
[Johnson, Treat B.; Schroeder, Elmer F. J. Am.
Chem. Soc. 1931, 53, 1989-1994].

'H AMP &: 6,75 (bra, 2H); 9,60 (s, 1H); 10,61 (s,
1H); 10,99 (s, 1H)
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MpombkHa crosyka 93: MeTun 2-(4-
amiHoninepuauH-1-in)-6-xnopizoHikoTMHaT
XIOPMCTOBOAHEBA Cirb
MeTun 2-{4-[(TpeT-
6yTOoKCMKapOOoHin)amiHo]nine puanH-1-in}-6-
XIOpi3oHIKOTMHAT (MpomikHa cronyka 23, 1,81r,

4,9mmorb) posunHanu B 4H. HCl/giokcaHi (200mn).
Cymiw nepemilwyBanu npu KiMHaTHIN TemnepaTtypi
npoTArom 2 roguH. PO34MHHWK BUOANSaMM y BakyyMmi,
OLEPXYHoun BKa3aHy B 3arofioBKy crosyky (1,5r).

MC (PXMC): 269

MpombkHa cronyka 94: ETun 3-okcorenraHoat

BkasaHy B 3arofioBky CMOfyKy OAepXyBanu
cnocobom, aHanmoriyHMM [0 OAepXKaHHS MPOMIKHOI
crnonykn 123 3 Banepunxnopugy n 2,2-gpumeturn-1,3-
niokcaH-4,6-gioHy (06vaBa KOMEPUINHO AOCTYMHI).

'H AMP &: 0,7-0,96 (m, 3H); 1,06-1,31 (m, 5H);
1,36-1,58 (m, 2H); 2,43-2,50 (m, 2H); 3,5-3,69 (s,
2H); 3,99-4,22 (m, 2H).

MpomikHa crornyka 95: N-[1-
(AmiHokap6oHoTioin)ninepuanH-4-in]-3,4-guxnop-5-
meTun-1H-nipon-2-kapbokcamia

BkasaHy B 3aronoBKy CMOMyKy odepXyBamm 3a
OOMOMOTOK MEeTOAMKW, aHaroriyHo A0 OAdepKaHHs
NPOMDKHOT cronyku 125, BUKOPUCTOBYIOUN SIK BUXIOHY
peyoBuHy 3,4-anxnop-5-metun-N-ninepuanH-4-in-1H-
nipon-2-kapbokcamig (npomikHa cronyka 90, 0,5r,
2Mmork). poaykT  KOHUEHTPYBanu, OAepXykouun
TBEPAY PEYOBUMHY, SKY OuMLianM Ha drieLw-KOMOoHKi 3
JiOKCMOOM KpeMHiIto (rpagieHTHe entotoBaHHs Big 0 oo
5% MeOH y OXM npotarom 30 xBurmH). [llicns
OuYMLEeHHA ofdepxyBarm Oiny TBepay pPevoBUHY
(0,22r).

"H AMP &: 1,41 1,56 (m, 2H); 1,80 (dd, J=12,81,
3,20y, 2H); 2,17 (s, 3H); 3,08-3,22 (m, 2H); 3,96-
4,11 (m, 1H); 4,43 (d, J=1507Tu, 2H); 7,27 (d,
J=7,72I'u, 1H); 7,32-7,47 (m, 2H); 11,96(s, 1H).

MpomikHa cnonyka 96: MeTtun 2-xrop-6-
(eTunTio)nipyMiauH-4-kapbokcunat

Po3uunH eTtanTiony (0,30r, 4,8mmore) y TI® (1mn)
no kKpannax gogaeanmyM [O PO3unHy metun 2,6-
avxnopnipumignn-4-kapbokcunaty  (1r, 4,8mMmorb),
Tr® (8mn) i TEA (0,49r, 48mmork) npu 0°C B
atmocdepi asoTy. Cymill nepemilyBany npoTarom 2
rooaH i MoBiNbHO  HarpiBanu A0  KiMHaTHOI
Temnepatypu. Cymiw possogurm EtOAc (50mn) i
Bogoto (10mm). OpraHiyHuin LWwap BigoKpemsioBany,
BUCYLLYBannN Had cynbaTom HaTpito, QinbTpyBamm 1
KOHLEHTPYBanu y BaKyyMi, OZEPXYIOUM BKa3aHy B
3aronoBky crnonyky (1,1r).

MC (ESP): 431 (M+H) ana CgHgCIN20O2S

"H AMP 5: 1,38 (t, 3H); 3,29 (g, 2H); 3,96 (s, 3H);
7,97 (s, 1H).

MpomikHa
MeTUANipUMIanH

BukopuctoBytoun metoauky Papet, Anne-Lure 1
iH., [Synthesis 1993 (5), 478-481] BkasaHy B
3aronosky crnonyky (1,28r) ogepxxyBamm 3 2-6yTun-6-
MeTunnipumiguH-4-ony  (NpomixxHa crionyka 98,4r,
32,85mMmonb).

MC (ES) (M+H): 184 aons CoH13CIN2

'H AMP 3: 1,10 (m, 3H); 1,57 (m, 2H); 1,80 (m,
2H); 2,37 (s, 3H); 2,99 (m, 2H); 6,67 (s, 1H)

MpomikHa crornyka 98: 2-6ytun-6-
MeTUnnipuMianH-4-on

cnonyka 97: 4-xnop-2-0ytnn-6-
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MeHTaHimigamig rigppoxnopug (3,2r) (oTpumMaHun
srigHo i3 [Garigipati, R. S.; Tempahedron Lett 1990,
31 (14), 1969]) nigaasanu peakuji 3
eTunauyeTtoaueTaTtom (3,05r) 3a [0MOMOroto
MoaMdiKOBaHOI MeTOAWKW, BUKOPUCTOBYHOUM HATPIin
(1,62r) y 6essogHomy EtOH (50mn) sik ocHoBy [sk
ommcaHo B Salimbeni, Aldo; i iH., J. Med. Chem.
(1995), 38(24), 4806-20], i ogepxyBarnm BkasaHy B
3arorioBky cronyky (4,04r).

MC (ES) (M+H): 166 ansa CoH14N20

'H AMP 3: 0,80 (m, 3H); 1,31 (m, 2H); 1,63 (m,
2H); 2,25 (s, 3H); 2,41 (m, 2H); 6,29 (s, 1H)

MpombkHa cnonyka 99: TpeT-6y™n [1-(2-6yTnn-6-
MeTUNNIpUMIANH-4-in)ninepuanH-4-inikapbamaTt

OpepxyBamm 3a A0rMomoroto crocoby,
aHarnoriYyHoro Jo ofdepXaHHA MPOMDKHOI cronyku 38,
BUKOPUCTOBYIOUN SK BUXiOHY pe4qyoBUHY 4-Xrop-2-
OyTMn-6-meTunnipumignH (MpomikHa crnonyka 97) i
TpeT-0yTvn ninepuouH-4-inkapbamar.

MC (ES) (M+H): 349 ans C19H32N4O02

'H AMP &: 0,93 (m, 3H); 1,33 (m, 2H); 1,45 (s,
9H); 1,70 (m, 2H); 1,82 (m, 2H); 2,02 (m, 1H); 2,25 (s,
3H); 2,61 (m, 4H); 3,03 (m, 2H); 3,39 (m, 2H); 3,66
(m, 1H); 4,20 (m, 2H); 6,58 (s, 1H); 6,93 (d, 1H); 6,29.

MpombkHa cronyka 100: 6-{4-[(TpeT-
ByTokcrkap6boHin)amiHo]nine puanH-1-in}-2-
6yTMnnipumiguH-4-kapboHoBa kucrnoTa

TpeT-6yTvn [1-(2-6yTnn-6-meTunnipyMignH-4-
in)ninepnauyn-4-injkap6amar (1,08r) (npomikHa
cronyka 99) po3uvHsanM B 0e3BOOHOMY MipUOUHI
(25mn). Oopasanu pgiokenag ceneH (1,72r) i cymiw
HarpiBarm npu 120°C nmpotsrom 4 roguH. YopHun
po3uMH pos3Boauim Bogoto (40mn), dinbTpyBanu
Yyepe3 wap uenity. PinbTpar nigkucnanu  3a
poromoroto 1H. HCI 1 ekctparysarim EtOAc,
peTenbHO MpomMMBanu BOJOK, BWUCYLLYBanmu Hag
cynbatoM HaTpilo W KOHUEHTpyBanu Yy BaKyyMi.
HeounweHy pevyoBuHy ouuwamm 3a [OoMNoMOror
dreLxpomarorpadit, eno4un
TpuxnopmeTaHom/Me OH/rigpokcugom amonito (9:1:1),
i ogepxyBanu BkazaHy B 3aroJIoBKy CrosyKy (24 1mr).

MC (ES) (M+H): 378 ansi C19H30N4O4

'H AMP &: 0,74 (t, 3H); 1,12 (m, 4H); 1,20 (s,
9H); 1,49 (m, 2H); 1,65 (m, 2H); 2,54 (m, 1H); 2,9 (m,
2H); 3,45 (m, 2H); 4,18 (m, 2H); 6,69 (d, 1H); 6,82 (s,
1H)

MpombkHi cronykn 101-109 opepxysarm 3a
[OMOMOTOK HACTYMHOIO 3aranbHoOro crocoby:

4-(N-BOC awmino)-ninepuauH (1,00 ekBiBaneHT,
5,00mmorb), auetat nmanagito (I1) (0,10exs.), BINAP
(pw/-2,2'-6ic(andpenindocdinio)-1,1'-6iHadTnn,
0,10ekB.), kapboHaT uesito (1,40ekB.) i apur-
ranoreHigHy BUXiOHY PpeYyoBWHY, HaBedeHy B
HacTynHi Tabrnmui (1,00eks.), ob'egHyBann. Teepai
peyoBuHM OerasyBanu K MoMmiwannm B aTmocdepy
aproHy. [fopasanu Tomyon (10mm) i cymiw
nepemiwysanu npu 100°C npubnusHo nmpoTsarom 16

rOAVH. Cymiww dinbTpyBamm, i dinbTpat
KOHLIEHTpYyBanu Yy Bakyymi. HeouuweHuin npoaykt
ouvwianu 3a JOMOMOroK  KOMOHKOBOI  brewt-
Xpomatorpadpii Ha cunikareni. Apwun-ranoreHigHi

BUXiOHI pEYOBWHMW, BKa3aHi B Hwk4ernogaHin tabnuui
ana npomikHux cnonyk 101 - 109, € KomepuinHO
OOCTYMHMMMK, 3a BUHATKOM MeTUN 6-6pomnipuanH-2-
kapbokcunaTy (mpomikHa cronyka 158) i metun 5-
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6pomTioheH-2-kapbokcunat  (MpomMikHa  crosnyka
159), ki yTBOPIOOTLCS LWWMASAXOM ecTepudikaLii
KOMEpPLUNHO AOCTYMHUX KUCHOT.

MpomikHa cronyka 101: Metun 5-{4-[(TpeT-
6yToKcukapOoHin)amiHo]ninepuauH-1-in}tiopeH-2-
kapbokcunar

MpomikHa cronyka 102: Memun 5-{4-TpeT-
6yToKcukapOoHin)amiHo]ninepuauH-1-in}-2-cpypoat

MpomikHa cronyka 103: Metun 3-{4-[(TpeT-
6yTOoKCcMKapOoHin)amiHo]ninepuauH-1-in}oeH3oar

MpomibkHa cronyka 104: Metun 3-6pom-5-{4-
[(TpeT-6yTOKCUKapbOHIN)amiHo]ninepuanH-1-
iny6eHsoar

MpomikHa cronyka 105: Emwn  5-{4-[(TpeT-
6yTOoKCMKapOOoHin)amiHo]nine puauH-1-in}HikoTUHaT

MpomikHa cronyka 106: Metun 5-{4-[(TpeT-
6yTOoKCMKapOOoHin)amiHo]nine puanH-1-in}HikoTUHaT

MpomikHa cronyka 107: Metun 6-{4-[(TpeT-
6yTOoKCMKapOOoHin)amiHo]ninepuauH-1-in}nipnanH-2-
kapbokcunar

MpomikHa cronyka 108: Metun 3-{4-[(TpeT-
6yTokcrkapboHin)amiHo]ninepmamH-1-in}-5-mopdoniH-
4-inbeHsoar

MpomikHa cronyka 109: Metun 3-{4-[(TpeT-
6yTokcrkapboHin)amiHo]ninepmanH-1-in}-5-(4-metun
ninepasuH-1-in)oeHsoar

Upowisus | Apes-raaorenkom 'H AMT & mz
EUTYES I iy [ i
W | Meme s T3K (% WK 145158 m, 2Hy 1A-LE1 | HI
] BT Hoe-2- {m, 2E); 3,00 0t 24K 345 (m 1HC 555
o p— 60 {m, 2H; 30 fr, ST 17 g, 208
{pasiben. R, TH TAR A, TH),
ey 15%)
1w |Mm1:-ﬁpcu.: 132.145 (=, UIHL 1,750,797 (=, 2H) 35
dypost 2510, 2Ux A2 {m, 1HG 301355 (o
| Mg 36E (s FH); 543 il 100 639 (4
| THY 721 4, TH).
TH] I\h.-m 3 AR (u, OHY, 1,42-1,50 (m, THE 1,08-1,R2| 334
cpaufiemnay im, IHL 77 L IHE 340 (m
nepeKpanam 1 wncm, LHI; 385,50 (m,
| 2HY, 3,62 (5, MY 6,88 (4 LH); 122 |,rn.|
L 735 4, 26 TA% dbe s LEL).
m-i_l MeTne 3,5 L {5, SEL; LA3-188 (z, 2H) 1,70 '..'-'yi 413,
| mfpouliemory i, 25N 28 0L 2HG 3480 (= A0 570- | 405
37 (m, e 3RY {8, 3H £85 {l, 1H)
75 e s, 2H AV, THDL
s Erzg 5 LA L JHE LM (s SEO; ba-152 fm, | 350
SpasEDorminaT 2My; 179163 {m, 28] LAG ), 2H) 3,30
{m, AR A,75-3,79 (i, THK 4,33 (g THY
6B {d, [E); T.0% (m 1H)G 9,483 iz 1HL
8,53 (m, 1)
™) [¥ — TT,26-F,% [m, 35); 138 (s, OH), 76-180 | 338
P Hi o T HET A, 2HY, 1,97 [z, 2H),; 3.4% im, LTH; 23245,
IH); 4,254,320 4m, ZHY; 6,84 ¢4, THY, 707
Jd, THY; 7,25 1d, TH); 765 {t, 1)
TowT Mo & T26-100 (m, 300 1,09 (v, @ 1,06-1,80 | 336 |
Fpomnipingmn-1- [, BEEL; 207 (4, THT; 350¢m, L) 382 {e,
E2p ORI MY 420450 (m, 2EH); 6,85 0, [H): 708
{npawiaom [, 8ET): 7,26 (& THE 7,585 |4 TH).
ennoves 158)
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MpombkHi crnonykn 110-118 ogepxyBanu LUMSIXOM
3HATTA 3axucTy i3 npomikHux crnonyk 101 - 109
wnaxom obpobkn Hagmuwkom 4 H. HCl y TI'®, 3a
[0MOMOro MEeTOANKM, aHarnorivyHoi no
BUKOPUCTOBYBaHOI  Ans  MPOMDKHOI  crionykn 46.
OTpuMaHy HeouWLLEHY PEeYOBUHY BUKOPUCTOBYBanu
6e3 40AaTKOBOIO OYMLLEHHS.

MpomikHa  cronmyka  110:  Metun  5-(4-
amiHoninepuauH-1-in)Tioden-2-kapbokcunat
rigpoxnopua

MC (APCI) (MH+)Z 241 pna Cq11H1eN202S; BP:
MpombkHa cnornyka 101

MpomikHa  cromyka  111:  Metun  5-(4-
amiHoninepuauH-1-in)-2-cypoar rigpoxrnopua

MC (ES) (MH+)Z 225 pna Cq1H1N203; BP:
MpombkHa cnornyka 102

MpomikHa  cronmyka  112:  Metun  3-(4-
amiHoninepuaunH-1-in)6eHs3oar rigpoxrnopug

MC (ES) (MH'): 235 pgna Ci3HisN2Oo; BP:
MpombkHa cnoryka 103

MpomikHa  cronmyka  113:  Metun  3-(4-
amiHoninepugwuH-1-in)-5-6pombeH3soar rigpoxmnopug

MC (ESP) (M, MH™): 313, 315 ams
C13H47BrN20O2; BP: NpomikHa cnonyka 104

MpomikHa crosnyka 114: Etvn 5-(4-
amiHoninepuaunH-1-in)HikoTMHAT rigpoxrnopua

MC (ESP) (MH"): 250 ans Ci3H19N3;O2; BP:
MpombkHa cnornyka 105

MpomikHa  cronmyka  115:  Metun  5-(4-
amiHoninepuaunH-1-in)HikoTMHAT rigpoxrnopua

MC (ESP) (MH"): 236 pans Cq2H17N3O2; BP:
MpombkHa cnoryka 106

MpomikHa  cronmyka  116: Metun  6-(4-
amiHoninepuauH-1-in)nipugnH-2-kapbokcunat
rigpoxnopwua

MC (ESP) (MH"): 236 pans C12H17N3O2; BP:
MpombkHa cnornyka 107

MpomikHa  cronmyka  117:  Metun  3-(4-
amiHoninepuguH-1-in)-5-mopdoniH-4-inbeHsoat
rigpoxnopua

MC (ESP): 320 (MH") gna Ci7HasN3Os; BP:
MpombkHa cnoryka 108

MpomikHa  cronmyka  118: Memun  3-(4-
amiHoninepuguH-1-in)-5-(4-metunninepasun-1-
in)6eHs3oart rigpoxnopug

MC (ESP): 333 (MH") ana CigHasN4Oo; BP:
MpombkHa cnornyka 109

MpombkHa cnonyka 119: Etun 3-6pomisokcasorn-
5-kapbokcunat

Ovbpomdopmanbgokeum  (407mr,  2,07Mmorb)
(oTpumanun 3a gonomoroto metogukm [JC RohlofF, i
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iH., TeTpahedron Lett 1992, 33: 3113-6]), i
etvnnponionat (311mr, 3,17MMOMb) PO3YMHAN B
10mn 50%-Horo BogHoro EtOH. lMNpu nepemiwyBaHHi
no kpamnax godasanu po3unH 243mr (2,43MMOnb)
GikapboHaTy kanito B SmMn Bogu npotarom 1 roavHu.
OTpuMMaHuMn  poO3YVH  MepemiyBanM [o4aTKoBO
npotarom 4 roavH, possoauvnv 25Mn Boau M
ekcTparyBanu xrnopdopmom (3x25mn). O6'egHaHun
OpraHiYHWn eKCTpakT BUCYLLYBanu Haga cynbdaTom
HaTpil0o 1 KOHUEHTpyBanM Yy BaKyyMi, OAepXKytouun
6e3bapBHe Mmacro, 345mr (78% Buxig) y Burnsgi
cymiwi 7:1 5- i 4-kapbokcunarTis.

'H AMP(CDCl3) 8:1.34 (t, 3H, J=7,16I), 4,30 &
4,37 (29, 2H, J=7,16l'y), 6,92 & 8,81 (2s, 1H,
ChiBBigHOLLEHHS 7:1).

MpomikHa crionyka
kapboHoBa kucroTa

PoaunH 442vr (2,0mmorB) etmn 3-
6pomisokcason-5-kapbokcunaty (MPOMDKHa cronyka
119) i 5,0mn 1 H. rigpokeugy Hatpito B 10mn MeOH
nepemiwyBanu npu TemnepaTtypi HaBKOMLUHbOIO
cepefoBuLLa NPOTAroM 5 roaunH, NOTIM NiAKUCHAMK 3a
gonomoroto 6,0mn 1 H. coOnsHOT KMCNoTW, PO3BOAUNM
25mn BoauM " ekctparyBanm EtOAc (3x25mn).
OO6'egHaHnii OpraHivHU eKCTPaKkT BUCYLLYBanu Hag
cynbatoM MarHito 1M KOHUEHTpyBanu Yy BaKyyMi,
OLEPXYHOUN BKasaHy B 3arosfiloBKy CrMONyKy y BUrnsgi
6inoi TBepaoi peyoBuHmM (310Mr).

MC. 0,30 (ES) 189.99/191,99/193,17;
C4H2BrNO3191,97

"HAMP 5: 7,46 (s, 1H)

MpomikHa cnonyka 121: Metun 6-amiHONipUAWH-
2-kapbokcunat

6-AmiHonipmanH-2-kapboHoBy  kucrnoty  (5,0r,
36mmonb) posumHaim B 50mn MeOH. o uiei cymii
ponasanu auetunxnopua (9,0mn, 126mmons) B 50mn
MeOH. PeakuiiHy cymiw HarpiBarm B konbi  3i
3BOPOTHUM  XOMOAMIIbHUKOM  MPOTATOM  HOMi.
KoHueHTpyBamm, ogepXytumn XoBTorapsiye Macrio, i
posnoainanu mik EtOAc i Bogoto. OpraHivHi YacTuHu

120: 3-6pomisokcason-5-

NMPOMUBaNM  COMSIHUM ~ PO3YMHOM,  BUCYLLyBanu
(MgSOa) i KOHUEHTPYBanM, OAEePXKYIOUN XXOBTY TBEPAY
pPEYOBUHY.

'H AMP &: 3,79 (s, 3H); 6,32 (s, 2H); 6,64 (d,
J=8,29Iu, 1H); 7,18 (d, J=7,35I'y, 1H); 7,51 (dd,
J=8,29,7,35Iy, 1H).

MpomikHa crnonyka 122: Metun 6-amiHONipUAWH-
2-kapbokcunat 1-okcug rigpoxnopug

MeTtun 6-amiHonipuanH-2-kapbokcunat
(npomixkHa crnonyka 121, 3,3r, 22MMorb ) pO3UMNHANN B
aueToHi 1 o uiel cymiwi gogasanm po3ymH mCPBA
(5,9r, 23,5mMmorb) B aueToHi. lNicns nepemiwyBaHHS
MPOTArOM HOYi, aueToH Bwdananu W 3anuLoK
cycneHgyBarm B 3H. HCI. Ocag BigdinbTpoByBanu,
ogepxytoun HCI cimb (3,571, 87%).

MC (ES): 169 (M+H)".

"H AMP &: 3,91 (s, 3H); 7,20 (dd, J=7,25,1,60TL,

1H); 7,39 (dd, J=8,85, 1,70ly, 1H); 7,82 (dd,
J=8,95,7,25'y, 1H).
MpombkHa crosnyka 123: Ewvn  4-(2-
MeTOKCieToKcH)-3-0KkcobyTaHoaT
2,2-gpumetun-1,3-giokcan-4,6-0ioH (1,72r)
cycneHgyBarm B 6e3sogHomy nmipuguHi  (20mn) i

oxonogpkyesarm o 0°C. [losinbHo popaBarm (2-
MeTOKCieTOKCH)aueTUnxmopug, (2r). Cymiww
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nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
3 roguvH. Cymiw BrmBarm B 2H. HCI (30mn) i
ekcTtparyBanu XM (x3). O6'eagHaHy opraHivHy dasy
npomvBanM BOAOI, COMSHMM PO34MHOM, BUCYLLYBanu
Haa cyrnbaTtoM HaTPilo N KOHLEHTPYBanM y BaKyyMi.
>KosTorapsiie macno posuuHsinu B EtOH (20mn) i
HarpiBarm B KOmbi 3i 3BOPOTHMM XOJIIOAUITEHUKOM
npoTArom 7 roavH. PO3UMHHUK BUOANANW y BakyyMi 1
KOopuyHeBe Macro nigaasanu neperoHui Kugelrohr,
OLEPXYHUN BKasaHy B 3arosfiloBKy CrONyKy y BUrnsgi
6e3bapsHoro macna (1,55r).

MC (ES) (M+H): 204 gns CoH1605

'H AMP (CDCl3) &: 1,58 (m, 2H); 1,92 (m, 2H);
2,18 (s, 3H); 2,80 (s, 3H); 3,18 (m, 2H); 3,76 (s, 3H);
4,12 (m, 1H); 4,29 (m, 2H); 7,08 (s, 1H); 7,22 (d, 1H);
7,34 (s, 1H); 11,96 (s, 1H); 12,17 (s, 1H)

MpomikHa crnonyka 124: Emn  2-xnop-4-(2-
MeTOKCieToKcH)-3-0KkcobyTaHoaT

Etvn 4-(2-meToKcieTokcn)-3-0kcobyTaHoaT
(npomixxHa crnonyka 123) (0,5r) posuuHaM B
6e3sogHomy OXM (5mn). Mo kpanmsix gopasanu
cynbdypunxrnopus (430mr) npu KiMHaTHi
Temnepatypi. Cymiw nepemiwyBanu npoTarom 6
rogvH. HeouunweHy cymiw possogumm EtOAc (50mn) i
peTenLHO NMPOMVBanv BOAOK W COMSHUM PO3YMHOM,
BUCYLLYBanu Hag cynbgaTtom HaTpito n
KOHLEHTPYBanu y BaKyyMi, OOEPXYIOUM BKa3aHy B
3arorioBKy CMoMyKy Yy BUIMS4i CBIiTMO-XOBTOrapsiioro
macna (414 wr).

MC (ES) (M+H): 238 anst CoH15CIOs

'H AMP (CDCl3) &: 1,70 (m, 3H); 3,70 (s, 3H);
4,18 (m, 4H); 4,62 (m, 2H); 4,71 (s, 1H)

MpomikHa crnonyka 125: TpeT-6ytvn
(amiHokap©oHoTioiN)Nine puanH-4-inikapbamar

TpeT-6yn  ninepuguH-4-inkapbamar  (5,5r)
po3uumHanu B 6essogHomy OAXM (75mn). Hesenvkmumum
nopuigamu Jonasanu H-cnyopeH-9-inmetun
isoTiouiaHaTugokapboHat (Fmoc i3oTiouiaHaT; 7,75r)
npu KiMHaTHIM Temnepatypi, 4yepe3 [Oeskun 4ac
yTBOptoBaBcs 6inun ocag. Cymiw nepemiwysanm npu
KiMHaTHIin  TemnepaTtypi npotarom 90  XBWNUH.
Po34mHHUK BUOAnNsanu y Bakyymi h HEOUULLEHIA CyMiLLli
nignaesanm peakuii 3 10%-Hum ninepuanHom B MeOH
(100mn) mpoTsrom 12 roguH. Cymilw KOHUEHTpyBanu
y Bakyymi W po3Tvpanu B MOPOLLUOK 3 H-TeKcaHaMmMu.
Biny kpucTtaniyHy pedvoBuHy inbTpyBanu, Aobpe
npomvBarn 3a JOMOMOrOI0 H-reKCaHiB i BUCYLLyBamm y
BaKyyMi, OAEpPXyluM BKa3aHy B 3arofioBKy CMOMyKY
(6,55r).

MC (ES) (M+H): 260 ana C12H21N302S

'H AMP &: 1,24 (m, 2H); 1,38 (s, 9H); 1,67 (m,
2H); 2,99 (m, 2H); 3,33 (m, 1H); 4,15 (m, 2H); 6,52 (d,
1H); 7,72 (s, 2H).

MpomikHa crornyka 126: Etun 2-(4-
amiHoninepuauH-1-in)-4-[(2-meTokcie TokcM)MeTUrn]-
1,3-Tia3on-5-kapbokecunart rigpoxropug,

TpeT-6yTnn [1-(amiHokap©oHoTioiN)ninepuanH-4-
injkapbamatr  (npombkHa cronyka 125, 400wmr)
po3unHanuM B 6e3sogHomy EtOH (5wmn). dopasanu
etun 2-xnop-4-(2-meToKcieTokcu)-3-okcobyTaHoat
(npomixkHa cronyka 124, 368mr) i cymiw HarpiBanu
npun 90°C npoTtdrom 18 roguH. BuaHayamm vacTkoBe
BuganeHHs Boc-rpymn. Po3uvHHMK  Bugansnm y
BaKyyMi M BUCYLLEHY peyvoBMHY MiggasBanu peakuii 3
4H. HCl/giokcaHom npoTtaroM 2 roguH. PO34YMHHUK

[1-
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BMOANAM Y BakyyMi, OOEpPXKYIUM KOPUYHEBEHKOBTY
TBEPAY PeYOBUHY, $IKY BUWCYLUyBanu, OAEPXYKun
BKa3aHy B 3arofiloBKy CMOSyKy, sIKy BUKOPMUCTOBYBanu
6e3 0oaaTKoBOro ovmweHHs (508mr).

MC (ES) (M+H): 343 ans C15H24CIN304S

MpombkHa crionyka 127; MeTtun 6-a3ugonipnavH-
2-kapbokcunar 1-okcug

Metun 6-amiHonipnguH-2-kapbokcunat 1-okeug
rigpoxnopug  (MpomikHa cronyka 122, 3,34,
16mMMonb) posumHanu B 10%-Hin HCI (BogHin) i
oxonogpkysamim go 5°C. [o kpannax podasanu
BOOHUI PO34YH NaNO2 (1,5r, 21MMOrb),
nigTpymytoun  Temnepatypy Hwkde 5°C. [licns
nepemiwyBaHHa npoTaroM 15 XBWMMH, Mo Kpannsax
ponaeanu BogHui po3udmH Naz (1,4r, 21mmorb),
nigTpymytoum Temnepatypy Hwkde 5°C. PeakuiiHy
cymiw nepemiwysanu npu 5°C npotarom 30 XBUMWH i
MoBiNbHO HarpiBanM [0 KiMHaTHOI TemMnepaTtypu.
MpoaykT ekctparysarm OXM i noTiM BOAHWA Lap
nignyrosysanm (3 50% NaOH go pH13) i nicna uboro
3HoBYy ekcTparysarm [OXM. [lpu BuCyLlIyBaHHI
(MgSO0a) i BuganeHHi po3unHHNKa ogepXKyBarnm >XoBTe
macno (2,6r, 82%).

'H AMP &: 3,89 (s, 3H); 7,61 (dd, 1H); 7,78 (dd,
J=8,85, 1,70lu, 1H); 8,02 (dd, J=8,95, 7,25I"'u, 1H).

MpombkHa cronyka 128: MeTtun 5-uiaHo-1-
rigpokcu-1H-nipon-2-kap6okcunat

PosunH metun 6-a3vgonipnauH-2-kapbokcunar
1-okcuay (nMpomikHa cronyka 127, 2,6r, 13mMMonb) B
isonponaHoni 6apboTyBanmm asotom npoTtarom 20
XBUIMH, TMOTIM HarpiBanu B Konbi 3i 3BOPOTHUM
XOrnoausnbHUKOM — mpoTaroM 16 roguH. Po3yuH
KOHLIEHTPYBanu, OAepXyl4un YepBoHe macro (2,55r,
99%).

"H AMP &: 3,81 (s, 3H); 6,75 (d, J=4,90Iu, 1H);
6,87 (d, J=4,90Tu, 1H).

MpombkHa crnonyka 129: Metun 5-uiaHo-1H-
nipon-2-kap6okcunat

20%-Hu1n posumH TiClz (25mn, 32mmMonb) y BoAj
Jofasanu Ao po3yuuHy metun 5-uiaHo-1-rigpokcu-1H-

nipon-2-kapbokcunaty (nNpomikHa crionyka 128,
2,55r, 15mMmorb) B MeOH. PeakuiHy cymiw
HarpiBamM o0 30BHiWHbOI  Temnepatypu 70°C

npoTarom 3 rofuH. PeakuinHy Cymill KOHLEHTpyBanm
ana BuganeHHs MeOH i 3anvwok po3noginany mix
EtOAc i Bogoto. OpraHiyHy YacTuHy BucyllyBanm 3a
poromoroto MgSO4 i KOHUEHTpyBanu, odepXyloun
XKOBTOrapsye mMacrio.

'H AMP &: 3,79-3,87 (m, 3H); 6,88 (dd, J=3,86,
2,35y, 1H); 7,02 (dd, J=3,77, 2,07Tu, 1H); 13,42 (s,
1H).

MpombkHa crnonyka 130; MeTtun 3,4-guxnop-5-
uiaHo-1H-nipon-2-kapbokeunaT

MeTun 5-uiaHo-1H-nipon-2-kap6okcunat
(npomixkHa crnonyka 129, 0,95r, 6,3MMOrb) PO3YNHANN
B 6e3BogHomy [OXM i oxonomkyBarm go 0°C. Mo
Kpannsax gogasanm TEA i nepemiwyBany npoTarom
[OEKiNbKOX XBWIMH, MOTIM MO Kpanmsix goJaasanu
SO2Clo. PeakuiviHy cymiw nepemiwyBanu npoOTArom
20 xsurmH npu 0°C, nicnd uporo Harpisamm o
KiMHaTHOT TeMneparypu. Peakuinny cymiL
po3BoAMiM Bogdok W ekcTparyBanu. OpraHiuny
YacTuHy BucywyBanu 3a pgonomorold MgSOs i
KOHLIEHTPYBanu, OAepPXKy4m XXOBTY TBEpAY PEYOBUHY
(1,32r, 96%).
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"H AMP 5: 3,80-3,91 (m, 3H); 14,25 (s, 1H).

MpombkHa crnonyka 131: 3,4-guxnop-5-uiaHo-1H-
nipon-2-kapboHoBa kucrnoTa

BkasaHy B 3aronoBKy CMOMyKy odepXyBamm 3a
OOMOMOTOK MEeTOAMKW, aHaroriyHo A0 OAdepXKaHHs
MPOMDKHOT Crnonykn 3, BUMKOPUCTOBYIOYM K BUXIOHY
peyoBuHy MeTuny 3,4-guxrop-5-uiaHo-1H-nipon-2-
kap6okcunat (npombkHa cronyka 130).

"HAMP 5: 14.02 (s, 1H).

MpombkHa crnonyka 132: 3,4-guxnop-5-uiaHo-1H-
nipon-2-kap6oHin xnopug

3,4-gnxnop-5-uiaHo-1H-nipon-2-kap6oHoBy
kucnoty (mpombkHa crnonyka 131, 09r, 0,2mMmornb)
PO3YMHANM B HagMMLWKy TioHWnxmopugy (5mn) i
HarpiBarm B KOmMbi 3i 3BOPOTHMM XOJIOAUITEHUKOM
npoTArom 30 XBUIVH. Peakuinny cymiL
KOHLEHTpYBanuM W 3anuoK po3uuHanu B TIO i
KOHUeHTpyBanu (x2). Teepay peyoBuHy (0,82r, 89%)
BigKkayyBanM Hacyxo W 306epiramm B aTtmocdepi
aproHy.

'H AMP(CDCl3) 5: 12,39 (s, 1H).

MpomikHa cronyka 133: Metun 2-{4-[(TpeT-
6yTokcmkapboHin)amiHo]ninepuamH-1-in}-1,3-Tiazon-
5-kapbokcunat

TpeT-6yn  ninepuguH-4-inkapbamat  (4,5r,
22mmornb), MeTun 2-6pom-1,3-Tiazon-5-kapbokcunat
(5,0r, 22mmornb) i giisonponinetnamiH - (3,8mn,
22mmorb) cycneHgyBarmm B 6e3ogHomy OMAPA i
HarpiBa/m OO0  30BHIiWHLOI Temnepatypu 130°C
npotsarom 1,5 rognHu.

OM®A  Bupananm 11 TBepay  PeyqoBUHY
posnoginanu Mk  EtOAc i Bopgotw. OG6'egHaHi
OpraHiyHi eKCTpakT NPOMMBANM CONSHUM PO3YNHOM,
BuCYyLyBanum 3a gornomoroto MgSOs i koHUEeHTpyBanu,
OLEPXKYHOUN XKOBTY TBepay peyoBuHy (7,051, 94%).

"H AMP &: 1,34-1,41 (m, 9H); 1,41-147 (m, 2H);
1,82 (dd, J=12,81, 2,83I'u, 2H); 3,15-3,28 (m, 2H);
3,54 (s, 1H); 3,74 (s, 3H); 3,83-3,95 (m, 2H); 6,93 (d,
J=7,72I'u, 1H); 7,85 (s, 1H).

MpomikHa  cronyka  134; Memun  2-(4-
amiHoninepuguH-1-in)-1,3-Tiazon-5-kapbokcunat
MeTun 2-{4-[(TpeT-

6yTokcmkapboHin)amiHo]ninepuamH-1-in}-1,3-Tiazon-
5-kapbokcunat (npomikHa cronyka 133, 6,92r,
20MMoOMb) po3unHArM B Hagnuwky 4M HCI vy
JiokcaHi. Yepes gekinbka XBUnvMH yTBOptoBaBcs Oinvii
ocag i yepes 1 roavHy peakuis 3aBepluyBanacs.
Ocapn BigdinbTpoByBanM, npoMuBanu MPOCTUM
ecpipom i BUCYLLYyBanu, ofepxyroun
OVXITOPUCTOBOAHEBY Cinb, MoHorigpat 6,03r, 96%).
MoTim TBepAy peyoBuHY po3unHsanu B Hac. NaHCOs
nomiwanu B Ge3nepepBHUiAi ekcTpakTop i3 OXM Ha
BClO Hi4. OpraHiyHy 4YacTuHy BucywyBanuM 3a
poromoroto MgSO4 i KOHUEHTpyBanu, odepXyloun
6iny TBepay pevoBuHy (3,84r, 83%).

"H AMP 3: 1,19-1,33 (m, 2H); 1,57 (s, 2H); 1,70-
1,83 (m, 2H); 2,76-2,89 (m, 1H); 3,12-3,25 (m, 2H);
3,74 (s, 3H); 3,87 (dt, J=13,09,3,72I'y, 2H); 7,84 (s,
1H).

MpomikHa cronyka 135: Metun 4-{4-[(TpeT-
6yTOoKCMKapOoHin)amiHo]nine puanH-1-in}xiHo niH-2-
kapbokcunar

BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
OOMOMOTOK MeTOAMKW, aHaroriyHo A0 OAdepKaHHs
NMPOMDKHOT crosyku 133, BUKOPUCTOBYIOYM K BUXIOHY
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cronyky MeTtun 4-xnopxiHoniH-2-kapbokcunat [WO
9505378]. TlpodykT ouvwanNM Ha CunMKarenesin
drnew-kornoHyi (055% MeOH y [OXM), noTim
nepekpucTanizosysanm 3 EtOAc.

'H AMP &: 1,37-1,44 (m, 9H); 1,63-1,78 (m, 2H);
1,93 (s, 1H); 1,98 (d, J=7,54Tu, 1H); 2,96 (1,
J=11,11T'y, 2H); 3,56 (d, J=12,25I'y, 3H); 3,93 (s,
3H); 7,03 (d, J=7,54Tu, 1H); 7,52 (s, 1H); 7,64-7,74
(m, 1H); 7,80 (d, J=7,63, 1,32y, 1H); 7,99 (d,
J=791lu, 1H); 8,07 (d, J=7,54T"u, 1H).

MpomikHa  cronmyka  136: Metun  4-(4-
amiHoninepuaunH-1-in)xiHoniH-2-kapbokcunat
rigpoxnopwua

BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
OOMOMOTOK MEeTOAMKW, aHaroriyHo A0 OAdepKaHHs
NPOMDKHOT crosyku 134, BUKOPUCTOBYIOYM K BUXIOHY
pPEYOBUHY MeTuny 4-{4-[(TpeT-
6yTOoKCMKapOOoHin)amiHo]nine puanH-1-in}xiHo NiH-2-
kapbokcunat (npomikHa cronyka 135). [lMpoaykTt
odepXyBanu y BUrnsai MOHOXJI0pUCTOBOAHEBOI CONi.

"H'AMP &: 1,89 (d, J=10,17T"u, 2H); 2,19 (s, 2H);
3,45-3,60 (m, 3H); 4,05 (s, 3H); 4,24 (d, J=13,00IL,
2H); 7,59 (s, 1H); 7,75 (t, J=7,63Iu, 1H); 7,97-8,05
(m, 1H); 8,12 (d, J=8,48Iuy, 1H); 8,34 (d, J=8,48I,
1H); 8,60 (s, 2H).

MpombkHi cronykn 137-142

HacTynHi xiHOniHWM ogepXyBanuM 3a AOMOMOroH
cnocoby [FR Alexandre, i iH., TeTpahedron 2003, 59:
1413]

MpombkHa cnomnyka 137:
MeTOKCUXiIHOMIH-2-kapbokcunar

MpombkHa crnonyka 138
TOpXiHONiH-2-kapbokcunaT

MpombkHa cronyka 139:
MeTUNXIHO NiH-2-kapbokcunar

MpombkHa cronyka 140:
TOpXiHONiH-2-kapbokcunaT

MpomikHa  crornyka
ONXNopXiHoMiH-2-kapbokcunaT

MpomikHa cnonyka 142: ETun 2-xnop-okca3sorn-4-
kapbokcunar

B atmocdepi asoty, 1,70mn (14,3mmonb) TpeT-
Oyun HITpUTY pJdojaBanu p[o cycneHsii  1,65r
(12,3mmonb) xropuam migi(ll) B 50mn aueToHiTpUny.
OTpumaHy cycneHsito Harpisann go 75°C, noTim
nopuismn gogasamm  1,60r (10,2mmonb) eTtun 2-
amiHookcason-4-kapbokcunaty [G Crank & MJ Foulis,
J Med Chem 1971, 14: 1075-1077] npotarom 20
XBUNMH  (BuaineHHs rasy). [licns  goaaTtkoBo
nepemiwyBaHHa npoTaroMm 30 XBUMWMH, peakuiiHy
CyMill 3anuwanu OXOMOHYTW A0 TeMnepaTtypu
HaBKONMULIHBOrO CcepedoBua, po3sogunm  50mn
EtOAc, i ekcTparyBarm Bofoto (2x25mn). OpraHivHuii
wap sucywyBamm Hag MgSOs i KoHueHTpyBanu y
BaKyyMmi, OOEepXYlHM TeMHy MacnsHuUCTy TeBepay
peyoBuHy. [lpu  drnew-xpomartorpadii  yepes
HEeNTpanbHUN cunikarenb i3 BUKOPUCTAHHAM CYMilLLli
3:1 rekcaHy n EtOAc opgepxysam 1,271 (71%)
BKa3aHOi B 3arofioBKy CMOMyKM, WO KpucTanisysanu 3
rekcaHy y Burnsigi 6inux ronvacTtmx kpucTanis.

m/z (ES™): 176/177.

'H AMP (CDCl3) 3: 1,47 (t, 3H, J=7,16); 448 (q,
2H, J=7,16); 6,92 & 8,28 (s, 1H).

MpombkHi cronykn 143 - 148

Etun  4-xnop-8-
MeTtun 4-xnop-8-
MeTtun 4-xnop-8-
MeTtun 4-xnop-6-
141:

Metun 4.8-
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HacTynmHi cronyknm B Hwk4yernogaHin Tabnuui
OofepXyBarm LUMSXOM 3HATTH 3aXWUCTY i3 MPOMIKHUX
crnonyk 149 - 154 wnsxom o6po6KM HaAMMLLKOM 4H.
HCI y Tro, MeToauKa aHanorivyHa o
BUKOPUCTOBYBaHOI Ans  MPOMDKHOI  crionykn 46.
OTpuMaHy HeouWLLEHY PEeYOoBUHY BUKOPUCTOBYBanu
6e3 40AaTKOBOIo OYMLLEHHS.

Tipiamna FE— MC (ESF M) HF
EMUTVRE
Nposilsms | Memae 3-ame-54-momom meprami-1 - =73 nma Tpasibenn
ennavies 143 | tefemoar rapesnoon LCgHadd0y ey 149
| Mipowisse | Mema 3 minoninspamm- -0k | 300 am Tipasioain
eniunes 14 | (Z3-EripgokeHneniak- Sk CieHal g0 enoayks B
FLEgI Rt
Dposimms | Jmeenm §+{d-auimoninspm- | - 253 nm [lgssaiiaria
emuTyies 145 | injbodmanaT daposmoea CpaHp 40y emaTyaa 151
Tpasims Muscrna I d-midnminipuine- - 0 i Tposimxcnn
ennavke [46 | infrepalriames daposnopHn CiaHagh 0y enomyxa 131
Mpomiats | MeTnn 4-Ld-wiimninepanns-1- 36 A Hpsamibitns
winayes LT | denipgms- 2-sapioncaar a0 enmniywa 153
LU T
[gsascamn | Merun S-{d-aumivninepons- - 25T s Mpeasixna
couayks 14B | inlmicorrisir ok ripasanpii | CiaH My ey 154

MpomikHa cronyka 149: Metun 3-anin-5-{4-
[(TpeT-6yTOoKCUKapBOHIN)amiHo]NinepuanH-1-
in)beHsoar

MeTun 3-6pom-5-{4-[(TpeT-
6yToKCcMKapOoHin)amiHo]ninepuauH-1-in}oeH3oar
(npomikHa cronyka 104, 300mr, 0,73mMorb),
Tpuc(ambeHnsunignHaueToH)amnanagin -~ (0) (26w,
0,03mmorb), TpudypundocdiH (14mr, 0,06Mmonb)
3BaXyBarm B konbi 1M nomiwann B atMocdepy
aproHy. [logasarm NMP (3mn), noTiM no kpannsix

Joaasanu aninTpubytmn ornosa (0,25mn,
0,80mmorb). Cymiw  nepemiwysarm  npu  100°C.
Uepes 64 roauHun, cymiw possogunm EtOAc i

nocrnigoBHO MPOMMBaNM BOAOK, MOTIM  COMSHAM
posumHom. OpraHidyHy a3y BucylysBanu Hag MgSOq
i KOHUeHTpyBanM Hacyxo. HeouuleHy pevoBUHY
ouvwianu WnAaxoM Xxpomarorpacdii Ha cunikareni,
BuKopucToBytoun 25% EtOAc/rekcaHu, i ogepxysamm
174Mr BKa3aHOro B 3arofioBKy NPOAYKTY.

MC (ESP) (MH"): 375 ans C21H30N204

"H AMP 3: 1,38 (s, 9H); 1,42-1,51 (m, 2H); 1,78-
1,81 (m, 2H);, 2,76 (t, 2H); 3,34-3,40 (m
nepekpvBaHHa Bogoto, 3H); 3,64-3,68 (m, 2H); 3,81
(S, 3H); 5,04-5,13 (m, 2H); 5,94 (m, 1H); 6,86 (d, 1H);
7,05 (B, 1H); 7,17 (s, 1H); 7,28 (s, 1H).

MpomikHa cronyka 150: Metun 3-{4-[(TpeT-
6yTokcmkapboHin)amiHo]ninepuamk-1-in}-5-(2,3-
avrrigpokcunponin)oexHsoar

BkasaHy B 3arofioBky Cronyky ogepxysarm 3
MeTun 3-anin-5-{4-[(TpeT-6yTOoKCHKapPOOHIN)amiHo]
ninepuanH-1-infoexHsoarty (npomikHa cronyka 149) i
AD-cymiLi 3, BAKOPUCTOBYHOUM Crocib, onmcanuii B [J.
Org. Chem. 1992, 57, 2768].

MC (ESP) (MH"): 409 ans C21H32N206

'H AMP (CDCls) &: 1,47 (s, 9H); 1,51-1,55 (m
nepekpvBaHHs Bogotw, 2H); 1,89 (t, 1H); 2,05-2,09
(m, 3H); 2,71-2,80 (m, 2H); 2,82-2,92 (m, 2H); 3,53
(m, 1H); 3,65-3,75 (m, 4H); 3,90 (s, 3H); 3,97 (m, 1H);
4,48 (m, 1H); 6,98 (s, 1H); 7,38 (s, 1H); 7,48 (s, 1H).

MpombkHi cronykn 151 - 154
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HacTynHi crnonyks opepxysBamum 3a [OMOMOrOHO
HacTynHoro crnocoby: 4-(N-BOC amiHo)-ninepuanH
(1,00 eksiBaneHT, 5,00mmork), auetar nanagito (Il)
(0,10ekB.), BINAP (pau-2,2'-6ic(audeHindgocdiHio)-
1,1'-6iHacpTun, 0,10ekB.), kapboHaT uesito (1,40ekB.) i
apwnranoreHig  (1,00eks.) o6'egHyBanu. Teepgi
peyoBuHM OerasyBanu M Momiwannm B aTmocdepy
aproHy. [fopasanu Tomyon (10mm) i cymiw
nepemiwysanu npu 100 (C npubnusHo npoTarom 16

rOAVH. Cymiww dinbTpyBamm, i dinbTpar
KOHLIEHTpYyBanu Yy Bakyymi. HeouuweHuin npoaykt
ouvwianu 3a JOMOMOroK  KOMOHKOBOI  brewt-
Xpomatorpadii Ha cunikareni.
Mpamiams Congyun ¥l AMF 5 [ M1 B
CIELTY KR |
Mpositacna Jhwema 54081137 = SH; I.ﬂ-]_‘IU:J-'!I! Lmoenn 5-Bpoos
emurves 151 vkt | {m, THY; 1761 ET (m, oAy
Eapfoninasing | THY 2,85 (L 2H) 345 e
ninepuamm-1- |4, |H oepespasns o
Injtaafremer s el .1.|'|5-|
30 (m, JH); 35 |s.l
OHY 0,54 {m, TH) 760 |
{5 ZHE 7,85 i5, 1H) :
Mpamiiamn Ohwsma 148 | 146 (= 0 |,S-167 | 153 | Descren 2-Gpoy
coniaykn 152 mpem-lyruns | {m, THi 203207 [m, TpESTLIET
wapEhiaaming | THk 2ER (1, IHE 326
MPHaHA-| - 333 fm, ZHYL 350 [m.l
inpepeqraanar | THE, 1,07 {s, THE 3,92, |
THy 4,50 {m, TH), 700 i
7,74 4, TH], |
Tipsaibama Memmn  Aofds | 143 (s, WHY; LES (br g, | 336 | pesenn
emkTyRa 153 mpem-iyrmes | UT 200204 (=, JEL; !{m:ﬂn 145
mpfoiaasing | 307 i 2HE 3,71 (=, |
ninepem- | Iy, 3,36-352 (= X
Iny  miprmni-2- | 357 {5, 3HL 4,51 jbr 2
EafHHECHALT THY, &7 (1, THK 7,55 .
i, 115 B (d, 1H |
ﬁpm- SMieTEn S0 | LS (s AT 151-1,55 | 351 ) Dipueatmua
coayrn 194 S | e, 3H), LOS-LID fa ! enniyica 156
mphicmimtnn | ZHY 199 (L 203 Led {
EoepagE- - a0 im, Qi 155 (s
)y miwomamm §- | 3H); 4,48 (m 1HY 7,40
BRI i, 1K 3,00 [a, TH]; 9,32 |
{8, 1H}. |

MpombkHa crionyka 155: Metun 4-opanipnanH-2-
kapbokcunar

Woro opepxysarm 3 BignoBiaHoi kap6oHOBOI
KACINOTK, AK OMMCaHO ANS MPOMDKHMX cronyk 101 -
109.

MC (ESP) (MH"): 264 anst C7HsINO2

MpomikHa croryka 156:
6pomHikoTuHaT-1-okCcKg

PosunH mCPBA (70%, 4,46r, 18,11MmMorb) vy
OXM (100mn) gopaBanu [0 pO34MHy MeTun 5-
6pomHikotwHaty  (3,11r, 15,09mmore) y [OXM
(100mn). Micna nepemiwyBaHHSA MpPWM  KIMHaTHIN
Temneparypi MPOTArOM AEKiNMbKOX FoAvH, A0OATKOBO
popasarim mCPBA (6,6r, 26,77mmornb) (nopuisivu)
Ons foBefleHHs peakuii o 3aBeplueHHs. Yepes 4 aHi
peakuinHy cyMill NoCcniAoBHO NMPOMMBANM HacU4eHUM
po3unHom OGikapboHaTy HaTpito, rMoTiM BOAOl0.
OpraHiyHy a3y Bucywysamm Hag MgSOs i
KOHUEHTpyBanu Hacyxo. HeouwnweHy pevoBuHy
ouvwianu WnaxoM Xxpomarorpacdii Ha cunikareni,

MeTtun 5-
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BukopuctoBytoun 50% EtOAc/rekcain po 100%
EtOAc, ogepxytoun 1,16r BKazaHOro B 3arofioBKY
npoAykKTy.

MC (ESP) (M+MH?*): 232,234 ansi C/HeBrNO3

'H AMP &: 3,89 (s, 3H); 7,95 (s, 1H); 8,52 (s,
1H); 8,85 (s, 1H).

MpomikHa cronyka 157: Memun [2-((4-[(TpeT-
6yTokcukapboHin)amiHolninepuanH-1-
in)kapOoHin)rigpasnHo](okco)aueTat

Po3unH TpeT-6yTmn ninepuauH-4-inkapbamary
(komepuiviHo goctynHui) (1,0r, 5,0mmore), TEA (2,0r,
20mmorb) i AXM (30mn) mo kpannsx gogasanu go
docreHy (20%) y Tonyoni (KOMepUiNHO [OCTYNHWUNA)
(10mn, ~20mmork) npu 0°C. OTpumaHy cymiw
3anMwanu  MOBiNMbHO  HarpiTca OO0  KiMHaTHOT
TeMnepatypu npu nepemiwyBaHHi NPOTArOM HOMi.
Cymiw dinbTpyBarM AN BuganeHHs TBepdoi
peyoBMHM W  QinbTpaT  KOHUEHTpyBanu  npu
3HWKEHOMY TUCKY, OAEepXytlouu kapbamoinxmopug
(1,2r). Heouwnwenun kapbamoinxmopug — (1,2r,
5,0mmomb), TEA (0,70mn, 5,0mmonb), MeTtun
rigpasuHo(okco)aueTar (0,59r, 5mmonb, nocunaHHs:
[J. Med. Pharm. Chem. 1961, Tim 4,(2), cTop.259)) i
Tr® (20mn) ob'egHyBarm 1 HarpiBanu npu 60°C
npotdarom 24 roguH. Cymiw oxonogpkysBarm Ao
KiIMHaTHOT TemnepaTypu W KOHUeHTpyBanuM npu
3HWKEHOMY TUCKY. HeouueHuin 3anuLiok o4vumwanu
LUMSAXOM KOTIOHKOBOI dreLwrxpomarorpadii
(OXM/aueToH, 5:1 cnieBigHOWwEHHS 3 1% MeOH),
ofepXytoun 462Mr BkazaHO| B 3arosiloBKY CrOSyKu.

MC (ESP): 345,1 (M+H) ansa C14H24N4O¢

'H AMP &: 1,03 (m, 2H); 1,44 (s, 9H); 1,73 (d,
2H); 2,85 (t, 2H); 3,45 (m, 1H); 3,85 (s, 3H); 3,92 (d,
2H); 6,94 (d, 1H); 8,72 (s, 1H); 10,48 (s, 1H).

MpombkHa crnonyka 158: Metnn 6-6pomnipuanH-
2-kapbokcunat

6-bpowmnikoniHoBy kucrnoty (411mr, 2,03Mmorb)
cycneHgyBarm B 6e3sogHoMy MeOH  (6mn).
HopaBanu KOHUEHTPOBaHy cipyaHy kucrnoty (0,3mn) i
OTPUMaHUMA PO34YMH MepeMillyBanu npu KiMHaTHIN
TemnepaTtypi nmpubnusHo mpoTaroM 3 rogvH.
HOopaBarmm EtOAc, noTim pgogaBanyM  HacUYeHUI
po3uuH OGikapboHaty HaTpito. Pa3m posginanm n
opraHiuHy a3y npomvBanv BOAOI0, BUCYLLYBaM Hazg
MgSOs i koHUeHTpyBanu Hacyxo. HeouwnweHui
cknagHui  edpip  (313mr) BukopuctoByBarm  6e3
[0AaTKOBOIO OUULLIEHHS.

MC (ESP) (M, MH"?) 216,218 ans C7HsNO,

MpombkHa crnonyka 159: MeTtun 5-6pomTiodeH-2-
kapbokcunar

Woro opepxyBarm 3 BignoBiaHoi kapB6oHOBOI
KUCIOTH, K ONMcaHo ANna npomMbkHol crionykn 158.

MC (APCI) (M, MH*?) 221,223 ans CeHsBrO2S

MpomikHa cronyka 160: Metwun 5-{4-[(TpeT-
6yTokcmkapboHin)amiHo]ninepugnH-1-in)-1,3,4-
okcapia3on-2-kapbokcunar

TEA (0,20mn, 1,34mmorb), napa-
TonyoncynbdoHin  xnopua  (255wmr,  1,34mmomb),
MeTun [2-({4-[(TpeT-

6yToKcukapOoHin)amiHo]ninepuanH-1-
infkapOoHin)rigpasnHo](okco)aueTat
crnonyka 157) (460wr,

(npomikHa
1,34mvonb) i OXM (8mn)

ob'egHyBanu 1 nepemiwyBanu BClO Hi4. Cymil
possoguim  OXM (150mn) i npomuBanu BOAOIO
(10mn). OpraHiyHy a3y BiJOKpeMIoBany,
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BMCYLLYyBanu Hag cynbdatom HaTtpito, dPinbTpyBamm n Tpaniznn Coown | MZ | 10T P
KOHUEHTpyBanu. HeouuweHnn 3anuLoK ouuwanm l_ asey
LLMIAXOM KOJTOHKOBOT drew-xpomartorpadii e mpem-Grmed [1-2- | 332 Aanp-2-
(OXM/aueToH, 8:1 cniBBigHOWEHHS 3 1% MeOH), ey 166 WHEGRRpOT-G- rEnopiAe
ofepxytoun 342Mr BkazaHO| B 3arosiloBKY CrOSyKu. METERIL M METHIipR AT
MC (ESP): 326,9 (M+H) ans C14H22N40s5 4l jminepuzm-d. (psmn
'H AMP &: 1,46 (s, 9H); 1,50 (m, 2H); 1,89 (d, g faniny emipEe 1Ly
2H); 3,29 (t, 2H); 3,57 (m, 1H); 3,92 (d, 2H); 3,95 (s, TR s e Rt sl i
3H); 7,02 (d, 1H). cmaTyKa 167 Ilmpmmb- (5 GH); 22645 | Dooponins-t-
MpombkHi crionyku 161 i1 162 | oo it e ok e
HacTynHi crionyku ofepkysarM 3a [JOMOMOrOIO He e e S o avcmond
crnocoby, aHarnoriyHOro A0 OJepKaHHA MPOMBKHOI g vl s
crnonykn 98, BUKOPUCTOBYIOYU 5K BUXIOHY PEYOBUHY i:b;"'iz
eTun aueToaueTar i nepepaxoBaHi BUXigHi pe4OBUHM. IR
OTpuMaHy HeouWLLEHY PeyvoBUHY BUKOPUCTOBYBanu . 1H
6e3 40AaTKOBOIO OYMLLEHHS.
Miproatsm mper-Gyme [1-02- | 329 | 130 1z uH); ompaie-bya—-
-—“'P—m Fep— S ] ryea 168 e -y - 144551 {5, FHY, | monpe-is-
enomps HETARIEDHM | T 1,59 (=2, 2H); ETTETLR 1 H H
- d-xininepRamn-d- 238 (& 3H) 109 | (npowiiena
Ilplm?u ‘.w::- 150 :;_nqu:unl.n i plkc i gely i npiia T AT | s 168
i THY 34T 4,
Ilpsrnitzema 2-mpay-Fyrie-f- I [ T2-anmErEan e L ;:1:*”'“"'
i ma— e T b s, THY,
- m3id, 1H)

MpombkHi cronykn 163 - 165

HacTynHi crnonyks opepxysBamvm 3a [OMOMOrOKO
cnocoby, aHanoriyHoro [0 oAepXaHHs MNPOMDKHOI
crnonykn 97, BUKOPUCTOBYIOYU 5K BUXIOHY PEYOBUHY
nepepaxoBaHi nipumiguHonu. OTpMMaHy HeouULLEeHy

MpombkHi cronykn 169 - 171
HacTtynHi crnonyks opepxysBamm 3a [OMOMOrOHO
crnocoby, aHanoriyHoro [0 oAepXaHHs MNPOMDKHOI
crnonykn 100, BUKOPUCTOBYIOYM SIK BWXiOHI CMONYKW
nepepaxoBaHi BUXigHi pe4YoBUHN.

pevoBUHY BUKOPUCTOBYBaIun bes AoaaTtkoBOro ’
OYULLEHHS. lipssiiams | Cosayen [ Mz B
Ty | {
[ Mpauizmn Coomks M| Hamr | BF Upecwtman e . o el
. | ks G Byroszneap ONETTRma -
o i | B ki R
Npowiam & Roop - UE |05 (m, H), | Zussnongani-i- | e
L Q8 i SR i | TR - it e pleiu st
s T 2 . 2 ém;H]l 3 3 i aapl R EHE T [mpoosieie cinaves 16E)
r - :Ia[,, 3|.IJEII | ]t;.] i Ugatsinn _t—{'H'I.FW'"- WA | mprroeliyrne [L-3-boiponin-
"1 LRI | emuryies 170 | Byrosrukapianin) B paiay -
TR s TH) | ! astinc]uitep He= 03 -2 L egsmii-4 - Ee e
Hpaisrizms 4 Xnog-- I | LET A aH); | 2-Donpomio-o- i, % i b » ematywa 167)
omp ot e poastmmn
5 P | i :
EnDAVER 164 izonpome-§- 245 (s SE); jmm.ulprw.m-i un gl BT
SETRARAWIINT 3,17 (g, LE; ;{mmlnnﬁnn Tipa E; = T | rpw B [T
130, 10 | el 17 By FaHiti] G THD- G- Tl pe inme-4-
Dpumbems -mpe -Gy ma—4- IR | 144 [, 5H; I-mpem-Tvao-6- et ninEpRgEN-1 -L1]-2- Lrizmepe T 41 oy fiaear
conmes RS strmspF T 249 i, THY; AT T PR S0 meprre-Biyre e L {npombsma rwsay en 168]
ol o L 0,7 [ [H) {mpsaimm i KOpEOnCa) KA
162}

MpombkHi cronykn 166 - 168

HacTynHi crnonyks opepxysBamm 3a [OMOMOrOKO
cnocofby, aHanoriyHoro [0 oAepXaHHs MNPOMDKHOI
crnonykn 99, BUKOPUCTOBYIOYU 5K BUXIOHY PEYOBUHY
TpeT-06yTnn ninepuanH-4-inkapb6amat i nepepaxoBaHi
BUXiOHI peYOBUHW.

MpomixHi cnonykun 172-174
HacTynHi crnonyks opepxysBamm 3a [OMOMOrOHO
crnocoby, aHanoriyHoro [0 oAepXaHHs MPOMDKHOI
crnonykn 70, BUKOPUCTOBYIOYM SK BUXIOHI CrONyKW
nepepaxoBaHi BUXigHi pe4YoBUHN.
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KDCAHCTORINEES Gl Impeegbain ey e I
Tipasisma T-ampmmiamn e | 213 | apersfyrnn [1-G-tngnipne- MpomikHa crnonyka 221; Etun 2,4-gpnbpom-1,3-
ennmye 107 inninEpuan H-d-aain Zinminepamn 4 i hepd ey Tiazon-5-kapbokcunar
TR A (mposabmr crnayn 1851 PosumH 14mn 1,6H. H-OByTuniTia B rekcaHi
ik did-astinoessmrounes: 1= | 303 | wpern.Byomn [1-{4-mimompamm MoBiNbHO JodaBany A0 PO3YMHy fAiidonponinamiHy
i 24 i iy EHnaftrgomn-4- by (3,1mn, 22mmonb) B 80Mn TI®, oxonomkeHoro Ha
SN K Wepimetaitn condrn 154) 6aHi cyxuin nig/aLeToH B iHepTHIN atmMocdepi. Po3umH
Hpauinm o it el b o b i Harpisarm go 0°C i NOBTOPHO OXOMOMKYBaMM [0 -
e 20 e - ["'"h'm"]'""":"’“ 70°C. OogaBanm po3ynH 2,5-ambpomTiazony B 20Mn
:‘:'" [&u--d-h-:-u:-ln'u J Tr® i cymiw nepemiwysam npoTarom 30 XBUMH
ey e BT Ttk nepea  AoAaBaHHAM empxnopcbopwaw ' (2,1MJ'I.,.
oy 21 e sdin ey PEM R S —— 22mmonk).  Tlicns  HarpiBaHHs A0 KIMHATHOI
R e gt Temnepatypu, CyMill pi3ko OXOrogKyBanuM 3a
(i sk 186 ponomoroto BogHoro NaHCOs i possogmnm EtOAc.
Tipamisens (5 Bpawmipmann 2. o7 | mpe-Byon [1-TE-Bpoapuans EtOAc BigokpemmioBanu W npomMuBanu BOOOK W
m i el ek i s consgHMM po3ymHoM. [Npu 3HeBogHoBaHHI (MgSOs) i
ApHCTBCaNED Cit {npuabem tmayen 187 BUOANEHHI PO34YMHHMKA OfepXyBanM Macro, sike
Ty T -malpmn2e | 017 | oy Gronn (1 aopepnam. | ouuwanu wnsxom xpomatorpadii (1:1 rekcaHu-OXM,
omaaykR 312 iy -3-irpiin - | noTiM rpagieHTHUM enotoBaHHaM o 100% OXM),
mopaomsomrea clm | (npenstars rwmieris 6] ofepxytoun 4,51 npodyktn y BUrnaai macna, ske
Vit gt el Gl Kol <o MoBIfNbHO 3aTBEPKYBArocsl.
cungyes 213 A 2-noopnlReTHnes Ly : Ao MC (ES) 316(M+H)
HNmEE] | [ e 'H AMP(CDCl3) 8: 1,4 (t, 3H); 4,4 (q, 2H).
b ::D“'::_l_q_ s MpombkHa crionyka 222: Etun 4-6pom-2-{4-
[(TpeT-6yTOKCHKapBOHin)amiHo]ninepuamH-1-in}-1,3-

Tiason-5-kapbokcunat

Po3aunH etun 2,4-pn6pom-1,3-Tiazon-5-
kapbokcunaty (mpomikHa cronmyka 221) (4,5r,
14,3mmorb), kapb6amiHoBOI KMCroTw, 4-ninepuamHin-,
1,1-oumeTuneTunosoro edgipy (2,86r, 14,3mmork), i
giizonponinemnaminy (2,6mn, 14,5mmonb) B 45mn
piokcaHy HarpiBanu npu 100°C npoTtarom 4 roguH.
Cywmiw posnoginann mix EtOAc i Bogow. EtOAc
BiJOKpeMIioBarm n MpOMMBAIM COMSHUM PO3YMHOM.
Mpn  3HeBogHioBaHHi  (MgSOs4) | BuAaneHHi
PO3YMHHMKA ofepxysamm macro, sike
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xpomatorpadyBanm Ha cunikareni (1:1 rekcaHu-OXM,
noTiM rpagieHTHuMm ernotoBaHHaM o 100% OXM i
notim go 8% MeOH y [OXM), ogepxyioun 2,1rm
npoAykKTy.

MC (ES): 378, 380 (M+H)

"H AMP &: 1,24 (t, J=1,061, 3H); 1,33-1,47 (m,
11H); 1,80 (s, 2H); 3,13-3,31 (m, 2H); 3,54 (s, 1H);
3,83 (s, 2H); 4,19 (q, J=7,10Tu, 2H); 6,95 (d,
J=7.91Iu, 1H)

MpomikHa cronyka 223; Emwn  2-(4-[(TpeT-
6yTokcmkapboHin)amiHo]ninepuanH-1-in}-4-uiaHo-1,3-
Tiason-5-kapbokcunat

Po3aunH etn 4-6pom-2-{4-[(TpeT-
6yTokcmkapboHin)amiHo]ninepuanH-1-in}-1,3-Tiazon-
5-kapbokcunaty (npomikHa cronyka 222) (1,3r,
2,9MMOnb), Zn(CN), (250mr, 2,2MMOTb),
Tpuc(anbeHsuniguHaueToH)gunanagio(0) (125wmr,
0,13mmorb) i 1,1'-Gic(audeHindocdido) depoueHy
(151mr, 13mmore) B 20Mn OM®PA B atmocdepi
aproHy Harpisarm npu 130°C npoTarom 1 roguHu Ha
MIKPOXBUMbOBOMY peakTopi. PO3unHHWK Buaanany, i
3anuwok pecycneHgyBsanu B EtOAc i npomuBanu
BOJOK N COMAHUM PO3YMHOM. [pu 3HEBOAHIOBAHHI
(MgSO4) i BupganeHHi poO3uYMHHWKA OAepXyBanm
macro, sike xpomatorpadysanm Ha cunikareni (OXM,
noTiM rpagieHTHUM enotoBaHHAM A0 5% MeOH y
OXM), opepxytoun 1,9r npoaykTy y BUrnsdi KOBTOI
TBep{ElO'I' peyvoBUHM.

H AMP &: 1,28 (t, J=7,06Iu, 3H); 1,31-1,52 (m,
11H); 1,72 -1,95 (m, 2H); 3,19-3,33 (m, 2H); 3,54 (s,
1H); 3,89 (d, J=13,19Iy, 2H); 4,29 (q, J=7,16Iu, 2H);
6,95 (s, 1H).

MpombkHa crionyka 224 3,4-guxnop-5-metnn-1H-
nipon-1-kap6oHin xnopug

Po3unH 3,4-anxnop-5-metun-1H-nipon-2-
KapboHOBOI KMCrOTK (MpoMikHa cronyka 3) B 50mn
SOCl; HarpiBarm B kombi  3i  3BOPOTHMM
xonoaunbHMKom npotarom 30 XBUNWH. PO34YMHHUK
BMOANAM i 3aNULLIOK BACYLLYBaMM y BakyyMi.

'H AMP(CDCl3) 3: 9,0 (s, 1H); 2,4 (s, 3H).

Mpuknagun

Mpvknag 1: Tpet-6ymmn 2-[(4-{[(3,4-onxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)meTun}-1-meTun-1H-imigason-4-inkap6amar

Cymiw rigpoxrnopugy  3,4-guxnop-5-meTun-N-
ninepuanH-4-in-1H-nipon-2-kap6okcamigy (NpomikHa
cnonyka 1, 243wmr, 0,777mmonb) i TpeT-6ytnn 2-
dpopwmin-1-meTnn-1H-imigason-4-ixapbamarty WO
03/002567] (175mr, 0,777mmorb) y TIr® (15mn)
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
10 xsBunuH. [oTiMm ABOMa mMopuiaMuM godasamm
TpuavueTokcuboporigpug HaTtpito (494wmr, 2,33MMomMb),
i peakuiiHy cymilwl nepemiwyBanyM npu KiMHaTHIN
Temnepatypi npotarom 16 roguH. PeakuiiHy cymill
pozsogurim EtOAc # 10%-Hum BogHum NaxCOs.
Bognun wap ekctparysamm EtOAc, o6'egHaHi
OopraHiyHi nopuii nNpoMmMBann COMAHVM PO3YMHOM,
Bucywysanm  Hag  NaxSOs4, dinbTpyBarm 1
KOHLIEHTPYBanu npu 3HWKEHOMY TUCKY, OOEpPKYHouM
398mMr scHo-KoBTOI TBepAol pevosuHW, 100Mr kol
po3unHanu B OMCO % ouvwamm 3a J0MNOMOro
npenapartueHoi BTPX i3 BuKopuCTaHHAM rpagieHTa
20-95% CH3CN/H20 (0,1% TPK), opgepxyroun Cinb
T®K BkazaHOT B 3arofioBKy CrofyKu.

MC (ES"): 483,30,485,37 ans C21H30Cl2NsO3
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'H AMP &: 1,55 (s, 9H); 1,95 (m, 2H); 2,09 (s,
3H); 2,32 (s, 3H); 3,18 (m, 2H); 3,43 (m, 2H); 3,67 (s,
3H); 3,93 (m, 1H); 4,38 (s, 2H); 7,36 (d, 1H); 7,99 (s,
1H); 11,89 (brs, 1H).

Mpuknag, 2: 3,4-gnxnop-5-metnn-N-{1-[2-
(MeTuncynbdoHin)nipumignH-4-in)ninepnanH-4-in}-
1H-nipon-2-kap6okcamig,

CycneHsito 3,4-gnxnop-5-metun-N-{1-[2-
(meTunTio)nipuMiguH-4-in)ninepuanH-4-in}-1H-nipon-
2-kapbokcamigy (npuknag 306, 200mr, 0,5mMmonb) y
6e3sogHomy OXM (8mn) nippnaBanu peakuii 3 70%
mCPBA (250mr, 1mMmomb). CTpuMaHui po3umH
nepemiwysann B atMocdepi asoty npoTtarom 1
rogvHy, notiM possoaurm OXM i npommBanu 3a
pornomorot 10%-Horo BogHoro po3sdmHy NaHCOs.
BogoHy nopuito oauH pa3 ekctparyBarm OXM, i
ob'egHaHi opraHiyHi Mmopuii NpoMuBanM  CONsIHUM
po3ymHOM, BucywyBamm Hag NaxSOa, dinbTpyBanm
KOHLIEHTPYBanu npu 3HWKEHOMY TUCKY, OOEPXKYH4M
215Mr He 30BCiM 6inoi  TBepAoi  PeYOBUHM.
HeounweHy pevyoBuHy ouuwamm 3a JOMNoMOror
npenapartuBHoi BTPX i3 BuKOpuCTaHHAM rpagieHTa
20-60% aueToHiTpun/Boga (0,1% TPK), ogepxyroum
cinb T®K BkasaHoi B 3aronosky cronyku (103,1mr).

MC (ES"): 430,11,432,11 ansa C1gH19CI2Ns03S

"H AMP &: 1,29 (m, 2H); 1,66 (m, 2H); 1,92 (s,
3H); 2,94 (m, 2H); 3,04 (s, 3H); 3,21 (m, 2H); 3,84 (m,
1H); 6,87 (d, 1H); 7,02 (d, 1H); 8,07 (d, 1H); 11,73 (s,
1H).

Mpuknag, 3: 3,4-gnxnop-5-metnn-N-{1-[2-
(meTuncynbinHin)nipymignH-4-in]nine puanH-4-in}-1H-
nipon-2-kapbokcamig,

CycneHsito 3,4-gnxrnop-5-metun-N-{1-[2-
(meTunTio)nipumiguH-4-in)ninepuanH-4-in}-1H-nipon-
2-kapbokcamigy (npuknag 306, 114,6wmr,
0,2863mmorb) y 6es3sogHomy OXM (5mm) mpu 0°C
nignasamm  peakuii 3 70% mCPBA (776w,
0,314mmonb). PeakuinHy cymiw nepemiwysanu npu
0°C npotarom 30 XBMIMH i MOTIM  LUBMAOKO
oxonompkysamm 3a pgonomorot 10%-Horo BOAHOrO
po3umHy NaxSOs. ®asu posginanu, i BOAHY nopuiio
ekctparysanu [OXM. OG6'egHaHi opraHiuHi - nopuii
npomvBanM po3sedeHuM BogHuM po3unHoM NaxCOs i
COMAHMM  po34nHOM, BucywyBann Hag NaxSOg,
(inbTpyBanM " KOHUEHTPYBanM MpU 3HWKEHOMY
TUCKY, OOEPXKYHOUN ACHO-XKOBTE Macro, sike o4uLanm
3a [0ornoMoroto npenapaTtmMBHoOT BTPX i3
BMKOPWUCTaHHAM  rpagieHta 20-60% CH3CN/H0O
(0,1% T®K), ogmepxytoun cinb TPK BkasaHoi B
3arorioBKy crnomnyku (67,0mr).

MC (ES"): 414,15,416,15 ana C1sH19CI2Ns02S

'H AMP &: 1,43 (m, 2H); 1,81 (m, 2H); 2,07 (s,
3H); 2,69 (s, 3H); 3,06 (m, 2H); 4,02 (m, 2H); 4,22 (m,
1H); 6,85 (d, 1H); 7,16 (d, 1H); 7,81 (d, 1H); 11,87 (s,
1H).

Mpvknag 4: N-[1-(6-amiHo-2-xnopnipumignH-4-
in)ninepunaun-4-in)-3,4-anxnop-5-memn-1H-nipon-2-
Kapbokcamia

MNopoxnopua  3,4-avxnop-5-metun-N-ninepuanH-
4-in-1H-nipon-2-kap6okcamigy (npomMixHa crnonyka 1,
500mr, 1,6mmork), 4-amiHo-2,6-AMXIIOPMIPUMIOVH
(262mr, 1,6mmornb), i EtsN (0,45mn, 3,2Mmonb)
o6'egHysanv B AM®A (15mn) i Harpianu mpu 100°C
B atMocdepi asoty nmpotarom 1 roavHu. [lpun
OXOINOMKEHHI A0 KIMHATHOI TemnepaTtypu, peakuiiHy
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cymiw possogum EtOAc i Bogoto. BogHy dasy agidvi
ekctparysanu EtOAc, i ob'egHaHi opraHivHi mopuii
NpPOMMBanM CONSHMM PO3YMHOM, BUCYLLYBamM Hapj,
NaxSO4, inbTpyBanM 1 KOHUEHTpPYBanu  Mpu
3HWKEHOMY TUCKY, OZEPXKYIUM KOPUYHEBE Macro.
MpubnusHo 1mn OM®A popaBarm o macna, noTiMm
nosinbHO pJgodasarm Bogy. [lpu po3TupaHHi B
MOPOLIOK  OfepXyBanu SICHO-KOPWYHEBY  TBepay
peyvoBuHy (212Mr), siky 36mupanu wnsaxom dinbTpaii.
66Mr Uiei HeouMWweHOT peyYoBUMHM ouMLany 3a
Jonomoroto npenapaTtusHoi BTPX i3 BUKopuUCTaHHAM
rpagieHta 20 60% CHs;CN/H0 (0,1% TPK),
odepxytoun cinb TOK BkazaHOT B 3arofioBKy Crosyku

(21wr).
MC (ES’) 401,12, 403,13, 405,13 pgns
C15H17CIsNsO

'H AMP &: 1,38 (m, 2H); 1,76 (m, 2H); 2,10 (s,
3H); 2,97 (m, 2H); 3,94 (m, 1H); 4,35 (m, 2H); 5,66 (s,
2H); 6,68 (m, 1H); 7,12 (d, 1H); 11,89 (s, 1H).

Mpuknag, 5: N-(1-[6-(AueTnamiHo)-2-
xropnipumiguH-4-injninepugun-4-in|-3,4-guxrop-5-
meTun-1H-nipon-2-kapbokcamia

MNopoxnopua  3,4-avxnop-5-metun-N-ninepuanH-
4-in-1H-nipon-2-kap6okcamigy (npoMixHa crnonyka 1,

280mr, 0,896mmonb), N-(2,6-guxrnopnipumiguH-4-
in)aueTamig (mpomixHa  cronyka 7,184,5wmr,
0,896mmonb), i  TEA  (0,25mn,  1,79Mmornb)

o6'egHysanu B AM®A (6mn) i Harpisanm npu 100°C B
atmocdpepi  asoty npotarom 1 rogvHu.  [lpwm
OXONOMKEHHI A0 KIMHATHOI TemnepaTtypu, peakuiiHy
cymiw possoaunm EtOAc i Bogoto. Pasu posainany, i
BOAHY nopuito ABidi ekctparyBarm EtOAc. O6'egHaHi
OopraHiyHi nopuii nNpoMmMBann COMAHVM PO3YMHOM,
Bucywysanm  Hag  NaxSOs, dinbTpyBarm 1
KOHLIEHTPYBanu npu 3HWKEHOMY TUCKY, OOEpPKYHouM
KOpu4HeBy piauHy (yce we 6ynma npucyTHs Aesika
Kinbkicte OM®A), siky po3Tvpanu B MOPOLIOK 3
BOoAot0. OTpMMaHy SICHO-KOPUYHEBY TBEPAY PEYOBUHY
(76Mr) ouuwanu 3a [JOMOMOroK  MpenapaTvBHOT
BTPX i3 BukopucTaHHam rpagieHta 20-60%
CH3CN/H20 (0,1% T®K), ogepxytoum cine TOK
BKa3aHOi B 3arofioBKy crosnyku (20mr).

MC (ES’): 445,14, 44714,
C17H19ClI3NsO2

'H AMP &: 1,45 (m, 2H); 1,82 (m, 2H); 2,01 (B,
3H); 2,11 (s, 3H); 3,09 (m, 2H); 4,04 (m, 2H); 4,22 (m,
1H); 7,15 (d, 1H); 7,30 (s, 1H); 10,67 (s, 1H); 11,90
(s, 1H)

Mpvknag 6: MeTtun 2-xnop-6-(4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)nipumiguH-4-kap6okcunat

Po3auuH MeTun 2,4-avxnopnipyuMianH-6-
kapbokcunaty  (komepuinHo — goctynHun)  (0,95r,
4,6mmorb) y OM®A (5mn) no kpannsx gogasanv Ao
pO34nHYy rigpoxnopugy 3,4-auxnop-5-meTLi-N-
ninepuanH-4-in-1H-nipon-2-kap6okcamigy (nNpomikHa
crnonyka 1, 0,43r, 4,6mmorne) i TEA (0,92r, 9,2mMMorb)
y OM®A (10mn) B atmocdpepi asoty. OTpumany
CyMill nepemiwyBanu npotarom 1 roavHW Mpwu

44814 pons

KiMHaTHI Temnepartypi. Oo nepemiluysaHoi
peakuiiHoi cymiwi gogasarm Bogdy (50mn) i
peyvoBuMHy, ska  ocagxKyBsanacs, 3buparmm W7
npomvBanm Bogoto/aueToHitpuiom  (1:1,  15mn),

odepxytoum 1,9r BkaszaHOI B 3arOfioBKY CrOMyKW.
AHaniTM4HMI 3pa3ok ouuwann 3a gonomoroto BTPX
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i3 obepHeHol asolo (rpadieHT BoAa/aueToHITpun,
20-95%).

MC (ESP): 446,3 (M+H) onsa C47H18CIsNsO3

'H AMP &: 1,73-1,83 (m, 2H); 2,14 (d, 2H); 2,39
(s, 3H); 3,40-3,52 (m, 2H); 4,09 (s, 3H); 4,30-4,45 (m,
2H); 4,60-4,80 (m, 1H); 7,46 (d, 1H); 7,60 (s, 1H);
12,2 (s, 1H).

Mpwvknag 7: 6-(4-{[3,4-guxnop-5-meTtun-1H-nipon-
2-in)kap6oHinjamiHo}nine puamH-1-in)-2-
(meTunTio)nipyMiauH-4-kapboHOBa K1croTa

TiomeTokcug  Hatpito  (0,275r,  3,94mmorb)
JofjaBanu OO0 po3uuHy MeTun  2-xrop-6-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap©oHin]amiHo}ninepuauH-1-in)nipumignH-4-
kapbokcunaty (mpuknag 6, 0,44r, 0,99mmorb) y
OM®A (3mn) B atMocdepi azoTy. OTpuMaHy CymiLl
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
18 roguH. Peakuito 3ynMHANM LWINSIXOM JoAaBaHHS
Boaun (5mn) i 1H. HCI (5mn), notim po3sogmmm EtOAcC
(100mn) i opraHivyHy cba3y BigokpemmnoBanm. BogHy
a3y ekctparysarm EtOAc (30mn) i o6'egHaHi
OpraHiyHi Wwapu npoMvBanM CONSHUM PO3YMHOM,
Bucywysanm  Hag  NaxSOs, dinbTpyBarm 1
KOHLIEeHTpYyBanu y BakyyMi. HeouulleHun 3anmiiok
ouvwanu 3a gornomoroto npenapatusHoi BTPX i3
obepHeHoto hasoto (rpagieHT Boga/aueToHiTpun, 10 -
95%), opepxywunm 275Mr BkasaHOi B 3arosioBKy
CMOMyKMW.

MC (ESP): 444,3 (M+H) gnsa C47H19CI2Ns03S

'H AMP &: 1,40-1,60 (m, 2H); 1,80 (d, 2H); 2,06
(s, 3H); 2,39 (s, 3H); 3,09 (t, 2H); 4,0-4,15 (m, 1H);
4,104,50 (m, 2H); 5,50-6,50 (br s, 1H); 6,90 (s, 1H);
7,11 (d, 1H); 11,85 (s, 1H).

Mpvknag 8:  6-(4-{[(3,4-onxnop-5-meTun-1H-
nipon-2-in)kap6oHrinjamiHo}ninepuanH-1-in)-N-
MeTOKCU-2-(MeTUnTIO )NipyMianH-4-kapbokcamin

HATU (197wvr, 0,52mmonb) popaeanu o
posumHy TEA (0,14mn, 1,0mmomb), 6-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap©oHin]jamiHo}ninepuanH-1-in)-2-
(meTunTio)nipyMianH-4-kap6oHOBOT KUCINOTH

(npuknag 7, 230wmr, 0,52vmorb) i rigpoxnopugy
meTokcunamiHy (43wmr, 0,52mmons) y AM®A (3mn) B
atMmoccpepi asoTy. OTpumaHy cymill nepemiwlyBanu
BCHO Hi4 npu KiMHATHIN TemnepaTtypi, noOTiM
possogum EtOAc (50mn) i Bogoto (10mn) i opraHiuHy
a3y BigokpemmntoBamm. OpraHiyHy a3y npomusanu
1H. HCI (5mn), HacnyeHum po3ydmHom NaHCOs3 (5mn) i
COMgHMM po3unHoM (5mn). BogHi wapu 3HOBY
ekctparyBanm EtOAc (25mn). OG'egHaHi opraHidHi
wapu Bucywysann Hag NaxSOs4, dinbTpyBamm 1
KOHUEHTpyBanu y BakyyMmi, ogepxytoun 400mr
HEOUMLLEHOro  MpPOAYyKTY, SKUMA  ouuwanm  3a
pornomoroto npenapatmeHoi BTPX i3 obepHeHowo
dasolo  (rpagieHT Boga/aueToHiTpun, 20-95%),
ofepxytoun 200Mr BkazaHO| B 3arosiloBKY CrOSyKu.

MC (ESP): 473,3 (M+H) ansa C1gH22CI2NeO3S

'H AMP &: 1,42-1,52 (m, 2H); 1,80-1,88 (m, 2H);
2,10 (s, 3H); 2,44 (s, 3H); 3,16 (t, 2H); 3,61 (s, 3H);
4,004,14 (m, 1H); 4,20-4,50 (m, 2H); 6,94 (s, 1H);
7,16 (d, 1H); 11,70 (s, 1H); 11,90 (s, 1H).

Mpvknag 9: Metmn 6-(4-{[(3,4-gnxnop-5-meTun-
1H-nipon-2-in)kap6oHin]amiHo}ninepnaunH-1-in)-2-
MopdoniH-4-innipyMiank-4-kap6okcunat
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PosumH metun  2-xnop-6-(4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnauH-1-
in)nipymiguH-4-kapbokeunaty (npwknag 6, 300wr,
0,67mmorb), mopdoniHy (58mr, 0,67mmornb) i TEA
(0,09mn, 0,67mMmornb) y AM®A (3mn) nepemiwysanu
npn 60°C B atmocdepi asoTy MpoTArom 4 roauH.
Cymiw oxomnomxyBanu A0 KiMHaTHOI TemnepaTtypu W
possogurim  EtOAc (75mn) i Bogoto  (10mn).
OpraHiyHuiA Wwap BiJOKpeMmoBanm, BUCYLLYBanM Haz
NazS04, inbTpyBanM N KOHUEHTPYBanu y BakKyyMi,
ofepxytoun 320Mr BKa3aHOT B 3arofioBKy CrOJSTyKM.
AHaniTM4HMI 3pa3ok ouuanu 3a gonomoroto BTPX
i3 obepHeHol asolo (rpadieHT BoAa/aueToHITpun,
20-95%).

MC (ESP): 497,4 (M+H) onsa C21H26CI2NeO4

'H AMP &: 1,40-1,58 (m, 2H); 1,81 (d, 2H); 2,10
(s, 3H); 3,06 (t, 2H); 3,58 (br s, 8H); 3,75 (s, 3H);
3,954,10 (m, 1H); 4,15-4,40 (m, 2H); 6,65 (s, 1H);
7,16 (d, 1H); 11,90 (s, 1H).

Mpvknag 10:  6-[4-{[(3,4-anxnop-5-meTun-1H-
nipon-2-in)kap6oHxin]amiHo}ninepuanH-1-in)-N-
MeTOKCU-2-(MeTUNCy b OHIN)NipUMignH-4-
Kapbokcamia

mCPBA (70%, 104wmr, 0,42MMonb) gogasamm A0
cycneHsii 6-(4-{[(3,4-anxnop-5-me™n-1H-nipon-2-
in)kap6oHirn)amiHo}ninepuanH-1-in)-N-meTokcu-2-
(meTunmio)nipumiguH-4-kapbokcamigy (npuknag 8,
100wmr, 0,21mmorb) y OXM (15mn) | oTpumaHy cymiLl
nepemiwysanu npotaroMm 3 roguH. PeakuinHy cymiu
possoguim OXM (50mn), mpomMuBanu Hacu4YeHUM
posumHom NaxCOs (10mn), Bucywysamm Hag NaxSOg,
iNbTpyBanu N KOHLEHTPYBanM y BakyyMmi. 3ammiiok
ouuwanu 3a gonomorot BTPX i3 o6epHeHoto dhasoto
(rpagieHT Boaa/aueToHiTPUN, 15-95%).

MC (ESP): 505,3 (M+H) gnsa C1gH22CI2NeO5S

'H AMP 3: 1,45-1,62 (m, 2H); 1,88 (d, 2H); 2,11
(s, 3H); 3,15-3,35 (m, 2H); 3,33 (s, 3H); 3,66 (s, 3H);
4,024,18 (m, 2H); 4,45-4,70 (m, 1H); 7,18 (d, 1H);
7,40 (s, 1H); 11,91 (s, 1H); 11,98(s, 1H).

Mpwvknag 11: 2-xnop-6-(4-{[(3,4-anxnop-5-meTnn-
1H-nipon-2-in)kap6oHin]jamiHo}ninepuanH-1-in)-N-
MeToKcUnipyMiamH-4-kapbokcamin

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 8, BUKOPUCTOBYIOUM K BUXIAHY PEYOBUHY 2-
xrop-6-(4-{[(3,4-anxnop-5-meTnn-1H-nipon-2-
in)kap©oHin]amiHo}ninepuauH-1-in)nipumignH-4-
kapboHoBy kucrnoTy (mpwknag 32) i rigpoxnopug
MEeTOKCUMNaMmiHy.

MC (ESP): 461,2 (M+H) onsa C47H19CI3NeO3

'H AMP &: 1,45-1,59 (m, 2H); 1,89 (d, 2H); 2,15
(s, 3H); 3,12-3,30 (m, 2H); 3,65 (s, 3H); 4,04-4,17 (m,
2H); 4,35-4,62 (m, 1H); 7,20 (d, 1H); 7,26 (s, 1H);
11,95 (s, 2H).

Mpvknag 12: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHxin]amiHo}ninepuanH-1-in)-N-
MeTOKCU-2-MophoniH-4-innipumignH-4-kapbokcamia

BkasaHy B 3aronioBky CMOMyKy CMHTe3yBanu 3a
A0rnomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 8, BUKOPUCTOBYIOUM SIK BUXiAHY peYOBUHY 6-
(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap6oHirn)amiHo}ninepuanH-1-in)-2-mopdoniH-4-
innipumiguH-4-kapboHoBy kucnoty (npuknag 310) i
rigpoxrnopua MeToKCUnamiHy.

MC (ESP): 512.4 (M+H) gnsa C21H27CI12N704
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'H AMP &: 1,40-1,65 (m, 2H); 1,81 (d, 2H); 2,10
(s, 3H); 3,03 (t, 2H); 3,50-3,70 (m, 8H); 3,62 (s, 3H);
3,904,10 (m, 1H); 4,15-4,32 (m, 2H); 6,57 (s, 1H);
7,15 (d, 1H); 11,61 (s, 1H); 11,90(s, 1H).

Mpvknag 13: 2-xnop-6-(4-{[3,4-auxnop-5-meTnsn-
1H-nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-N-(2-
MopdoniH-4-ineTun)nipuMianH-4-kapbokcamig

PosumH wmetun  2-xmop-6-(4-{[(3,4-anxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnauH-1-
in)nipymiguH-4-kapbokeunaty (npwknag 6: 380w,
0,85Mmorb),  2-mopdoniH-4-ineTaHamiHy (222w,
1,70mmorw) i TEA (0,12mn, 0,85mMmonb) y MDA
(3mn) nepemiwysanu npu 60°C B atMocdepi as3oTty
npotdarom 18 roguH. Cymiw oxonomkyBarm Ao
KiMHaTHOT Temnepatypu 1 po3sogunn EtOAc (75mn) i
Bogot (10mm). OpraHiyHuin LWwap BigoKpemsioBany,
Bucywysanm  Hag  NaxSOs, dinbTpyBarm 1
KOHUeHTpyBanu Yy Bakyymi. [lpu ouuweHHi 3a
poromoroto BTPX i3 obepHeHot hasoto (rpagieHT
Boga/aueToHitTpun, 5-95%) opgepxyBarm  110wmr
BKa3aHO| B 3arofioBKY CMOMNYKW.

MC (ESP): 544,5 (M+H) gna C22H2sCl13N7O3

'H AMP 3: 1,40-1,55 (m, 2H); 1,88 (d, 2H); 2,11
(s, 3H); 2,95-3,30 (m, 6H); 3,40-3,65 (m, 6H); 3,70-
4,50 (m, 5H); 7,18 (d, 1H); 7,26 (s, 1H); 8,86 (t, 1H);
11,94 (s, 1H).

Mpvknag 14; 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-
(meTuncynbdoHin)nipumianH-4-kapboHoBa kucrnoTa

mCPBA (70%, 164wmr, 0,67MMonb) gogasanm Ao
cycneHsii 6-(4-{[(3,4-anxnop-5-me™n-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-2-
(meTunTio)nipyMiauH-4-kap6oHOBOT KUCINOTH
(npuknag 7, 151wmr, 0,34mmorb) y OXM (15mn) npwm
0°C 1 oTpumaHy CyMilW MepemilyBanm npoTarom 3
rogvH. Cymiw 3amMwanu MoBifbHO Harpitucs Ao

KiMHaTHOT ~ Temnepatypy npoTaroMm 3 FOAMH.
Peakuinny  cymiww  possogurm  OXM  (50mn),
Bucywysanm  Hag  NaxSOs, dinbTpyBarm 1

KOHUEHTpyBanu y Bakyymi. 3arMLLOK ouuwanu 3a
poromoroto BTPX i3 obepHeHot chasoto (rpagieHT
Boga/aueToHiTpun, 5-95%), opgepxytoun  32mr
BKa3aHO| B 3arofioBKY CMOMNYKW.

MC (ESP): 476,1 (M+H) gna C11H19CI2Ns05S

'H AMP 3: 1,45-1,59 (m, 2H); 1,89 (d, 2H); 2,11
(s, 3H); 3,10-3,30 (m, 2H); 3,27 (s, 3H); 4,00-4,15 (m,
2H); 4,48-4,70 (m, 1H); 7,18 (d, 1H); 7,46 (s, 1H);
11,92 (s, 1H); 13,80 (s, 1H).

Mpvknag 15: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHin]amiHo]ninepmuanH-1-in)-N-
MeTOKCU-2-(MeTUncy b diHin) nipumignH-4-
Kapbokcamia

mCPBA (70%, 86wmr, 0,35mMMonb) gogaBamm o
cycneHsii 6-(4-{[(3,4-anxnop-5-me™n-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-N-meTokcu-2-
(meTunmio)nipumiguH-4-kapbokcamigy (npuknag 8,
166mr, 0,35mmorb) y OXM (12mn) mpm 0°C w
OTpMMaHy CyMill nepemillyBann npoTarom 2 roguH.
Peakuinny  cymiww  possogurm  OXM  (50mn),
npomvBarm  posdyvHoM  NaxSO3 (5%, 10mn),
Bucywysanm  Hag  NaxSOs, dinbTpyBarm 1
KOHUeHTpyBanu Yy Bakyymi. [lpu ouuweHHi 3a
poromoroto BTPX i3 obepHeHot hasoto (rpagieHT
Boga/aueToHitpun, 10-95%) opepxysarm  45wr
BKa3aHOro B 3arofloBKy NMPOAyKTY.
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MC (ESP): 489,1 (M+H) ansa C1gH22CI2NeO4S

'H AMP 3: 1,40-1,60 (m, 2H); 1,88 (d, 2H); 2,11
(s, 3H); 2,84 (s, 3H); 3,21 (1, 2H); 3,64 (s, 3H); 4,00-
4,15 (m, 2H); 4,40-4,80 (m, 1H); 7,18 (d, 1H); 7,25 (s,
1H); 11,91 (s, 2H).

Mpvknag 16: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-[(2-
rigpokcieTun)tio]nipyMiamMH-4-kapboHoBa kucrnoTa

CycneHzito meTtun 2-xnop-6-(4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHin)amiHo}ninepnauH-1-
in)TpumignH-4-kapbokecunaty (npwknag 6, 150w,
0,34mmorb), 2-mepkantoeTtaHony (31mr, 0,40mMmonb)
i kapbonaty kanito (139mr, 1,01mmorb) y OM®A
(3mn) nepemiwysanu npu 65°C B atMocdepi asoTty
npotdrom 3 roguH. Cymiw oxonogpkysarm o
KiMHaTHOT Temnepatypu 1 po3sogunu EtOAc (75mn) i
1H. HCI (3mn). OpraHiyHuin wap BigoKpeMmmoBanu,
Bucywysanm  Hag  NaxSOs, dinbTpyBamm 1
KOHLIEeHTpYyBanu y BakyyMmi. [1py OUYMLLEHHI 3anuLuky
3a gornomoroto BTPX i3 o6epHeHoto asoto (rpagieHT
Boga/aueToHitpun, 10-95%) opgepxysarm  39mr
BKa3aHO| B 3arofioBKY CMOMNYKW.

MC (ESP): 474,2 (M+H) gnsa C1gH21CI2Ns04S

'H AMP 3: 1,40-1,55 (m, 2H); 1,83 (d, 2H); 2,11
(s, 3H); 3,07-3,20 (m, 4H); 3,52-3,62 (m, 2H); 4,00-
4,40 (m, 5H); 7,00 (s, 1H); 7,16 (d, 1H); 11,90 (s, 1H).

Mpwvknag 17: MeTtun 6-(4-{[(3,4-anxnop-5-meTurn-
1H-nipon-2-in)kap6oHin]jamiHoininepunaunH-1-in)-2-[(2-
rigpokcieTun)tio]nipyMianH-4-kapbokcunat

BkasaHy B 3arofoBKy CMOJSlyKY TaKOX BUAINAMN i3
npuknagy 16.

MC (ESP): 488,2 (M+H) onsa C19H23CI12N504S

'H AMP 3: 1,40-1,55 (m, 2H); 1,84 (d, 2H); 2,11
(s, 3H); 3,05-3,22 (m, 4H); 3,56 (t, 2H); 4,00-4,40 (m,
4H); 7,00 (s, 1H); 7,16 (d, 1H); 11,91 (s, 1H).

Mpvknag 18: 2-xnop-6-(4-{[(4-xnop-5-meTun-1H-
nipon-2-in)kap6oHinjamiHo) ninepuouH-1-
in)isoHikoTMHamIg

Hiizonponinetunamin (0,34mn, 2,0mmors), EDC
(0,121r, 0,63mmorb) i HOAT (0,086r, 0,63Mmonb)
fofaeanu [0 MepeMillyBaHOro po3yduHy 4-xrnop-5-
mMeTun-1H-nipon-2-kapboHOBOI  KMCIOTU  (MPOMbKHA
crnonyka 8, 0,1r, 0,63mmorne) y OM®PA (2mn) npwu

KiMHaTHIn  TemnepaTypi. OTpyMaHuin  po34uH
nepemiwysann npotarom 15  XxBUNWH, MOTIM
Jopasanu pO34nH rigpoxnopuay 2-(4-

amiHoninepuauH-1-in)-6-xnopizoHikoTMHaMigy
(npomixkHa crnonyka 70, 0,19r, 0,75mmonb) B 3mn
OMO®A. PeakuiHy cymilwl KOHUeHTpyBanu 4epes 2
roovHU 1A 3anuLLOK po3noainsanu Mmix sogoto n EtOAC.
Bognun wap ekctparyBamm EtOAc (x2), o6'egHaHi
opraHiyHi wapwn npommsamm 1 H. HCI, Bogow #
COMAHMM  pO34YMHOM, TMOTIM  BUCYLlyBanu Hag
cynbatoM MarHito 1M KOHUEHTpyBanu Yy BaKyyMi.
3anuwok ouvwanu  WnsxoMm  xpomartorpadii i3
obepHeHoto haszoto (rpagieHT Boaa/aueToHiTpun, 20-
95%), ogepXXytoun BKa3aHWI y 3arofioBKy MPOAYKT Y
BUrnagi 6inoi TBepaoi pe4oBUHM.

MC (ES): 396 (M+1) gna C17H19CI2Ns02

H AMP &: 1,46 (m, 2H); 1,82 (m, 2H); 2,13 (s,
3H); 3,04 (t, 2H); 4,03 (m, 1H); 4,25 (m, 2H); 6,74 (s,
1H); 6,97 (s, 1H); 7,19 (s, 1H); 7,69 (m, 2H); 8,15 (s,

1H); 11,59 (brs, 1H)
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Mpvknag 19: 2-(4-{[(4-6pom-5-etun-1H-nipon-2-
in)kap6owin]amiHo}ninepugnt-1-in)-6-
Xropi3oHIKOTUHaMIA,

HiisonponweTtunamin (0,28mn, 1,64mmons), EDC
(0,088r, 0,46mmorb) i HOAT (0,063r, 0,46mMmonb)
JofaBanu [0 MepeMillyBaHoro posuyuHy 4-6pom-5-
emun-1H-nipon-2-kap6oHoBOi  KMCNOTM  (MpOMbKHA
crnonyka 10, 0,1r, 0,46mmorb) y AMPA (1,5mn) npu
KiMHaTHIn ~ TemnepaTypi. OTpyMaHuin  po34uH
nepemiwysanu npotarom 30 xBWnuH | Jodasanu
po3umH rigpoxnopugy 2-(4-amiHoninepugwH-1-in)-6-
Xropi3oHikoTMHamigy (mpomibkHa cronyka 70, 0,14r,
0,55mmorb) B 3mn OM®A. PeakuiHy cymiw
rnepemilyBanu BCIO HiY, MiCNA LbOro KOHUEHTpyBanu
y Bakyymi M 3anuwioK poanodinsanu Mk BoJow 1
EtOAc. BogHui wap ekctparysanu EtOAc (x2) i
o6'egHaHi opraHiyHi ekctpaktn npomwmeanu 1 H. HCI,
BOAOKD WM CONMSIHUM PO3YMHOM, BWCYLLYBanu Haj
MgSOs4 i KoHUeHTpyBariM Yy BaKyymi. 3anuuiok
ouyuwanu WnaxoM xpomatorpadii i3 obepHeHow
da3olo, oaepXKyuM HeobXigHU NPOAYKT Yy BUrnsAi
6inoi TBepOOT pe4OBUHN.

MC (ES): 456 (M+1) ansa C1gH21BrCINsO-

"H AMP &: 1,09 (t, 3H); 1,47 (m, 2H); 1,82 (m,
2H); 3,04 (t, 2H); 3,30 (q, 2H); 4,03 (m, 1H); 4,25 (m,
2H); 6,79 (s, 1H); 6,97 (s, 1H); 7,19 (s, 1H); 7,69 (s,
1H); 7,76 (d, 1H); 8,15 (s, 1H); 11,64 (bra, 1H)

Mpwvknag 20: 2-xnop-6-(4-{[(3,4-auxnop-5-meTnn-
1H-nipon-2-in)kap6oHin]jamiHo}ninepnanH-1-
in)isoHikoTMHaMmIg

Hiisonponinetunamin ~ (0,063mn,  0,37mmorb),
EDC (0,095r, 0,31mmomb) i HOAT (0,042r,
0,31Mmorb) AodaBany 4O MEPEMILLyBaHOTO PO3UMHY
3,4-gnxnop-5-meTnn-1H-nipon-2-kapboHOBOI KMCHOTH
(npomixxHa crnonyka 3, 0,060r, 0,31mmork) y OM®A

(1,0mn) npu «kimMHaTHIN TemnepaTypi. OTpumaHui
po3unH nepemiwysanm npotarom 30 XBUNMH i
Jopasanu pO34nH rigpoxnopuay 2-(4-

amiHoninepuauH-1-in)-6-xnopizoHikoTMHaMIgy
(npomixkHa cronyka 70, 0,096r, 0,37mMmorb) B 1mn
OM®A. PeakuiiHy cymill nepemiwyBanu BCHO Hid,
nicna uUbOoro KOHUEHTPYBanM y BaKyyMi W 3anuLUOK
posnoginanu Mix Bogow n EtOAc. Bognui wap
ekctparyBanm EtOAc (x2) i of'egHaHi opraHidHi
ekcTpaktm npomuBanu 1H. HCI, Bogot n consHum
po3ymHoM, Bucywysanu Hag MgSOa i KOHUEHTpyBanu
y BaKyyMi. 3anuwok oynwam LUFIAIXOM
xpomatorpadii i3 obepHeHo a3o, OJepPXKYHHU
HeoOxigHW npoaykt 'y Burnsaai 6inoi  TBeppoi
peyoBuHM (40Mr).

MC (ES): 431 (M+1) gna C17H1sCI3NsO2

'H AMP 5: 1,56 (m, 2H); 1,88 (m, 2H); 2,17 (s,
3H); 3,11 (t, 2H); 4,10 (m, 1H); 4,25 (m, 2H); 6,97 (s,
1H); 7,18 (s, 1H); 7,23 (d, 1H); 7,69 (s, 1H); 8,14 (s,

1H); 11,95 (s, 1H)

Mpwvknag 21: 2-xnop-6-(4-{[(4-uiaHo-5-meTnn-1H-
nipon-2-in)kap6oHinjamiHo)ninepuanH-1-
in)isoHikoTMHamig,

Hiizonponinetunamin (0,1mn, 0,56mmors), EDC
(0,09r, 0,46mmomb) i HOAT (0,064r, 0,46mmonb)
fofaeanu [0 MepeMmillyBaHOro posvnHy 4-LjiaHo-5-
mMeTun-1H-nipon-2-kapboHOBOI  KMCIOTU  (MPOMbKHA
cnonyka 13, 0,07r, 0,47mmorb) y AM®A (1,5mn) npu
KiMHaTHIn  TemnepaTypi. OTpyMaHnin  po34uH
nepemiwysanu npotarom 30 xBUnuH | Jodasanu
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po3uuH rigpoxropuay 2-(4-amiHoninepuguH-1-in)-6-
Xropi3oHikoTMHamigy (mpomibkHa crnonyka 70, 0,16r,
0,56mmorb) B 1mn OM®A. PeakuiiHy cymiw
rnepemillyBanu BCIO HiY, MiCNA LbOro KOHUEHTpyBanmu
y Bakyymi M 3anuwioK po3nodinanu Mk BoJow 1
EtOAc. BogHui wap ekctparysanu EtOAc (x2) i
ob6'egHaHi opraHiyHi ekcTpakt npommsanm 1H. HCI,
BOAOKD W COMSHUM PO3YMHOM, BWCYLLYBanu Hag
MgSOs4 i KoHUeHTpyBarM Yy BaKyyMmi. 3anuuiok
ouyuwanu WnaxoM xpomatorpadii i3 obepHeHow
¢azolo, oaepXKyuM HeobXigHU NPOAYKT Yy BUrnsAAi
6inoi TBepaoi peyvoBuHM (13mr).

MC (ES): 387 (M+1) ansa C1gH19CINgO2

'H AMP &: 1,48 (m, 2H); 1,84 (m, 2H); 2,31 (s,
3H); 3,05 (t, 2H); 4,04 (m, 1H); 4,26 (m, 2H); 6,98 (s,
1H); 7,03 (s, 1H); 7,19 (s, 1H); 7,69 (s, 1H); 7,98 (d,
1H); 8,15 (s, 1H); 12,23 (s, 1H)

Mpvknag 22: 2-xrnop-6-(4-{[(4-xnop-5-eTun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-
in)isoHikoTMHamig,

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npvknagi 18, wnaxom crnonydeHHsa rigpoxnopuay 2-
(4-amiHonine puamH-1-in)-6-xnopisoHikoTMHaMIgy
(npomixkHa crnonyka 70) 3 4-xnop-5-etun-1H-nipon-2-
KapbOOHOBO KMCIOTO (NPOMPKHA crionyka 71).

MC (ES): 410 (M+1) gnsa C1gH21CI2NsO2

'H AMP &: 1,10 (t, 3H); 1,45 (m, 2H); 1,83 (m,
2H); 2,54 (q, 2H); 3,04 (t, 2H); 4,03 (m, 1H); 4,27 (m,
2H); 6,73 (d, 1H); 6,97 (s, 1H); 7,19 (s, 1H); 7,69 (s,
1H); 7,76 (d, 1H); 8,15 (s, 1H); 11,57 (8,1H)

Mpvknag 23: 2-xnop-6-(4-{[(3,5-aumeTvn-1H-
Tpon-2-in)kap6oHinjamiHo}ninepuanH-1-
in)isoHikoTMHamIg

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0rnomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 18, BMKOpUCTOBYHOUM rigpoxropug 2-(4-
amiHoninepuaunH-1-in)-6-xnopisoHikoTMHaMigy
(npomixxHa cronyka 70) i 3,5-gumeTwn-1H-nipon-2-
KapOOHOBY KUCNOTY (KOMEpLUiHO AOCTYMHA).

MC (ES): 476 (M+1) onsa C1gH22CINsO2

'H AMP &: 1,46 (m, 2H); 1,87 (m, 2H); 2,13 (s,
3H); 2,19 (s, 3H); 3,09 (t, 2H); 4,03 (m, 1H); 4,23 (m,
2H); 5,63 (s, 1H); 6,97 (s, 1H); 7,00 (d, 1H); 7,19 (s,
1H); 7,69 (s, 1H); 8,15 (s, 1H); 10,69 (s, 1H)

Mpvknag 24: 2-xnop-6-(4-{[(3,4-gnxnop-5-etnrn-
1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)isoHikoTMHamIg

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AoromMoror cnocoby, aHamnoriyHoro Ao OnMcaHoro B
npuknagi 18, wnaxomMm crionyvyeHHs rigpoxrnopuay 2-
(4-amiHoninepugmH-1-in)-6-xnopi3oHikoTMHaMIgy
(npomixxHa cnonyka 70) 3 3,4-guxnop-5-etun-1H-
nipon-2-kapboHOBOK KWUCMOTOK (MPOMBKHA crosyka
73).

MC (ES): 446 (M+1) gnsa C1gH20CI2Ns502

"H AMP &: 1,12 (t, 3H); 1,56 (m, 2H); 1,87 (m,
2H); 2,56 (q, 2H); 3,11 (t, 2H); 4,06 (m, 1H); 4,24 (m,
2H); 6,97 (s, 1H); 7,18 (s, 1H); 7,25 (d, 1H); 7,69 (s,
1H); 8,14 (s, 1H); 11,92 (s, 1H)

Mpwvknag 25: 2-xnop-6-(4-{[(3-en-4,5-gumeTnn-
1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)isoHikoTMHaMmIg

BkasaHy B 3aronioBky CMOMyKy CMHTe3yBanu 3a
AornomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
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npvknagi 18, wnaxom crnonydeHHsa rigpoxnopuay 2-
(4-amiHoninepugmH-1-in)-6-xnopi3oHikoTMHaMIgy
(npomixxHa cnonyka 70) 3 3-emn-4,5-gumeTun-1H-
nipon-2-kap©oHOBOO KUCIOTO (komepuinHo
[OCTyrnHa).

MC (ES): 404 (M+1) gnsa C2oH26CI3NsO2

'H AMP &: 0,97 (t, 3H); 1,43 (m, 2H); 1,82 (s,
3H); 1,90 (m, 2H); 2,08 (s, 3H); 2,65 (q, 2H); 3,07 (t,
2H); 3,99 (m, 1H); 4,22 (m, 2H); 6,96 (s, 1H); 7,06 (d,
1H); 7,
1H)

; 7,18 (s, 1H); 7,68 (s, 1H); 8,14 (s, 1H); 10,48 (s,
Mpvknag 26: 2-xnop-6-(4-{[(3,4-gieTun-5-meTun-
1H-nipon-2-in)kap6oHinjamiHo) ninepuanH-1-
in)isoHikoTUHamig,

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 18, wnaxomM crionyvyeHHs rigpoxrnopuay 2-
(4-amiHonine puamH-1-in)-6-xnopisoHikoTMHaMIgy
(npomixxHa cnonyka 70) 3 34-gieTun-5-meTun-1H-
nipon-2-kap©oHOBOO KUCIOTO (komepuinHo
[OCTyrnHa).

MC (ES): 418 (M+1) ansa C21H2sCINsO2

"H AMP &: 0,94-1,04 (m, 6H); 1,43 (m, 2H); 1,90
(m, 2H); 2,08 (s, 3H); 2,28 (q, 2H); 2,63 (q, 2H); 3,07
(t, 2H); 4,08 (m, 1H); 4,20 (m, 2H); 6,96 (s, 1H); 7,07
(d, 1H); 7,18 (s, 1H); 7,66 (s, 1H); 8,14 (s, 1); 10,51
(s, 1H)

Mpwvknag 27: 2-xnop-6-(4-{[(4-xnop-3,5-ammeTnn-
1H-nipon-2-in)kap6oHin]jamiHo}ninepnanH-1-
in)isoHikoTMHaMIg

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 18, wnaxom crnonydeHHsa rigpoxnopuay 2-
(4-amiHoninepugmH-1-in)-6-xnopi3oHikoTMHaMIgy
(npomixxHa cronyka 70) 3 4-xmop-3,5-aumeTvn-1H-
nipon-2-kapboHOBOK KWUCMOTO (MPOMBKHA Ccrosyka
75).

MC (ES): 408 (M-1) gnst C1gH21CI2NsO2

'H AMP &: 1,47 (m, 2H); 1,87 (m, 2H); 2,13 (s,
3H); 2,16 (s, 3H); 3,10 (t, 2H); 4,00 (m, 1H); 4,21 (m,
2H); 6,96 (s, 1H); 7,18 (s, 1H); 7,20 (d, 1H); 7,68 (s,
1H); 8,14 (s, 1H); 11,17 (s, 1H)

Mpuknag 28: 2-xnop-6-(4-{[(4-uiaHo-3,5-
anmeTnn-1H-nipon-2-in)kap6oHxinjamiHo}ninepuanH-1-
in)isoHikoTMHaMIg

BkasaHy B 3aronioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 18, wnaxomMm crionyvyeHHs rigpoxrnopuay 2-
(4-amiHoninepugwmH-1-in)-6-xnopi3oHikoTMHaMIgy
(npomixkHa crnonyka 70) 3 4-uiaHo-3,5-aumeTvn-1H-
nipon-2-kap©oHOBOO KUCIOTO (komepuinHo
OOCTyrHa).

MC (ES): 399 (M-1) gnsi C19H21CINgO2

'H AMP &: 1,48 (m, 2H); 1,86 (m, 2H); 2,25 (s,
3H); 2,28 (s, 3H); 3,08 (t, 2H); 4,01 (m, 1H); 4,21 (m,
2H); 6,96 (s, 1H); 7,18 (s, 1H); 7,40 (d, 1H); 7,68 (s,
1H); 8,13 (s, 1H); 11,77 (s, 1H)

Mpvknag 29: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo}ninepugunH-1-in)-1,3-
Tiason-5-kapbokcamig

Hiisonponinetunamin (0,19mn, 1,12mmone), EDC
(0,098r, 0,51mmorb) i HOAT (0,070r, 0,51mmonb)
Aofaeanu o nepemiwlyBaHoro posuuHy 3,4-amxrop-
5-meTun-1H-nipon-2-kapboHOBOI KMCMOTW (MPOMiXHa
crnonyka 3, 0,1r, 0,51mmonb) y AM®A (1,5mn) npwu
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KiMHaTHIn  TemnepaTypi. OTpyMaHuin  po34uH
nepemiwysanu npotarom 30 xBUnuH | Jodasanu
rigpoxnopug 2-(4-amiHoninepugwmH-1-in)-1,3-Tiazon-5-
kapbokcamigy (npomikHa cronyka 81; 0,163r,
0,62mmorb). PeakuinHy cymiw nepemiwyBanu npu
KiMHaTHIN TemnepaTypi BCIO Hi4 B aTMocdepi a3oTy.
PeakuiiHy cymill nepemillyBanu BCK Hid, micns
LbOr0 KOHUEHTpYBanmM y Bakyymi W  3anuMLLOK
posnoginanu Mix Bogow n EtOAc. Bognui wap
ekcTparysanu EtOAc n o6'egHaHi opraHiyHi eKCTpakTu
npomuBarm 1H. HCI, Bogot 7 COMsIHAM pPO34YMHOM,
BucywyBanm Hag MgSU4 i koHLEeHTpyBanm y BakyyMi.
3anMwok ouvwanu  WsxoMm  xpomartorpadii i3
obepHeHot dhaszoto (rpagieHT Boaa/aueToHiTpun, 20-
95%), opepXyloun HeobXiOHMA MPOAYKT y BUrMS4
6inoi TBepaoi peyvoBuHM (50Mr).

MC (ES): 402 (M+1) gnsa C15H17CI2Ns02S

'H AMP &: 1,58 (m, 2H); 1,82 (m, 2H); 2,11 (s,
3H); 3,17 (t, 2H); 3,81 (m, 2H); 3,97 (m, 1H); 7,07
(brs, 1H); 7,20 (d, 1H); 7,61 (brs, 1H); 7,71 (s, 1H);
11,90 (s, 1H)

Mpvknag  30:  2-(4-{[(3,4-gnxnop-5-eTun-1H-
nipos-2-in)kap6oHinjamiHo}ninepngunH-1-in)-1,3-
Tiason-5-kapbokcamig

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 29, wnaxoMm crnonyyeHHs 3,4-Auxnop-5-
emun-1H-nipon-2-kap6oHoBOi  KMCMOTM  (MpOMbKHA
cronyka 73) 3 rigpoxnopugom 2-(4-amiHoninepugnH-
1-in)-1,3-Tiazon-5-kapbokcamigy (MPOMPKHa croryka
81).

MC (ES): 416 (M+1) ansa C1sH19CI2N502S

"H AMP &: 1,11 (t, 3H); 1,66 (m, 2H); 1,89 (m,
2H); 2,56 (q, 2H); 3,24 (t, 2H); 3,81 (m, 2H); 4,06 (m,
1H); 7,14 (brs, 1H); 7,31 (d, 1H); 7,71 (brs, 1H); 7,78
(s, 1H); 11,94 (s, 1H)

Mpwvknaa 31: 6-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kap©oHin]amiHo}nine puauH-1-in)-2-xnopnipyMiguH-
4-kapboHoBa kucnoTa

Mpopokewg niTito (2M, 4mn) HarpiBanu go 40°C i
popasanu posduH metun 6-(4-{[(4-6pom-5-meTun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-
xropnipumigunH-4-kapbokeunaty (npuknag 73, 0,180r,
0,394mmonb) B MeOH.  PeakuinHy  cymiw
nepemiwysann npu 40°C npotarom 30 XBWIMH.
MeOH Bugananu n BOOHWIA PO34YMH OXONOLXKYBamm
po 0°C i noro nmigkmcnanu 3a gonomoroto 6M HCI.
Kucrmin po3uuH ekctparyBarm EtOAc, Bucywysanm
Hag MgSO4 i KOHUEHTpyBanu, OdepXYHUn POXeBY
TBepay peyoBuHy (0,15r, 86%). AHaniTM4HWUIA 3pa3ok
ouuwanu 3a gonomorot BTPX i3 o6epHeHoto dhasoto
(aueToniTpun/soaa (0,1% T®K), 20-95%).

MC (ES): 443 (M+1) ansa C16H17BrCINsO3

'H AMP &: 1,45 (m, 2H); 1,88 (m, 2H); 2,12 (s,
3H); 3,17 (m, 2H); 3,81 (m, 2H); 4,06 (m, 1H); 6,79 (s,
1H); 7,37 (s, 1H); 7,76 (d, 1H); 11,67 (s, 1H)

Mpwvknag 32: 2-xnop-6-(4-{[(3,4-anxnop-5-meTtnrn-
1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)nipumiguH-4-kapboHoBa K1croTa

BkasaHy B 3arofioBKy CroflyKy CuHTe3yBamm 3
metun 2-xnop-6-(4-{[(3,4-anxnop-5-metun-1H-nipon-
2-in)kap6oHinjamiHo}nine puamH-1-in)nipymignH-4-
kapbokcunaty (mpuknag 6) 3a JOMOMOrow crnocooy,
aHanoriyHoro 4o onucaHoro B npuknagi 31.

MC (ES): 432 (M+1) gnsa C16H16CI3NsO3
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"H AMP &: 1,57 (m, 2H); 1,91 (m, 2H); 2,17 (s,
3H); 3,21 (m, 2H); 4,11 (m, 1H); 4,36 (m, 2H); 7,22 (d,
1H); 7,33 (s, 1H); 11,96 (s, 1H)

Mpwvknaa 33: 6-(4-{[(4-6pom-5-meTun-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-2-xnop-N-
MeToKcUnipyMianH-4-kapbokcamig

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuvknagi 8, wnaxom crnonyyeHHs 6-(4-{[(4-6pom-5-
meTun-1H-nipon-2-in)kap6oHin)amiHo}ninepnauH-1-
in)-2-xnopnipumignH-4-kapboHOBOT KMCMOTU (MpUKNaa
31) 3 rigpoxnopuaoM MeTOoKCUnamiHy (KoMepLinHO
OOCTYIMHUIA).

MC (ES): 473 (M+1) ansa C47H20BrCINsO3

'H AMP &: 1,43 (m, 2H); 1,85 (m, 2H); 2,10 (s,
3H); 3,24 (m, 2H); 3,16 (t, 3H); 4,06 (m, 1H); 4,71 (m,
2H); 6,79 (s, 1H); 7,26 (s, 1H); 7,74 (d, 1H); 11,65 (s,
1H); 11,94 (s, 1H)

Mpwvknaa 34: 6-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-N-meTokcu-2-
(meTunTio)nipuMiauH-4-kapbokcamia

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0rnomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuvknagi 8, wnaxom crnonyyeHHs 6-(4-{[(4-6pom-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnauH-1-
in)-2-(meTunTio)nipMmiguH-4-kap6oHOBOI KUCIOTH
(npuknag  35) 3 rigpoxnopuaoM  MeTOoKCUIaMiHy
(komMepUiiHO LOCTYNHUIA).

MC (ES): 484 (M+1) ansa C1gH23BrNsO3S

'H AMP &: 1,38 (m, 2H); 1,84 (m, 2H); 2,11 (s,
3H); 2,50 (s, 3H); 3,10 (t, 2H); 3,67 (s, 3H); 4,03 (m,
1H); 4,37 (m, 2H); 6,78 (s, 1H); 6,95 (s, 1H); 7,74 (d,
1H); 11,66 (s, 1H); 11,75 (s, 1H)

Mpwvknaa 35: 6-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-2-
(meTunTio)nipyMiauH-4-kapboHOBa K1croTa

BkasaHy B 3aroroBKy CroSyKy CuHTE3yBarm 3
MeTun 6-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kap©oHin]amiHo}nine puanH-1-in)-2-xnopnipyMiguH-
4-kapbokcunaty (npuknag 73) 3a gornomoroto
cnoco®y, aHanori4yHoro 4o onMcaHoro B nNpuknagi 7.

MC (ES): 455 (M+1) ansa C17H20BrNsO3S

'H AMP &: 1,44 (m, 2H); 1,86 (m, 2H); 2,12 (s,
3H); 2,46 (s, 3H); 3,12 (t, 2H); 4,06 (m, 1H); 4,36 (m,
2H); 6,79 (s, 1H); 7,06 (s, 1H); 7,75 (d, 1H); 11,67 (s,
1H); 11,66 (s, 1H)

Mpwvknaa 36: 6-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kap©oHin]amiHo}nine puanH-1-in)-2-xnopnipyMiguH-
4-kapbokcamig

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0rnomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuvknagi 8, wnaxom crnonyyeHHs 6-(4-{[(4-6pom-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnauH-1-
in)-2-xnopnipumignH-4-kapboHOBOI KMCMOTU (MpUKNaa
31) 3 2M amiakom B MeOH.

MC (ES): 443 (M+1) gnsa C1sH1gBrCINsO2

"H AMP &: 1,45 (m, 2H); 1,90 (m, 2H); 2,12 (s,
3H); 3,18 (t, 2H); 4,06 (m, 1H); 4,39 (m, 2H); 6,79 (s,
1H); 7,30 (s, 1H); 7,79 (d, 1H); 7,83 (s, 1H); 7,95 (s,
1H); 11,68 (s, 1H)

Mpwvknag 37; 2-xnop-6-(4-{[(3,4-auxnop-5-meTtnn-
1H-nipon-2-in)kap6oHin]jamiHo}ninepnanH-1-
in)nipumiguH-4-kapbokcamig

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
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npuknagi 8, Wnaxom cronyyeHHs 2-xnop-6-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap©oHin]amiHo}ninepuauH-1-in)nipumignH-4-
kapboHoBoi kucrotu (npuknag 32) 3 2M amiakom B
MeOH.

MC (ES): 431 (M+1) gnsa C16H17CisNgO2

'H AMP &: 1,56 (m, 2H); 1,90 (m, 2H); 2,16 (s,
3H); 3,30 (t, 2H); 4,12 (m, 1H); 4,36 (m, 2H); 7,23 (d,
1H); 7,30 (s, 1H); 7,82 (s, 1H); 7,94 (s, 1H); 11,97 (s,
1H)

Mpwvknaa 38: 6-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-2-
(meTunTio)nipuMiauH-4-kapbokcamia

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0rMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 8, wnaxom crnonyyeHHs 6-(4-{[(4-6pom-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnauH-1-
in)-2-(metunTio) nNipyUMiauH-4-kapboOHOBOT  KMUCIOTU
(npuknag 35) 3 2M amiakom B MeOH (komepuinHo
OOCTYIMHUIA).

MC (ES): 454 (M+1) ansa C17H21BrNsO2S

'H AMP &: 1,43 (m, 2H); 1,88 (m, 2H); 2,12 (s,
3H); 2,46 (s, 3H); 3,11 (t, 2H); 4,04 (m, 1H); 4,45 (brs,
2H); 6,78 (s, 1H); 7,04 (s, 1H); 7,74 (s, 2H); 7,93 (s,
1H); 11,67 (s, 1H).

Mpvknag 39: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHin]amiHo}ninepuamH-1-in)-N,2-
AVMeToKcunipumianH-4-kapbokcamig,

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0rMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 8, BUKOPUCTOBYIOUM SIK BUXiAHY peYOBUHY 6-
(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-2-
MeTOKCUMipUMianH-4-kapOoHOBY  KUCIOTy  (npuvknag
311) i rigpoxropuna MeToKCUnamiHy.

MC (ES): 457 (M+1) gnsa C1gH22CI2NgO4

'H AMP &: 1,52 (m, 2H); 1,88 (m, 2H); 2,16 (s,
3H); 3,17 (t, 2H); 3,67 (s, 3H); 3,87 (s, 3H); 4,09 (m,
1H); 4,32 (m, 2H); 6,96 (s, 1H); 7,22 (d, 1H); 11,81 (s,
1H); 11,96 (s, 1H)

Mpvknag 40: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-eTokcu-
N-meTokcunipuMmiamH-4-kapbokcamin

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AornomMoror cnocoby, aHamnoriyHoro A0 OnMcaHoro B
npuknagi 8, BUKOPUCTOBYIOUM K BUXIAHY PEYOBUHY G-
(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap©oHin)amiHo}ninepuanH-1-in)-2-
E€TOKCUMipUMIauH-4-kapboHOBY  KUCIIOTY
312) i rigpoxropua MeToKCHUnamiHy.

MC (ES): 471 (M+1) gnsa C19H24C12NgO4

"H AMP &: 1,28 (t, 3H); 1,52 (m, 2H); 1,88 (m,
2H); 2,16 (s, 3H); 3,16 (t, 2H); 3,66 (s, 3H); 4,09 (m,
1H); 4,32 (m, 2H); 4,32 (q, 2H); 6,95 (s, 1H); 7,22 (d,
1H); 11,80 (s, 1H); 11,96 (s, 1H)

Mpuknag, 41: 3,4-gnxnop-N-[1-(4-xnop-6-
meTokcu-1,3,5-TpuasmnH-2-in)ninepugnH-4-in-5-
meTun-1H-nipon-2-kap6okcamia

PosuvH  2,4-guxnop-6-meTtokcu-1,3,5-TprasuHy
(komepuiviHo goctynHui) (0,05r, 0,32mmornb) y AM®A
(0,5vmn) pogaBanu Ao po3uwHy rigpoxmnopugy 3,4-
anxnop-5-metun-N-ninepuanH-4-in-1H-nipon-2-
kapbokcamigy  (mpomikHa  cmomyka 1, 0,1,
0,32vmorb) i TEA (0,06r, 0,64mmors) y OMOA
(1,5mn). OTpumaHy cymil nepeMilysanu npoTsrom 1

(npuknag
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roAvHW NpY KiIMHATHIA TeMnepatypi, NoTiM po3Boavnu
BoJot 1 ekctparyBanm EtOAc. Mpwu BogHin obpobui
Jesika JyacTvHa NpoayKTy ocampkyBarnacs i il 3bupanm
wnsixoMm pinbTpauii 3 BincMokTyBaHHAM. OpraHivyHuii
eKCTpaKT BuUCYLWlyBanu Hag Ccynbdatom MarHito,

QinbTpyBanu W KOHUEHTpyBamM,  OAepXylouun
HeoOXioHWA  MPOAYKT i3  HEBENMKOK  KiNbKIiCTHO
[OMILLIOK.

MC (ESP): 419 (M+1) gns C1s5H17CI3NsO2

'H AMP &: 1,54 (m, 2H); 1,90 (m, 2H); 2,16 (s,
3H); 3,10 (t, 2H); 3,88 (t, 3H); 4,08 (m, 1H); 4,45 (t,
2H); 7,25 (d, 1H); 12,01 (s, 1H).

Mpwvknag 42; 2-(4-{[(4-6pom-5-meTun-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-6-
Xropi3oHIKOTUHaMIA,

PosunH 4H. HCl/giokcany (10mn) gopgasanu go
TpeT-6ymn  1-[4-(amiHokap6oHin)-6-xnopnipnanH-2-
inlninepuanH-4-inkapbamaty  (NpomikHa  cronyka
16,100mr, 0,282MMmork). Cymiw nepemillyBanu npu
KiMHaTHIin  TemnepaTtypi npotarom 90  XBWIKH.
PosunMHHUK Bugansanu y Bakyymi 1 gogasanu
6e3BogHui gdieTnrnoBun edip (25mn). PO34MHHMK
BMOANAM y BaKyymi i ogepaHy SICHO-KOPUYHEBY
TBEpAY PEYOBMHY BUCYLUYBanu y BaKyyMi NpOTArom

Jekinbkox roamH. PXMC BkasyBana Ha 4ucTuii
npoaykT XITOPUCTOBOAHEBY Cinb 2-(4-
amiHoninepuamH-1-in)-6-xnopizoHikoTMHaMigy (MC

M+H:255). TMenTtadTopdeHin 4-6pom-5-meTun-1H-
nipos-2-kapbokcunat (npomikHa cronyka 17) (104wmr,
0,282mmorb), i N,N-giisonponineTunamin  (98mkn,
0,564mmonb) gopaBanu OO XMOPUCTOBOAHEBOI COMi
2-(4-amiHonine puamH-1-in)-6-xnopisoHikoTMHaMIgy
(82mr, 0,282mmorb) y 6e3sogHomy [OMA  (4mn).
Cymiw nepemiwyBany npu KiMmHaTHIn Temnepatypi 18
roavH, @inbTpyBanM 1 ouduWanM LWNSXoM Hanis-
npenapatmBHoi BTPX 3a ponomoroto CH3CN/H2O
(0,1% T®K), opepxyiodyM BkasaHy B 3arofioBKy
crnonyky (28wmr).

MC (ES. M+H): 442 ansa C47H19CINsO2

"H AMP &: 1,25 (m, 2H); 1,62 (m, 2H); 1,93 (s,
3H); 2,83 (m, 2H); 3,88 (m, 1H); 4,29 (m, 2H); 6,64 (d,
1H); 6,8 (s, 1H); 6,99 (s, 1H); 7,47 (s, 1H); 7,78 (s,
1H); 7,96 (s, 1H); 11,54 (s, 1H).

Mpwvknag 43; MeTtun 2-(4-{[(4-6pom-5-meTun-1H-
nipon-2-in)kap6oHinjamiHo}ninepugnH-1-in)-6-
XrOpi3OHIKOTUHAT

MeHtadTOpdeHin  4-6pom-5-metnn-1H-nipon-2-
kapbokcunat  (mpombkHa crmonyka 17,  1,81r,
4,90mmorb) | TEA (682mkn, 4,9vMmonb) goaasanm 4o
XMOPUCTOBOAHEBOI CONi MeTun 2-(4-amiHoninepuanH-
1-in)-6-xnopisoHikoTnHaTy (MpomikHa cronyka 93;
1,5r, 4,90mmonb) y 6e3sogHomy OMA (10mn). Cymiw
nepemillysanu npu KimHaTHin Temnepatypi 18 roauvH,
noTim po3snoginsnu mik EtOAc i Bogot. OpraHivyHum
Wwap npomwuBanu Bogoto, Bucywysanm Hag NaxSOy i
KOHUEHTpyBanu Yy Bakyymi. TBepgy pPe4YOBUHY
ouvwianu 3a [OrMoMorow  drieww-xpomarorpadii,
emotoun  cymiwwto  EtOAc/H-rekcann  (7:3), i
ofepXyBarm BKka3aHy B 3arofiloBKy CMOfyKy y BUrnsgi
KopuyHeBoi TBepAoi peyoBuHu (1,7r). MC (ES. M+IO:
456 pns CIN-BrOLWLS3

H AMP &: 1,39 (m, 2H); 1,82 (m, 2H); 2,11 (s,
3H); 3,00 (m, 2H); 3,86 (s, 3H); 3,99 (m, 1H); 4,23 (d,
2H); 6,80 (d, 1H); 6,96 (s, 1H); 7,21 (s, 1H); 7,73 (d,
1H); 11,26 (s, 1H)
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Mpwvknag 44: 2-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}ninepuaunH-1-in)-6-
XIOPi3OHIKOTMHOBA KMUCMoTa

MeTun 2-(4-{[(4-6pom-5-meTun-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-6-
XMOpi3oHikoTMHAT (Mpuknag  43,1,7r, 3,72MMorb)
posumHanu B TI® (10mn). Jogasanu 2 H. rigpokcug
niTito (10Mn) i peakuinHy cymilw nepemiwysanu npu
KiIMHaTHIn Temnepatypi mpoTtarom 3 roguH. Cymilw
nigkvcnsanu 3a gonomoroto 1H. HCI # ekcTtparyBanu
EtOAc (3x50mn), Bucywysarmm Hag NaxSO4 i
KOHLIEHTPYBanu y BakyyMi.

MC (ES, M+H): 442 aonsi C17H18BrN4O3

"H AMP &: 1.29 (m, 2H); 1,72 (m, 2H); 2,04 (s,
3H); 2,91 (m, 2H); 3,89 (m, 1H); 4,13 (d, 2H); 6,70 (d,
1H); 6,84 (s, 1H); 7,10 (s, 1H); 7,65 (d, 1H); 11,26 (s,
1H)

Mpwvknag 45: 2-(4-{[(4-6pom-5-meTun-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuaunH-1-in)-6-xnop-N-
METOKCIi30HIKOTUHamIg,

2-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-6-
XIOPI30OHIKOTUHOBY KucroTy (mpuknag 44, 150wmr,
0,34mmorb); HATU, (129wmr, 0,34mmorkb); HOAT
(46,25 wr; 0,34mmonb); N,N-giisonponineTunamin
(116mkn, 0,68mmonb) nepemiwysanm B 6e3B0AHOMY
OM®A  (3mn) npotarom 30 xBunmH. [dopasanu
rigpoxnopug MeTokcunamiHy (28,4wmr, 0,340mmorb),
N,N-giisonponinetunamin ~ (58mkn,  0,340Mmorb).
Cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTtypi
npotarom 18  roauMH i HEOYUWEHY  CymiLl
dinbTpyBanu, noTiM oumLianm LUMSAXOM
HaniBnpenapaTtuesHoi BTPX i3 obepHeHol dasoto,
eraotoun CH3CN/H20 (0,1% TPK). (23mr).

MC (ES. M+H): 472 ansa C1gH21BrCINsO3

'H AMP &: 1,36 (m, 2H); 1,78 (m, 2H); 2,08 (s,
3H); 2,96 (m, 2H); 3,66 (s, 3H); 3,96 (m, 1H); 4,17 (d,
2H); 6,76 (d, 1H); 6,82 (s, 1H); 7,02 (s, 1H); 7,71 (d,
1H); 11,63 (s, 1H); 11,92 (s, 1H)

Mpwvknag 46: 3,4-guxnop-N-(1-(6-xnop-4-[(1E)-N-
rigpokcieTaHimigoun]nipngnH-2-in}nine pugnH-4-in)-5-
meTun-1H-nipon-2-kapbokcamia

N-[1-(4-ageTBN-6-Xn0pnipuanH-2-in)TNepugnH-4-
in)-3,4-gnxnop-5-meTtun-1H-nipon-2-kap6okcamig
(npuknag 115) (49mr, 0,114MMOMb) pO3YMHAIM B

EtOH (2mn). [JopmaBanu  nipugwH (74mxn,
0,913mmonb), notim  gogasanv rigpoxnopug
rigpokcunaminy  (63,4mr,  0,913mmons).  Cymiw

nepemillyBanu npu KiMHaTHIN TemnepaTypi BCKO Hid.
MpoaykT ounwanu WIgxoM HaniBnpenapaTuBHOT
BTPX i3 obepHeHot dasoto, emotoun CH3CN/H0
(0,1% T®K). (28wmr).

MC (ES, M+H): 446 ans C1gH20CI3N5O2

'H AMP &: 146 (m, 2H); 1,83 (s, 3H); 2,10 (s,
3H); 2,15 (s, 3H); 3,02 (m, 2H); 3,99 (m, 1H); 4,17 (d,
2H); 6,83 (s, 1H); 6,91 (s, 1H); 7,20 (s, 1H); 11,65 (B,
1H); 11,93 (s, 1H)

Mpuknag 47: N-(1-{4-
[AmiHo(rigpokciimiHo )MeTun]-6-xnop-2-nipuaunHin}-4-
ninepuaunHin)-3,4-guxnop-5-metun-1H-nipon-2-
Kapbokcamia

3,4-gnxnop-N-[1-(6-xnop-4-LiaHonipuanH-2-
in)ninepunauH-4-in]-5-meTun-1H-nipon-2-kapbokcamig
(npuknag 95; 150mr, 0,362MMOMb) poO3YMHANM B
MeOH (5mn) i gogasamm TEA (100mkn, 0,724Mmorb).
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Hopasanm rigpoxnopug rigpokcunaminy  (25,2wr,
0,362mmonb) i cymill HarpiBanm B KONBi 3i 3BOPOTHUM
XonogunbHvkom npotarom 1 roguHn. Po3umHHMK
BUAANANM y BakyyMi 1 oTpUMaHUin ocag po3duHANv B
OMCO # ouvwany LwWnaxoM HamiBripenapaTuBHOI
BTPX i3 obepHeHot dasoto, enotodn CH3CN/H20
(0,1% T®K). (80wmr).

MC (ES, M+H): 447 pns C47H19CI3NeO2

'H AMP &: 1.35 (m, 2H); 1,73 (m, 2H); 2,06 (s,
3H); 2,94 (m, 2H); 3.,89 (m, 1H); 4,07 (d, 2H); 6,04
(brm, 2H); 6,78 (s, 1H); 6,95 (s, 1H); 7,13 (d, 1H);
9,98 (s, 1H); 11,85 (s, 1H)

Mpuknag, 48: 1-[6-xnop-4-(1H-TeTpason-5-
in)nipnguvH-2-injninepuguni-4-in - 3,4-guxnop-5-meTun-
1H-nipon-2-kap6okcunat

1-(6-xnop-4-uiaHoTpUAMH-2-in)ninepuanH-4-in
3,4-gnxnop-5-meTnn-1H-nipon-2-kapbokcunat
(npuknag 308, 64wmr, 0,154MMonb), aswug Hatpito
(12mr, 0,185mmomb) i xnopua amoHito  (8,3wmr,
0,154mmonb) po3unHsnu B 6e3sogHomy OM®PA (2mn)
i cymiw HarpiBarm npyu 120°C npoTarom 8 roauH.
Cymiw  cpinbTpyBanM #  ouManM  LWISAXOM
HaniBnpenapaTtuesHoi BTPX i3 obepHeHol dasoto,
enotoun CH3CN/H20 (0,1% TOK)(48mr).

MC (ES, M+H): 456 ans C17H16CIsN7O2

"H AMP &: 1,67 (m, 2H); 1,91 (m, 2H); 2,16 (s,
3H); 3,66 (m, 2H); 3,79 (m, 2H); 5,19 (m, 1H); 7,17 (s,
1H); 7,39 (s, 1H); 12,24 (s, 1H)

Mpuknag  49: 3,4-ausuiop-5-metnn-N-[1-(1-
mMeTuUn-5-HiTpo-1H-imigason-2-in)ninepuanH-4-in]-1H-
nipon-2-kapbokcamig,

TEA (0,26mn, 1,86MMonb) gogaBanM A0 CyMili
2-6pom-1-meTun-5-Hitpo-1H-imigasony ([G.B. Barlin,
J. Chem. Soc. B, 1967, 641]; 126mr, 0,61MMoMb) i
rigpoxnopugy  3,4-guxnop-5-metun-N-ninepuonH-4-
in-1H-nipon-2-kapbokcamigy (mpomixHa crnonyka 1),
191mr, 0,61Mmorb) B 1-MeTUn-2-niponiguHoHiI
(1,5mn). BukopuctoBytoun MiKPOXBWI1bOBUN
cuHTe3atop CwmiTa, cymiw niggasanu Aii MiKpoxsuiib
B ogHoMmy pexumi npu 150°C mpoTtsirom 30 XBUIMH.
Dopasarmm EtOAc i po3unH npommBanm Bogoto (2X).
OpraHiyHy a3y BigoOKpemsoBanu, BUCYLLyBanM Haj
MgSOQOs, i KoOHUeHTpyBamM y Bakyymi. HeouuweHy
pEeYoBMHY ouMWanu WnaxoMm  xpomatorpadii  Ha
cunikareni 3 BukopucTaHHaMm 50% EeOAc/rekcaHis,
ofepxytoun 158Mr BkazaHOro B 3arofioBKy NpoayKTy.

MC (ESP): 401 (MH") anst C15H1sCl2NgO3

'H AMP 3: 1,73-1,86 (m, 2H); 1,97-2,01 (m, 2H);
2,25 (s, 3H); 3,18 (t, 2H); 3,56-3,64 (m, 2H); 3,71 (s,
3H); 4,08 (m, 1H); 7,34 (d, 1H); 8,02 (s, 1H); 12,19 (s,
1H).

Mpwvknag 50: 3,4-gnxnop-5-metun-N-[1-(1-meTun-
4-HiTpo-1H-imigaszon-2-in)ninepuanH-4-in}-1H-nipon-
2-kapbokcamig,

3acTocoByioun MeTOAMKY, aHamnoriyHy
3actocoByBaHoi B npuvknagi 52, ogepxysarm 30mr
BKa3aHOro B 3arofloBKy NPOAYKTY, BUKOPUCTOBYHOUM
SIK BUXiOHY peYoBUHY 2-6pom-1-meTun-4-HiTpo-1H-
iminason [G.B. Barlin, J. Chem. Soc. B, 1967, 641].

MC (ESP): 401 (MH+) ans C4sH1sClaNsO3

'H AMP 3: 1,76-1,86 (m, 2H); 1,98-2,01 (m, 2H);
2,26 (s, 3H); 3,02 (t, 2H); 3,42-3,52 (m nepekpuBaHHs
Bogoto, 2H); 3,65 (s, 3H); 4,03 (m, 1H); 7,35 (d, 1H);
8,28 (s, 1H); 12,06 (s, 1H).
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Mpvknag 51: 1-tpet-6ytmn 2-memn (2S)-4-(4-
{[(3,4-puxnop-5-meun-1H-nipon-2-
in)kap©oHin]amiHo}ninepuanH-1-in)niponiaMH-1,2-
Avikapbokcunat

Metunosuin  ecdip N-BOC-tpaHc-4-rigpokcu-L-
nponiHy (0,20r, 0,81r) i 3,4-guxnop-5-metun-N-
ninepuaunH-4-in-1H-nipon-2-kap6okcamia (BinbHa
OCHOBa npoMikHoi crnonykm 1), 0,16r, 0,81r)
nepemiwysanu B 1,2-guxnopeTaHi (3,5mn). Joaasanu
TpuaueTokcuboporigpug Hatpito (0,24r, 1,1r), noTim
popasanu outoBy kucroty (0,05mn).  Peakuiviny
CyMill nMepemiwyBann B atMocdepi asoTy npwu
KiMHaTHIW TemnepaTypi BCIO Hid, MOTIM pO3BOAMNU

npoctuMm edipom i mpomuBarm 1H. rigpokcmMaom
HaTpito. OpraHiyHy a3y npoMMBamM COJNSTHUM
PO34UHOM, BUCYLLYBanm Hag MgSOQOa4 i

KOHLIEHTPYBanu, OOEpPXYI4M >KOBTOrapsde Macso.
Macno xpomatorpacdyBarmm 3a gornomorot EtOAc,
OZEPXKYIOYM HEOoOXiAHWA MPOAYKT y BUMNAAi SICHO-
XKOBTOI TBEpAOi peYOBUHN.

MC (ESP): 503 (MH+) ans CaH32Cl2N4Os

'H-AMP (CPDCl3) &: 1,39 i 145 (2s, 9H,
poTtamepu); 1,71-1,92 (m, 1H); 1,92-2,10 (m, 2H);
2,10-2,34 (m, 5H); 2,41-2,61 (m, 1H); 2,67-2,94 (m,
3H); 3,21 (t, 1H); 3,71 (s, 3H); 3,814,01 (m, 2H);
4,194,31 (m, 1H); 6,58 (d, 1H); 9,59 (brs, 1H).

Mpwvknag 52: MeTtun 4-(4-{[(3,4-anxnop-5-meTnn-
1H-nipon-2-in)kap6oHinjamiHo) ninepuaunH-1-in)-L-
nponiHat

1-TpeT-6yTun 2-metnn (2S)-4-(4-{[(3,4-anxnop-5-
mMeTun-1H-nipon-2-in)kapboHin]  amiHo}ninepuanH-1-
in)niponigunH-1,2-gukapbokeunat (npuknag 51, 0,16r,
0,32r) nepemiwyBanu B 4H. XIOPUCTOMY BOAHI B
piokcaHi  (4,0mn) npu  KiMHaTHIN  TemnepaTypi
npoTArom ABagusTM XBuimMH. XXoBTorapsiyy Cymil
KOHUEHTpyBanu, noTiM pPO3YMHANM B HEeBenuKin
kinbkocTi MeOH/OXM, possogurm XM, i npomusanu
GikapboHaToM HaTpito. OpraHiYHWI Wwap BUCYLLYyBanu
Hag MgSOs4, inbTpyBanM 1 KOHUEHTpyBanu,
O[epPXYHun XoBTOraps4y teepay pedosuny (0,130r).

MC (ESP): 403 (MH+) ans Cq7H24Cl2N4O3

'H-AMP (CDCl3) &: 1,51-1,70 (m, 2H); 1,70-1,82
(m, 1H); 1,89-2,04 (m, 2H); 2,18-2,34 (m, 5H); 2,36-
2,48 (m, 1H); 2,77-3,01 (m, 4H); 3,07-3,20 (m, 1H);
3,72 (s, 3H); 3,77-3,95 (m, 2H).

Mpvknag 53: 4-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-L-nponiH

2H. PosuuH rigpokcumay niTito Harpisanu go 70°C.
Ho posuuHy pgopasanu metun 4-(4-{[(3,4-guxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-L-nponiHat (mpuknag 52, 0,081r, 0,20r) B
aueToHiTpuni (1,1mn) i Bogy (0,4mn) i nepemiwysanu
npu 70°C npoTAroM AecATM XBWUMMH, MOTIM Mpwu
TemnepaTypi HaBKONULWHLOIO CepedoBHLLa NPOTAroM
aBaguaTtv xsunmH. logasann 1H. XnopucTuin BogeHb
i gpyropsigHy AOMILKY ekcTparyBanu 3a [OMoMOroro
EtOAc. BogHui wap niodinisyBanu, opepxyloum
XKOBTOrapsyy TBepAdy PevOBMHY, siKy ouuvlanv 3a
ponomoroto BTPX, entotoun CH3CN/H20 (0,1% TOK).
PeneBaHTHi dpakuii 306upanu, KOHUEHTpyBanu W
nioginiayBanu, ogepXyun HeoOXigHWA MPOAYKT Y
BUrNSAAi  CBITNO-XOBTOrapsiyol TBepAoi  pPeyvoBUHU
(0,039r).

MC (ESP): 389 (MH+) ans C1eH22CloN4O3
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'H-AMP (D20) &: 1,80-2,02 (m, 2H); 2,11-2,33
(m, 6H); 2,85-3,04 (m, 1H); 3,15-3,41 (m, 2H); 3,48-
3,73 (m, 3H); 3,92 (t, 1H); 4,04-4,20 (m, 2H); 4,27 (t,
1H).

Mpvknag 54: 4-6pom-5-meTun-N-[1-(3-HiTpo-2-
nipuauHin)-4-ninepuaunHin}-1H-nipon-2-kap6okcamig,

XropuctoBogHeBy  Cirb  1-(3-HiTponipmamH-2-
in)ninepnauH-4-amiHy (npomikHa crnonyka 39) (41wr,
1,35Mmorb) | TEA (37Mmkn, 1,35Mmonb) gogaBanm 4o

neHTadpTopdeHin 4-6pom-5-meTun-1H-nipon-2-
kapbokcunaty (mpomibkHa crnonyka 17): (50w,
1,35Mmorb) y 6GessogHomy [OMA (1mn). Cymiw

nepemillyBanu nNpu KiMHaTHi TemnepaTypi BCHO Hid.

HeouuweHy cymiw dinbTpyBanM 1 ouuvLlan
LUMAXOM HanisnpenapaTnBHOT BTPX i3
BUKOPUCTaHHAM CH3CN/H0O (0,1% TOK),
OLEPXYHUN BKasaHy B 3arofiloBKy CrMONyKy y BUrnsgi
YKOBTOI TBEPAOI peyoBUHU (26Mr).

MC (ES) MH*: 410 ansa CqeH1sBrNsO3

'H AMP &: 1,25 (m, 2H); 1,53 (m, 2H); 1,79 (s,
3H); 2,82 (m, 2H); 3,43 (m, 2H); 3,74 (m, 1H); 6,4 (d,
1H); 6,83 (m, 1H); 7,58 (d, 1H); 7,96 (d, 1H); 8,16 (d,
1H); 11,39 (s, 1H).

Mpuknagm 55-69

HacTynHi cronyku cuHTe3yBanu 3a AOMOMOrolo
cnocofy, aHarnoriYyHoro 4o onMcaHoro B npuknagi 54,

BMKOPWCTOBYIOYM AK BUXIOHY peyoBuHY
neHTadpTopdeHin 4-6pom-5-meTvn-1H-nipon-2-
kapbokcunat (mpomikHa crnonyka 17) i BuxigHi

pEeYvoBUHY, HaBedeHi B TabmuLi HKYe.

Mpuknagm 55-69:

Mpvknag 55: Ewn 2-(4-{[(4-6pom-5-meTun-1H-
nipos-2-in)kap6oHinjamiHo )-1-ninepuaunHin)-3-uiaHo-
6-MeTUni3oHikoTUHAT

Mpvknag 56: 4-6pom-N-[1-(3-LiaHO-2-NipnanHIn)-
4-ninepuguHin]-5-metun-1H-nipon-2-kap6okcamig

Mpvknag 57: 4-6pom-5-meTun-N-[1-(2-xiHoniHin)-
4-ninepupuHin]-1H-nipon-2-kap6okcamia

Mpvknag 58: 4-6pom-N-[1-(6-meToKCK-3-HITpO-2-
nipuauHin)-4-ninepuauHini-5-metnn-1H-nipon-2-
Kapbokcamia

Mpvknag 59: 4-6pom-N-[1-(6-xrnop-4-uiaHo-2-
nipuauHin)-4-tTnepuguHin]-5-metun-1H-nipon-2-
Kapbokcamia

Mpuknag, 60: 4-6pom-5-metnn-N-{1-[6-
(TP TOpMETUN)-2-NipUaKnHIN]-4-ninepuanHin)-1H-
nipon-2-kapbokcamig,

Mpwvknag 61: 2-(4-{[(4-6pom-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}-1-ninepuanHin)-6-
(TPUdTOPMETUN)HIKOTUHAMIL,

Mpuknag 62: 4-6pom-N-{1-[3-LiaH0-6-
(TpnbTOpMETUN)-2-NipUAWHIN]-4-nine puanHin}-5-
meTun-1H-nipon-2-kapbokcamia

Mpvknag 63: 4-6pom-N-[1-(3-xrop-2-nipnaunHin)-
4-ninepuguHin]-5-metun-1H-nipon-2-kap6okcamig

Mpvknag 64: 4-6pom-N-[1-(4-LiaHO-2-NipnaWHIN)-
4-ninepuguHin]-5-metun-1H-nipon-2-kapbokcamig

Mpuknag, 65: 4-6pom-5-metnn-N-{1-[5-
(TPUdTOpMETUN)NipUanH-2-in]ninepuanH-4-in}-1H-
nipon-2-kapbokcamig,

Mpwvknag 66: 6-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kapOoHin)amiHo}-1-nine puavHin)HiKoTMHaMIg

Mpuknag 67: 4-6pom-N-[1-(6-6GpomnipuanH-2-
in)ninepunauH-4-in]-5-meTnn-1H-nipon-2-kapbokcamig
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Mpvknag 68: 4-6pom-N-[1-(6-xrop-2-nipnaunHin)-
4-ninepwauHin]-5-metun-1H-nipon-2-kapbokcamig

Mpwvknag 69: 6-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}-1-ninepuanHin)-2-xnopHIiKOTMHOBA
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Mpuvknagmn 70-73

HacTynHi cnonyku cuHTesysBanu 3a [OMOMOrol
cnocoby, aHarnoriYyHoro 4o onMcaHoro B npuknagi 54,
BMKOPWCTOBYOUM MeHTadpTopdeHin 4-6pom-5-meTur-
1H-nipon-2-kapbokcunat (npomikHa cromnyka 17) i
BUXiHi pe4YOBUHU, HAaBeLEeHi B Tab L HKYe.

Mpuknag, 70: 4-6pom-5-metnn-N-[1-(2-
nipyuMiguHin)-4-ninepuauninl-1H-nipon-2-kapbokcamig,

Mpvknag 71: MeTtun 2-(4-{[(4-6pom-5-meTun-1H-
nipos-2-in)kap6oHinjamiHo}-1-ninepuaunHin)-6-metmn-
4-nipymignHkapbokeunat

Mpwknag 72: 4-6pom-5-metn-N-[1-(7H-nypnH-6-
in)ninepunauH-4-in]-1H-nipon-2-kap6okcamig

Mpvknag 73: MeTtun 6-(4-{[(4-6pom-5-meTun-1H-
nipos-2-in)kap6oHinjamiHo}-1-ninepuaunHin)-2-xnop-4-

nipumiguHkap6okcunat
lpmang "I AT B m [
™ LA dm, EH CA2 (m, 2L 15 s [ 384 | L-Tlipusizoo-2-iminepszmm-
IH} 2,95 (m, 24} 3,84 (m THY; d-auin wnopIETIRGANERL
H10 40, T4 6,64 (d, 1HY; 709 [, i [nposisna ey
B 7,8 s, I 76 0, 1M 8,04 HEH

i, 1 11,850 5, LH).
TN | 1,45 4m, 2H3; LASAm, 25 2,10 (4, | 438 | Mevwn a0

ek 2,35 (s, MH 2,97 (m, 2H); AiimnepHan-1-11 5
182 {g, XH); 4,10 {m, 11T 4,7, METHIpHM LA
IH o, 8% s, 1H}G 7,56 (s, LK 7,59 opiarcumeT

(i, YHY, L1688, THE LAOACTORO AL STk

{mposabwss cudyie 105)
I |10, B T G, ZHE 0 (| 4 | T

| IHERS0 dm, 1HY; 4,96 {m, 1Hk injiloe pagmi-d-aan

I. bl (d, 1HY; 755 (v, 1H); 7,96 (d, l REC{IHETOROHERR (LT

;: 1HE 8,13 ¢d, 1Hc 4,86 (bes, B, | (mpumbenn conoyen 216

13,406 {, 1H; 03,76 (b, 1H)
TR | 1.k e 2Hy, 1,70 (e 2HY, 1,91 45, [ B [ Bemee -

AHY; 297 {m ZHY; 3,50 {m, M miHuninepRmis- | L2
36T (8, I 3,00 (e, LU, 6AY F, RoopiEpmiang -4

TH); 7,00 |5, TH); 743 {d, 1H}, szpfimocHmr

L1 46 (s, LEG MNP TN ERS i

onpniion o cosbiryeia 217)
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Mpuvknagmn 74-85

HacTynHi cronykun cuHTe3yBanu 3a AOMOMOrolo
cnocofy, aHarnoriYyHoro 4o onMcaHoro B npuknagi 45,
BUKOPUCTOBYIOUM SK BUXiOHY peyvoBuHy 2-(4-{[(4-
6pom-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}ninepunaunH-1-in)-6-
XMOPI3OHIKOTMHOBY ~ kucroty  (mpuknag  44) i
KOMEpUINHO [OOCTYyMHi amiHW, HaBedeHi B Tabrmui
HUKYe.

Mpwvknag 74: 2-(4-{[(4-6pom-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}-1-ninepuamHin)-6-xnop-N-

LLMKIO MPOniNi3oHIKoOTUHaMIA

Mpwknag 75: 2-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}-1-ninepuamHin)-6-xnop-N-
METUNI3OHIKOTUHaMIg,

Mpvknag 76: Metun 2-{[2-(4-{[(4-6pom-5-meTun-
1H-nipon-2-in)kap6oHin]amiHo)-1-ninepuanHin)-6-
XMOPi3OHIKOTMHOMIT|]amiHo}aueTaT

Mpwvknag 77: 2-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}-1-ninepuamHin)-6-xnop-N-
riApOKCii3OHIKOTUHaMIg

Mpuknag, 78: 4-6pom-N-{1-[6-xrnop-4-
(rigpasnHokap6oHin)-2-nipuanHin]-4-ninepuanHing-5-
meTun-1H-nipon-2-kapbokcamia

Mpwvknag 79: 4-6pom-N-(1-(6-xnop-4-[(4-meTni-1-
ninepasuHin)kap6o1n]-2-nipnanHin-4-ninepugunHin)-5-
meTun-1H-nipon-2-kapbokcamia

Mpuknag, 80: 4-6pom-N-(1-{6-xnop-4-[(2,2-
OVMEeTUITIAPa3nHO )kap O0HIN]-2-nipuanHin-4-
ninepuaunHin)-5-metun-1H-nipon-2-kap6okcamig

Mpuknag, 81:4-6pom-N-{1-[6-xrop-4-(4-
MopdoniHinkap6oHin)-2-nipuguHinl-4-ninepuanHing-5-
meTun-1H-nipon-2-kapbokcamia

Mpwvknag 82: 2-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}-1-ninepuaunHin)-6-xnop-N,N-
OMMETUNBOHIKOTUHaMI,

Mpwvknag 83: 2-(4-{[(4-6pom-5-meTun-1H-nipon-2-
in)kap6oHin]jamiHo}-1-ninepuamHin)-6-xnop-N-
MeToKCU-N-MeTUni3oHikoTMHaMIA

Mpwvknag 84: 2-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kapboHin1  amiHo}-1-ninepuanHin)-6-xnop-N-[3-(4-
MopdoniHin)nponinjisoHikoTMHaMIg

Mpwvknag 85: 2-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kap6oHin]jamiHo}-1-ninepuamnHin)-6-xnop-N-[2-(4-
MopdoniHin)eTunjisoHikoTUHaMIg
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Amin "R AMP R

Lipmnoepaninasin

Tipaciing,
T4

| m
3,25 (=4, ZHY, 0,80 (=, ZH1; 0,07 {rm, 2HE 1A im, | 432
L), 147 (s, FEO AT {m, VHY 269 [, 2H), |

3,60 iz, 1HY 4,13 (£ ZHY; 3,60 4g, THE 3,00 (L
200K; 6,43 (s, LI 6% s, 1M 8,76 15, JE) 7,30
i, LIE); 5,20 (2 L 1,25 is, LEL)

1,58 (2e. THY, 2,00 (m THY, 132 {6, 3HY 2,08 |
o, LHY; 3,27 i 2H; 4,18 §m, 1HX 4,41 4,

R .00, THY 7,12 8, 2HE 7,3 14, LH); 782
(4, THY; 5,79 ¢4, TH); 11,83 (8, LE}

U546 (m, 20 LR0 (m 2H); 215§ 3D 3,14
om, TE; 1A s, JED); 358 A, THY; 4,06 fm,
355 44 (m, THE 6,85 [ |HE 707 05, 1HE 704
Gl LH: TLED (3, TH)

L2 (m, BHY: LT ¢m, 280y 2,00 [, S10); 284 {m,
25, 388 fm, 180 407 4d, 2T} #,66 (d, LID;
&,70 (5, 1H); 893 (s, L) 7,00 (d, 1HY 9,0120d,
REIR 15,27 (4, LD 16,67 (5:1H

i

Pelermmanmeul ofip
LEHTDRNTs o 5

encinry . 1101

[zpowcromem. 57

HEl

1,20 tan, 2HY; 1,71 (o, 2HT, 209 (= 3HY; 229 | 56
{im, T 260 {in, 260 3,57 (e, THY, 4,13 0,
THY 543 [, ZHY 6,69 (4, TH); 634 {2 TH),

| T35 s, T 754 41, V03 9,95 4 THY; 10,58 (a,

I TH)

1,35 {m, 25, 1,78 {m, 25, 2,09 i3, 360J; 273 |5,

THE 2,50 fm, 4HE 3,99 (=, LI 407 fd, 21

S AL m, LED; 681 6, DR 6,76 [m, 2H); 79240,
VR L0 3, TH)

136 {m, BH); 1,78 {m, EHc 2,009 (s, JEL); 254 (5

fiHY; 2,84 {2o, ZHY, 3,51 fm, 2605 &30 m, 1y

4,33 [d, T 6,76 4d, 1HK 6,89 (5, LEL; 790 {5,
THY; 7,70 (4, THL 9,58, s LE0; 13,42 (s, 1)

] Tinperes

™ 2

BT ]

B0 | M,N-mmeTan AEE

| ileeind

[T} T2 (e, 2FY: 7% (m 20 £07 |m T 292 | 3
i, AHY; 312 (i, 2 1,22 {m, 3Hx 3,30 im,
ZHE 347 dm, 46); 358 dm, THE 405 (m, [H]);
A,18 (x, 2HY; 8,57 (8, TH), 6,74 fne, ZHY, T,67 (4,
EEY 14,00 (5, LD

T.57 (mc 2HY, LT (e, 2H); 236 46, 3HY, 3,17 (8,

JED 00s, 3 (m, ZHE 3,13 (m, 21H]; 344

(i, AELE 4, L0 Cm, LEL); 4,36 4d, 2K 6,73 (s, LH;

S0 (A 2Ty LET A 1T UL, s, LHY

L35 (g 2HY, 1,75 (m, 2H); Z11 {5 &H); 2,08

{m, 2H); 3,20 (s, IH); 3,56 |5 TH); 3,95 (m, H);

| 41902 2 6,67 (2 THY; .77 {5, THY, 5,48 i,

| BHEE 774, LELY; 3,84 (5, U3t}

10 A3 Ve IHY, 1,70 (v, dH); TR (s, 3H), 1,04

; e, 4], 324 (m, 2H); 138 {m, ZHE 3,51 (m,

| R 237 fim, B 4,02 i, THE 6,74 (1, THY;
&0 (s, TH); 704 (& TH)E 760 3 TE BAG I,
18} 15,57 (4, LH).

TR g, 2HY; LGS (m, 2H); 205 (s, SHE 3,03
my 4H]; 2248 (m, 2 B4 (=, BHY; 179 4m, THY,
413 fm LY 8,70 (s, LE); 688 s, 1TT); 704 (0
THy 76 {d, LEDy; BUTE m, 1M L5 (s, LI

wopdaain

A6R

03, - Jlneemn- 45

I Mnpelenind-e- w0

(TR TEE]

2 Mopdunin-t-in- 555

FTHIENSIH

Mpuvknaan 86-88

HacTynHi npuknagu cvHTesyBanM 3a AOMOMOrolo
cnoco®y, aHaroriYyHoro 4o onMcaHoro B npuknagi 48,
BUKOPUCTOBYIOUM BUXIOHI peYoBUHW, HaBedeHi B
Tab ML HUXKYe.

Mpvknag  86:  4-6pom-5-metn-N-{1-[4-(1H-
1,2,3 4-TeTpason-5-in)-2-nipuguHinl-4-ninepuavHing-
1H-nipon-2-kap6okcamig,

Mpwvknag 87: 4-6pom-N-(1-[6-xnop-4-(1H-1,2,3,4-
TeTpason-5-in)-2'nipuguHin]-4-nine puauHing-5-meTun-
1H-nipon-2-kap6okcamig,
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Mpvknag 88: 3.4-guxnop-N-{1-[6-xnop-4-(1H-
1,2,3 4-TeTpason-5-in)-2-nipugnHinl-4-ninepuanHing-
5-meTun-1H-nipon-2-kapbokcamig

r-liplm 151
k4

I AP &
10 e, 2RO L, o, 2HC 153 s,
H; 2,53 fin, 2H); LEE (=, 1105 4,20
| I, 250, 658 AL LHI 6GE (3, THI:
680 (n L) T2T s, 1 7 0d, 2EE;
105, THR
T34 o, TAY, 16E f, T 100 1
| KL 288 dm, 2H); 3,84, 1K) 408
| 4d, LECK 8,55 (s, LED; 6,9 i, 18]
| T8 e, LA 78D i, 138k AL, 28 0,
| 11
| 13 . EYG LT (m, 230) L0400
| 381 297 4, TH): 388 (s, THE L13
1d, 2E01; 5,97 (5, LH); 7,15 (d, LET;
| 720 ia, LE; 1,59 s, 150,

miz
13 | Al M et
| mipctmoh - mime pe g ] -5-
: vrne- | H-nipoe-3-wiocmda
| {mpamcing 64y

B

Ao | (S acmop-4-ulmn
Z-TH Pl i (e i o AR ] = -
seraE- 1Rl pos- 2 mrfoemai

(OPEKARY 5H}

-] I A-amemop- B[ L brceop-2-
TR -2 - -
4in)eS e L0l pea-2-

sopfioanmd (mpmeran 955

Mpuknagn 89-95

HacTtynHi crnonyks opepxyBanu BignoBigHO [0
mMeTody i3 npuknagy 18 wWNAXOM  CronyyYeHHs
amMiHOBOro noxigHoro TpeT-6yTun 1-[4-
(amiHokap6oHiIn)-6-xnopnipuanH-2-in)ninepuanH-4-
inkapbamaTty (npombkHa crionyka 16) 3 BignoBigHOO
KapOOHOBOI KUCIOTO, HaBe4eHOT B Tabnuui HUXYe.

Mpvknag 89: 2-(4-{[(4-apeTnn-3-BaaHo-5-meTun-
1H-nipon-2-in)kap6oHin]amiHo}-1-ninepuanHin)-6-
XIOPi3OHIKOTUHaMIS,

Mpvknag 90: 2-xmop-6-(4-{[(4-uiaHo-5-eTUn-1H-
nipon-2-in)kap6oHinjamiHo}-1-
ninepuanHIN)i3oHIKoTMHaMIg

Mpvknag 91: 2-(4-(ii4-6pom-3-uiaHo-5-eTun-1H-
nipon-2-in)kap6oHinjamiHo}-1-ninepuaunHin)-6-
XIOPi3OHIKOTUHaMIS,

Mpwvknag 92: 2-(4-{[(4-6pom-3-uiaHo-5-meTun-1H-
nipon-2-in)kap6oHinjamiHo}-1-ninepuaunHin)-6-
Xropi3oHIKOTUHaMIA,

Mpwvknag 93: 2-xnop-6-(4-{[(3-uiaHo-5-meTnn-1H-
nipon-2-in)kap6oHinjamiHo}-1-
ninepuanmin)isoHikoTMHaMmIg

Mpwknag 94: 2-xnop-6-(4-{[(5-memun-1H-nipon-2-
in)kap©oHin]amiHo}-1-ninepuamnHin)isoHikoTMHaMIg
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Tipucmn Knesers THHMP 5 miz

89 | danemmcSolum- | 1,36 {m, ZHE 1,79 (m, ZHE, 2,32 (v, 655 2,00 (m, | 2%
Saremun 1 Henipoa- | 2HX 3,88 (2, THE 4,1 (m, 2HE 6,56 (= TH);
L-mpfionoza T s THE 747 (& THY, 7,92 {m, 28k 1236 s,
EHGAOTH 1113
Lopmepuiinn
ANETFIHA}

(] A-miano-5-emun UL 2HY, 1,25 (== 2HY; 1,70 fm, ZHY, 2,90 (= | 800
LE-nipow-2- 207 3,04 iz, 2Hy; 3,81 (m, LHE; 402 (d, 2HY,
mxploncar gacnora | 6,04 s, 110 8,57 (= LH); 8,986 ¢, 11 7,501(s,
COpeHEKIn LDy W65 iy LG UL, 70 s LELY,
ennmykn 3

Wl | g immoi- | 11 AHY 1,31 (m, 2HI; 1,40 dm, B 3,60 (m, | 3R
erui-LH-pipaa-2- | TH) 3,08 (s JH: 4,22 0m, JHE 6,53 (=, LHD;
wplionms guenore | 7,07 (v THx 7,65 (s TH); 8054, 1) 5,17 (m,
(OPEHDKHA LED); £2,3% {s ITH:
conayen X1

[ Llgaw dagann . | 1,13 (m, ZHE Lo o, IHY, LK (m, 35y 2,72 467
sernn-1H-mipoa2- | (o 2HY; 3,70 (m 1HY; 3,91 dm, 2 6,59 (5, LEG);

| anpfonone KncaoTa | 6,85 s, THE 9,33 (s, LR, 765 4d, 1H)g 7,83 (m,

| {mpeastanm LH); 12,00 is, 1H)

! emayea 34|

9 | Fuim-i-wnmi- | L3 0, 2HE 1,7 (e THY 207 {5, 3HE 2,96 (m, | 380

.n | H-wpair2- FHY; 389 (m, TH); 407 4, 2HK 6,059 (&, 1H);

i Ao HoAnTs | &, 76 (4, THE 7,00 = LED; 7358 4s, 17,71 (s,
impoagiwma LED); 7.9 v, LD 10,88 (5, 1H
emmvyus X1}

Y] Fmrr- TH-nipue | B33 (i 2, 1,70 (o, 2HJ; 2,09 {5 3HY, ZBE(m, | 362

- KapSoemes | ZHK 3,95 (m, LH 4,18 (ng, ZH), 570 (s, THY,

EHI0OTL VSAR. LH); S8R da, LEH]; 704 (= 1H); 7,49 {m,

| npaiams ! I 805 [, 10 1103 (s, 1H)

conEvEs 29y | |
Mpuknag, 95: 3,4-gnxnop-N-[1-(6-xnop-4-

AiaHonipuanH-2-in)ninepnauH-4-in]-5-wetmn-1H-
nipon-2-kapbokcamig,

BkasaHy B 3arofioBKy criosnyky ogepxysamm 3 3,4-
avxnop-5-metun-1H-nipon-2-kap6oHoBoi KUCIOTH
(npomixkHa cronyka 3) i xropuctoBogHEBOI cori 2-(4-
amiHoninepuamH-1-in)-6-xnopi3oHIKOTUHOHITPUITY
(npomixkxHa crnonyka 203) 3a gornomorok crnocoby,
aHanoriyHoro 4o onucaHoro B npuknagi 18.

MC (ES. M+H): 411,413 gna C47H16CI3NsO

Mpuknagm 96 n 97

HacTtynHi crnonyks opepxysBamm 3a [OMOMOrOKO
cnocoby, aHarnoriyHoro o onMcaHoro B npuknagi 18,
BMKOPWCTOBYIOUM  XIOPUCTOBOAHEBY  Cinb  1-(3-
HITpONIpMAVH-2-iN)NinepuanH-4-amiHy (npomixxHa
cronyka 39) Sk BUXigHY PeYOBUHY.

Mpuknag, 96: 4,5-guxnop-N-[1-(3-HiTpo-2-
nipuauHin)-4-ninepuaunHinl-1H-nipon-2-kap6okcamig

Mpwknag 97: 4-6pom-5-izonponin-N-[1-(3-HiTpo-2-
nipuauHin)-4-ninepuaunHinl-1H-nipon-2-kap6okcamig

Tpumsan ~Knearms HAMPE : )
L1 4%, Mncoap-1H- 155 jum, JH0); 0.0 (e ZHY, 3,2 i, IHY; 382 | 136
miportonpboncss | (m, 2 4,0 (my, D 08 id, 100 6,95 (m, 1), |
enciera (npawtacns | 3,1 (2 THE B3 0, 1 6.5 0, 1HR 11539 (s, |
e G L) |
L A-fpow-5-Doapoein- | L3 (m, §0; 1,70 fm, 30 2,00 (m, 20 3,26 T 435
| Flemipa. 2 4m, 3Hc 3, 8% {m, JH1; 4,18 (o, LHY, 8.5 {d, lHJ;|:
ErploHD I EHEOTE Tk (g, 1E0); B0 (A, (H; 3,40 (i, (5E); BaAS |
dipavilaess cmaTyRE | (04 THE 10,7718 THY ]
m |
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Mpuknag, 98: 3,4-gnxnop-N-[1-(6-xnop-2-
nipiguHin)-4-ninepuamnHin}-5-metmn-1H-nipon-2-
Kapbokcamia

BkasaHy B 3arofioBky CMOMyKy CUMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npvknagi 42, BUKOPUCTOBYOUN AK BUXIOHY PeYOBUHY
XrOpUCTOBOOHEBY Cinb [1-(6-xnopnipuanH-2-
in)ninepuanH-4-injamiHy  (npomikHa crnonyka 212;
1MMOrb) i 3,4-auxnop-5-metun-1H-nipon-2-
kapboHoBY kucnoTy (MpomixHa cronyka 3,1Mmornb).

MC (ES): 410 (MH+) ansa CqeH17CIsN4O

'H AMP &: 1,38 (m, 2H); 1,76 (m, 2H); 2,10 (s,
3H); 2,94 (m, 2H); 3,92 (m, 1H); 4,10 (m, 2H); 6,57 (d,
1H); 6,71 (d, 1H); 7,08 (d, 1H); 7,42 (m, 1H); 11,71 (s,
1H).

Mpwvknag 99: 2-xnop-6-(4-{[(3,4-anxnop-5-meTnrn-
1H-nipon-2-in)kap6oHin]jamiHo}-1-ninepuanHin)-N-[2-
(4-mopdoniHin)eTunisoHikoTMHaMIg

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AoromMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 18, i3 xnopuctoBogHeBoi coni 2-(4-
amiHoninepuguH-1-in)-6-xnop-N-(2-mopdoniH-4-
ineTun)izoHikoTMHamigy (MpomikHa crnonyka 218) i
3,4-gnxnop-5-meTnn-1H-nipon-2-kapboHOBOI KMCHOTH
(npomixkHa cronyka 3).

MC (ES): 543 (MH") ans C23H29CI3NsO3

'H AMP &: 1,42 (m, 2H); 1,86 (m, 2H); 2,13 (s,
3H); 3,04 (m, 4H); 3,22 (m, 2H); 3,40 (m, 8H); 3,93
(m, 3H); 4,13 (m, 2H); 3,96 (m, 2H); 6,89 (s, 1H); 7,09
(s, 1H); 7,21 (d, 1H); 8,76 (d, 1H); 11,84 (s, 1H).

Mpvknag  100:  2-xrop-6-(4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHin]amiHo}-1-
ninepuamnHin)-N-[3-(4-
MopdoniHin)nponinjisoHikoTMHaMIg

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AoromMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 99, BUKOPUCTOBYIOUN SK BUXIAHY PEYOBUHY
XMOPUCTOBOZHEBY Cinb 2-(4-amiHoninepuamH-1-in)-6-
xrop-N-(3-mopdoniH-4-innponin)i3oHikoTMHamigy
(npomixxHa crnonyka 219) i 3,4-guxnop-5-metun-1H-
nipos-2-kapboHOBY KMCMOTY (MPOMiXHa crionyka 3).

MC (ES): 559 (MH+) ans Co4H31ClI3NgO3

"H AMP &: 1,28 (m, 2H); 1,69 (m, 4H); 1,92 (s,
3H); 2,76 (m, 6H); 3,05 (m, 2H); 3,21 (m, 2H); 3,37 (d,
2H); 3,72 (m, 3H); 3,96 (m, 2H); 6,61 (s, 1H); 6,87 (s,
1H); 7,00 (s, 1H); 8,49 (d, 1H); 11,63 (s, 1H).

Mpvknag 101: 3,4-gnxiop-N-[1-(6-xnop-4-{[2-
(MeTunamiHo)-2-okcoeTun|cynb aHin}-2-nipugmHin)-
4-ninepwguHin]-5-metun-1H-nipon-2-kap6okcamig

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 18, BUKOPUCTOBYIOUN SK BUXIAHY PEYOBUHY
XNOPUCTOBOAHEBY CiNnb  2-{[2-(4-amiHoninepuamH-1-
in)-6-xnopnipuanH-4-injtio}-N-meTunaueTtamia
(npomixkHa crnonyka 220) i 3,4-guxnop-5-metun-1H-
nipos-2-kapboHOBY KMCIOTY (MPOMiXHa crionyka 3).

MC (ES): 492 (MH") anst C19H22C13N502S

"H AMP &: 1,41 (m, 2H); 1,79 (m, 2H); 2,11 (s,
3H); 2,54 (s, 3H); 2,92 (m, 2H); 3,64 (s, 2H); 3,89 (m,
2H); 4,12 (m, 1H); 6,51 (s, 1H); 6,59 (s, 1H); 7,11 (s
1H); 8,08 (m, 1H); 11,90 (s, 1H).

Mpuknag, 102: 4-6pom-N-[1-(6-xrop-4-{[2-
(MeTunamiHo )-2-okcoeTun|cynb aHin}-2-nipugmHin)-
4-ninepuguHin]-5-metun-1H-nipon-2-kap6okcamig
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BkasaHy B 3aronoBKy CMOMyKy odepXyBamm 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 18, BUKOPUCTOBYOUN AK BUXIOHY PEeYOBUHY
XNOpUCTOBOAHEBY CiNnb  2-{[2-(4-amiHoninepuamH-1-
in)-6-xnopnipuanH-4-injtio}-N-meTunauetaminy
(npomixkHa crionyka 220) i 4-6pom-5-meTun-1H-nipor-
2-kapO0OHOBY KMCMOTY (MpOMidKHa crionyka 18).

MC (ES): 502 (MH") ansi C19H23BrCINsO2S

'H AMP &: 1,33 (m, 2H); 1,70 (m, 2H); 2,07 (s,
3H); 2,41 (s, 3H); 2,58 (m, 2H); 3,64 (s, 2H); 3,89 (m,
2H); 4,17 (m, 1H); 6,42 (s, 1H); 6,62 (s, 1H); 6,71 (s,
1H); 7,67 (s 1H); 7,97 (m, 1H); 11,51 (s, 1H).

Mpvknag 103:  2-uiaHo-6-(4-{[(3,4-Anxmnop-5-
meTun-1H-nipon-2-in)kap6oHin)amiHo}-1-
ninepuanHIN)i3oHIKoTUHaMIg

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 18, BUKOPUCTOBYOUN AK BUXIOHY PEeYOBUHY
XIMOPUCTOBOAHEBY Cinb 2-(4-amiHoninepuguH-1-in)-6-
LiaHoi3oHikOTUHamIAy (npomikHa cronyka 198) i 3,4-
avxnop-5-meTtun-1H-nipon-2-kap6oHoBy KUCNOTY
(npomixkHa cronyka 3).

MC (ES): 423 (MH+) ansa CqgH18CI2Ns02

'H AMP &: 1,36 (m, 2H); 1,64 (m, 2H); 2,01 (s,
3H); 2,17 (m, 2H); 2,90 (m, 2H); 4,08 (m, 2H); 4,32
(m, 3H); 7,05 (d, 1H); 7,67 (s, 1H); 8,06 (s, 1H); 11,73
(s, 1H).

Mpvknag 104: 2-(4-{[(4-6pom-5-meTun-1H-nipon-
2-in)kap6oHin)jamiHo}-1-ninepuguHin)-3-rigpokcn-1-
nipyavHiymonaT

BessogHuin TEA (0,23mn,1,65mMmonb) gogaBamm
no TpeT-0yTnnosoro edipy  ninepuanH-4-in-
kap6amiHoBoi kucrotu (300mr,1,65Mmorb) i 2-xrop-
nipuguHin-3-inosoro  edipy  TiodpeH-2-kapboHOBOI
kmucnoTu (mpomixHa cronyka 43, 119mr, 0,5mMmMonb) y
6e3sogHomy NMP (2mn). Cymiw  HarpiBanu B
TOBCTOCTIiHHIN konbi mpu 165°C npotarom 18 roguH.
KopuyHeBwuin po3unH posnoginanu mix EtOAc i Bogoto
N opraHiyHo as3olo Aekinbka pasis npomuBanv
BOJOI0, BUCYLIyBanuM Hag cynbdaTtoMm Hatpito ©
KOHUEHTpYBanu y BakyyMi, oaepxytoun 2-{4-[(TpeT-
6yTokcmkapboHin)amiHo]ninepuamH-1-in}nipugnH-3-in
TiopeH-2-kapbokcunat  (170mr, PXMC:420). Lo
cronyky nigaaBanu peakuil 3 4H. CONsHIN KUCMOTi B
AiokcaHi npoTarom 45 XBUMWH, PO3YMHHUK BUAANSANN
y Bakyymi W BuCywyBamu, ofepxywun 2-(4-
amiHoTnepuamH-1-in)nipugnH-3-in TiopeH-2-
kapbokcunar y Burnagi 6inoi tBepaoi pevoBuHu. biny
TBepdy pevoBuHy (0,421MmMOMb) poO3uMHAM B
6e3BogHOMyY NMP (3mn), i pofasanm
neHTadpTopdeHin 4-6pom-5-meTvn-1H-nipon-2-
kapbokcunat  (npomikHa cromyka  17) (75w,
0,21Mmorb), noTiMm  gomaBanm  TEA  (64mkn,
0,46mmorb). Cymiw mepeMiwyBanm npu KiMHaTHI
Temnepatypi NpoTaroMm 18 roauH i HeOUULLEHY CyMilLLl
dinbTpyBanu n ounwanu LUMSAIXOM
HanisnpenapatmBHoi BTPX, enotoun CH3CN/H20
(0,1% T®K), i ogepxyBarm BkasaHy B 3arofioBKy
CMoNyKy (30mr) (BHacnigok MUMOBIMbHOIO
OKUCIIOBaHHS 1 rigponisy ofepxXysBanu BKasaHy B
3arorioBKy CMomyKy).

MC (ES): 398 (MH+) ansa CqieH19BrN4O3

"H AMP &: 1,29 (m, 2H); 1,47 (m, 2H); 1,82 (s,
3H); 3,72 (m, 1H); 3,90 (m, 2H); 6,47 (d, 1H); 6,78 (m,
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1H); 7,07 (m, 1H); 7,42 (d, 1H); 7,57 (d, 1H); 9,16 (m,
3H); 11,32 (s, 1H).

Mpuknag, 105: 4-6pom-N-[1-(6-meToKCK-2-
nipuawHin)-4-ninepuauninl-5-metun-1H-nipon-2-
Kapbokcamia

TpeT-6ymn [1-(6-xnopnipngnH-2-in)ninepuanH-4-
inkapbamatr  (MpomikHa crnonyka 66) (300wr,
0,99Mmorb) po3unHsanu B 0,5M po3unHi meTokcmay
Hatpito B MeOH (9mn, 4,45MmMomb) Mpu KiMHaTHInA
Temneparypi i cymill HarpiBanu B konoi 3i 3BOPOTHNM
XONOAUNBLHUKOM  MPOTArOM 72 roguH. PO34YMHHUK
BUOansm y Bakyymi, ekctparyBarm EtOAc, noTim
npomvBanm Bogot. OpraHiyHy a3y KOHUEeHTpyBanm
y Bakyymi 1/ ob6pobnsnu 4 H. COMsSHOK KUCIOTOK B
giokcaHi  (10mn) npoTarom 2 roguH. Po34nHHUK
BMOANAM y BakyyMi N BUCYLLYBanu AN BU4AMNEHHS
HaAMULKY COMsHOI  KMCrnoTW. TBepay peyoBUHY
po3unHanu B NMP (3mn) i pogasanm
neHTadpTopdeHin 4-6pom-5-meTvn-1H-nipon-2-
kapbokcunat  (npomikHa cronyka  17) (80w,
0,216mmonb) i TEA (137mkn, 0,9Mmonb). Cymilw
nepemillysanu npu KiMHaTHIn TemnepaTtypi NpoTarom

2 roawH i cymiw ouawanm 3a [A0MNOMOrow
HaniBnpenapatmeHoi BTPX i3 BuKOopuCTaHHAM
rpagieHta  15-95% CH3CN/HO  (0,1%  TPK),

OLEePXYHoUn BKa3aHy B 3arofioBKy CrofyKy (23mr).

MC (ES): 395 (MH+) ansa Cq17H21BrN4O2

'H AMP &: 1,31 (m, 2H); 1,67 (m, 2H); 2,03 (s,
3H);2,78 (m, 2H); 3,67 (s, 3H); 3,87 (m, 1H); 4,10 (d,
2H); 5,97 (d, 1H); 6,24 (d, 1H); 6,77 (d, 1H); 7,32 (t,
1H); 7,63 (d, 1H); 11,54 (s, 1H)

Mpvknag 106: 4-6pom-N-{1-[6-xrop-4-(5-okco-
2,5-purigpo-1,3,4-okcagiazon-2-in)nipuauH-2-
injninepuanH-4-in}-5-meTnn-1H-nipon-2-kapbokcamig

TEA (0,10Mmn, 0,70Mmornb) i 5-2-(4-
amiHoninepuguk-1-in)-6-xnopnipnauH-4-in}-1,3,4-
okcapiason-2(5H)-oH rigpoxnopwua, (npomikHa
cnonyka 51, 0,10r, 0,33mmonb) pogaeanu Ao
po3umHy neHTadTopdeHin  4-6pom-5-metnn-1H-
nipos-2-kapbokcunaty (npomikHa cnonyka 17) (0,12r,
0,33mmork) y AMA (2mn). Cymiw nepemiwysanu npwm
KIMHaTHIW TemnepaTypi BCIHO Hi4, ouuwanM 3a
Joromorot  HanmienpenapatueHoi BTPX, entotoun
cymiwamn Boga/aueToHitpun i TOK, i ogepxysamm
BKa3aHy B 3arosioBky cronyky (18mr).

MC (ES): 480 (MH") anst C1gH1sCIBrNsO3

'H AMP &: 1,42 (m, 2H); 1,84 (m, 2H); 2,16 (s,
3H); 3,05 (m, 2H); 4,02 (m, 1H); 4,29 (d, 2H); 6,84 (d,
1H); 6,93 (s, 1H); 7,11 (s, 1H); 7,79 (d, 1H); 11,70 (s,
1H); 12,96 (s, 1H)

Mpvknag 107: 4-6pom-N-[(4-6pom-5-meTun-1H-
nipos-2-in)kap6oHin]-4-ninepuaunHin}-5-metun-1H-
nipon-2-kap6bokcamig,

BkasaHy B 3arofioBky CMOMyKy OAepXyBarm Yy
BUMMAAi NobGiYHOro NMpPoayKTy nMpu CUMHTE3i BiAMNOBIAHO
o npvknagy 44 (69wmr).

MC (ES):471 (MH+) ans C17H20BraN4O2

"H AMP &: 1,34 (m, 2H); 1,74 (m, 2H); 1,93 (s,
3H); 2,02 (s, 3H); 2,84 (m, 2H); 3,93 (m, 1H); 4,26 (d,
2H); 6,40 (d, 1H); 6,78 (d, 1H); 7,73 (d, 1H); 11,48 (s,
1H)

Mpvknag 108: 3,4-guxnop-N-{1-[6-xnop-4-(5-
okco-4,5-gurinpo-1,3 4-okcagiazon-2-in)-2-
nipuauHin]-4-ninepuauHin}-5-metun-1H-nipon-2-
Kapbokcamia
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N,N'-Kap6oHigaimigaszon (0,021r, 0,13mmorb)
Aofasanu o MepemMillyBaHOro posyuHy 3-4-avxrop-
N-{1-[6-xnop-4-(rigpa3uHokapboHin)nipnanH-2-
injninepuanH-4-in}-5-metun-1H-nipon-2-
kapbokcamigy (npuknag 309) (30mr, 0,06MMonb) y
OM®A (2mn). Cymiw nepemiyBany Mpu KiMHaTHIN
Temnepartypi npotarom 6 rogmH. Cymiw cinbTpyBanu,
ouvwianu WAAXoM  HanisnpenapatusHoi BTPX,
enmotoun  cymiwamn CH3CN/H2O (0,1% TOK), i
ofepXyBanm BkazaHy B 3arofioBky crnonyky (15mr).

MC (ES): 471 (MH+) ansa CqgH17CIsNgO3

"H AMP 3: 1,47 (m, 2H); 1,84 (m, 2H); 2,15 (m,
3H); 3,06 (m, 2H); 4,01 (m, 1H); 4,18 (d, 2H); 6,87 (s,
1H); 7,02 (s, 1H); 7,20 (d, 1H); 11,91 (s, 1H); 12,87
(s, 1H).

Mpvknag 109: 1-[4-(AmiHokap6oHin)-6-xnop-2-
nipuguHin]-4-ninepuguHin 4-6pom-5-metn-1H-nipon-
2-kapbokcunat

2-xnop-6-(4-rigpokcuninepugui-1-
in)isoHikoTMHamig (MpoMmixHa cronyka 62; 123w,
0,48mmorb), 4-6pom-5-meTun-1H-nipon-2-kap6oHoBy
KMcnoTy (npomikHa cronyka 18) (98wmr, 0,48Mmorb) i
TpudperindocdiH (138mr, 0,53Mmonb ) Nepemillysanm
B 0OesBogHomy TI® i oxonomkysarm po 0°C.
Oopasarm DEAD (83mkn, 0,53mMmornb) i cymiw
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
18 roguH. Cymiw cinbTpyBanu, possogumim EtOAC i
npomvBanM BOLO W BUCYLLyBamM Hag cynbdatom
HaTpilo W KOHUEHTpyBanu y BakyyMmi. HeouuweHui
npoAykT  ouuwanM 3a  goromoroi  drew-
xpomartorpadii, emooun  EtOAc/rekcan  (4:1),
OLEPXYHoUM BKa3aHy B 3arofioBKy crofyky (11mr).

MC (ES):441 (MH+) ans C47H18BrCIN4O3

"H AMP &: 1,69 (m, 2H); 1,97 (m, 2H); 2,24 (s,
3H); 3,58 (m, 2H); 3,91 (m, 2H); 5,18 (m, 1H); 6,86 (d,
1H); 7,03 (s, 1H); 7,25 (s, 1H); 7,73 (d, 1H); 8,17 (s,
1H); 12,08 (s, 1H)

Mpvknag  110:  1-[6-xnop-4-(1H-TeTpason-5-
in)nipnguvH-2-injninepugunH-4-in - 4-6pom-5-metnn-1H-
nipon-2-kap6okcunat

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npvknagi 48, BUKOPUCTOBYIOUN AK BUXIOHY PeYOBUHY
1-(6-xnop-4-uiaHonipuanH-2-in)ninepuonH-4-in-4-
6pom-5-meTun-1H-nipon-2-kapbokcunat (npvknag
330).

MC (ES): 468 (MH") anst C47H17BrCIN;O>

"H AMP &: 1,69 (m, 2H); 1,97 (m, 2H); 2,24 (s,
3H); 3,58 (m, 2H); 3,91 (m, 2H); 5,18 (m, 1H); 6,86 (d,
1H); 7,03 (s, 1H); 7,25 (s, 1H); 7,73 (d, 1H); 8,17 (s,
1H); 12,08 (s, 1H)

Mpvknag 111: 3,4-guxnop-N-{1-[6-xnop-4-(1,2,4-
okcagia3on-3-in)-2-nipuanHin]-4-ninepuguHing-5-
meTun-1H-nipon-2-kapbokcamia

Hiisonponinetunamin ~ (0,04mn, 0,46mMornb ),
HOAT (0,03r, 0,23mmonb) i HATO (0,08r, 0,23Mmonb)
Aofaeanu o nepemiwlyBaHoro posuuHy 3,4-amxrop-
5-meTun-1H-nipon-2-kapboHOBOI KMCMOTW (MPOMiXHa
crnonyka 3, 0,04r, 0,23mmonb) y AM®A (2mn) npu
KiMHaTHIn  TemnepaTypi. OTpyMaHnin  po34uH
rnepemiwysanu npotaroMm 5 XBWnMH | Jojdasanu

rigpoxnopua 1-[6-xrop-4-(1,2,4-okcagia3on-3-
in)nipmauH-2-in]nine pnanH-4-aminy (NnpomixxHa
cnonyka  56)  (0,074r, 0,23mmork).  Cymiw

nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
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1 roavHn, inbTpyBanM 1M ouYULIANM LIMASXOM Hanmis
npenapaTuBHoOi BTPX, eno4un cyMilamu
CH3CN/H20 (0,1% T®K), i ogepxyBanv BkasaHy B
3aronoBky crnonyky (100mr).

MC (ES):457 (MH") gna C1gH17CI3NeO2

"H AMP &: 1,50 (m, 2H); 1,84 (m, 2H); 2,13 (s,
3H); 3,09 (m, 2H); 4,04 (m, 1H); 4,20 (d, 2H); 7,08 (s,
1H); 7,20 (d, 1H); 7,28 (s, 1H); 9,80 (s, 1H); 11,91 (s,
1H)

Mpvknag 112: 1-[6-xnop-4-(1,2,4-okcagiason-3-
in)-2-nipugunHin}-4-ninepnauvHin - 3,4-guxnop-5-meTun-
1H-nipon-2-kap6okcunat

BF3.Et2O (0,1mn) gopasann go posuvHy 1-{4-
[amiHo(rigpokciiMiHO )MeTun]-6-xnopnipManH-2-
impninepnauH-4-in3,4-gnxnop-5-metun-1H-nipon-2-
kapbokcunaty (mpuknag 114) (0,07r, 0,15mMmork) B
1,1,1-tpuetokcietany  (1,0mn)  mpu  KiMHaTHIN
Temnepatypi. Cymilw nepemiwyBany npu KiMHaTHIN
Temnepartypi npotarom 1 roguHn. Cymiw ounwanm 3a
Joromorot  HanmienpenapatueHoi BTPX, entotoun
cymiwamn CH3CN/H20 (0,1% TPK), i ogepxysamm
BKa3aHy B 3arorioBKy Cronyky (21mr).

MC (ES): 458 (MH") anst C1gH16CI3NsO3

'H AMP &: 1,66 (m, 2H); 1,90 (m, 2H); 2,17 (s,
3H); 3,67 (m, 2H); 3,79 (m, 2H); 5,18 (m, 1H); 7,09 (s,
1H); 7,31 (s, 1H); 9,80 (s, 1H); 12,23 (s, 1H)

Mpvknag  113:  2-xrop-6-(4-[(3,4-anxmnop-5-
meTun-1H-nipon-2-in)kap6oHin]amiHo}-1-
ninepuaunHin)-N-meTokcii3oHikoTMHaMIg

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 45, BUKOPUCTOBYIOUN SK BUXIAHY PEYOBUHY
2-xnop-6-(4-{[(3,4-anxmnop-5-memn-1H-nipon-2-
in)kap©oHin]amiHo}nine puanH-1-in)isoHIKOTUHOBY
KUCIOTY (npwknag 153) i rigpoxrnopus
MEeTOKCUMNaMmiHy.

MC (ES): 462 (MH+) gnsa C1gH20CI3N503

'H AMP &: 1,46 (m, 2H); 1,84 (m, 2H); 2,15 (s,
3H); 3,05 (m, 2H); 3,68 (s, 3H); 4,00 (m, 1H); 4,16 (d,
2H); 6,82 (s, 1H); 7,04 (s, 1H); 7,1 9 (d, 1H); 11,91 (s,
1H)

Mpuknag 114: 1-{4-[AmiHo(rigpokciimiHo )MeTnn]-
6-xrop-2-nipuanHin}-4-ninepuaunHin 3,4-Anxnop-5-
meTun-1H-nipon-2-kap6okcunat

BkasaHy B 3aronioBky CMOMyKy CMHTe3yBanu 3a
A0rnomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 47, 3 1-(6-xrop-4-uiaHonipnanH-2-
in)ninepnauH-4-iny  3,4-guxnop-5-metn-1H-nipon-2-
kapbokcunaTty (npvknag 308).

MC (ES): 446 (MH") anst C17H1sCI3NsO3

"H AMP &: 1,48 (m, 2H); 1,72 (m, 2H); 2,04 (s,
3H); 3,43 (m, 2H); 3,60 (d, 2H); 5,01 (m, 1H); 6,72 (s,
1H); 6,90 (s, 1H); 7,35 (s, 2H); 9,91 (s, 1H); 12,09 (s,
1H)

Mpuknag, 115: N-[1-(4-AueTnn-6-xnop-2-
nipugwHin)-4-ninepunauninl-3,4-guxnop-5-metun-1H-
nipon-2-kap6bokcamig,

BkasaHy B 3aronioBky CMOMyKy CMHTe3yBanu 3a
A0rnomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 18, BUKOPUCTOBYOUN AK BUXIOHY PeYOBUHY
XNOPUCTOBOAHEBY Cimb 1-[2-(4-amiHoninepuaunH-1-in)-
6-xnopnipuaunH-4-injeTaHoHy (MpomikHa crionyka 197)
i 3,4-gnxnop-5-meTnn-1H-nipon-2-kapboHoBy
KMCnoTy (MpombkHa crionyka 3).

MC (ES): 431 (MH+) ansa CqgH19CI3N4O2
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'H AMP &: 1,46 (m, 2H); 1,84 (m, 2H); 2,14 (s,
3H); 2,55 (s, 3H); 3,05 (m, 2H); 4,00 (m, 1H); 4,21 (d,
2H); 6,94 (s, 1H); 7,18 (s, 1H); 7,21 (s, 1H); 11,91 (s,
1H)

Mpuknag 116: N-[1-(4-AneTun-6-xnop-2-
nipuguHin)-4-ninepuauninl-4-6pom-5-metun-1H-
nipon-2-kapbokcamig,

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npvknagi 42, BUKOPUCTOBYIOUN AK BUXIOHY PEeYOBUHY
XNOPUCTOBOAHEBY Cinb  1-1-[2-(4-amiHoninepuamh-1-
in)-6-xnopnipuanH-4-injeTaHoHy (MPOMiXKHa cronyka
197) i 4-6pom-5-meTun-1H-nipon-2-kap6oHoBY
KMCrnoTy (NnpoMbkHa crnionyka 18).

MC (ES): 441 (MH+) ans C1gH20BrCINsO2

'H AMP &: 1,38 (m, 2H); 1,80 (m, 2H); 2,11 (s,
3H); 2,57 (s, 3H); 2,99 (m, 2H); 3,97 (m, 1H); 4,26 (d,
2H); 6,78 (s, 1H); 6,94 (s, 1H); 7,18 (s, 1H); 7,73 (d.
1H); 11,64 (s, 1H)

Mpuknag 117:  2-xnop-N-meTokcun-6-(4-{[(5-
meTun-1H-nipon-2-in)kap6oHin]amiHo}-1-
ninepuanHIN)i3oHIKOTUHaMIL

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 45, BUKOPUCTOBYIOUN SK BUXIAHY PEYOBUHY
2-xnop-6-(4-{[(5-meTun-1H-nipon-2-
in)kap©oHin]amiHo}ninepuanH-1-in)isoHIKOTUHOBY
KUCIOTY (npvknag 332) i rigpoxnopug
MEeTOKCUMNaMmiHy.

MC (ES): 392 (MH+) ansa C1gH22BrCINsO3

'H AMP &: 1,36 (m, 2H); 1,76 (m, 2H); 2,12 (s,
3H); 2,96 (m, 2H); 3,66 (s, 3H); 3,96 (m, 1H); 4,20 (m,
2H); 5,72 (s, 3H); 6,59 (s, 1H); 6,81 (s, 1H); 7,03 (s,
1H); 7,56 (d 1H); 11,11 (s, 1H); 11,92 (s, 1H)

Mpuknag, 118: N-{1-[6-amiHO-2-
(MeTuncynbdatin)-4-nipyumiguHinl-4-nine puanHing-
3.4-gnxnop-5-meTnn-1H-nipon-2-kapbokcamig

Hiisonponinetunamin ~ (0,21mn,  1,25mMmornb) i
HATU (0,239r, 0,63mmorb)  pgopaBarm o
nepemiwyBaHoro posudvHy 3,4-guxnop-5-meTtun-1H-
niposi-2-kapboHOBOT KMCMOTU (NMpOMiKHA crofnyka 3)
(0,122r, 0,63mmorb) y AMPA (2mn). OTpumaHui
pPO3YMH  MepemillyBannM MpOTArOM 5  XBWIMH,
ponaeanu rigpoxrnopua  6-(4-amiHo-ninepuamH-1-in)-
2-(meTunTio)nipUmiguH-4-amiHy  (NpoMikHa croryka
46) (0,2r, 0,63mMmomb) i Cymiw nepemiwyBanu npu
KiMHaTHIn ~ Temnepatypi npoTtarom 18  roauH.
HeouuwweHy cymiw cinbTpyBanu, ovuLany LWnaxom
HanisnpenapatmeHoi BTPX, emoioun CH3CN/H2O
(0,1% T®K), i ogepxyBamm BKasaHWW y 3arofioBKy
npoayKT (42wmr).

MC (ES): 417 (MH+) ansa CqeH20Cl2NsOS

"H AMP &: 1,22 (m, 2H); 1,61 (m, 2H); 1,92 (s,
3H); 2,84 (m, 2H); 3,78 (m 4H); 5,25 (s, 1H); 5,52 (s,
1H); 6,50 (m, 2H); 11,72 (s, 1H)

Mpuknag, 119: N-{1-[6-(AueTunamino)-2-
(meTuneynbs daHin)-4-nipumignHin}-4-ninepuonHing-
3,4-gnxnop-5-meTnn-1H-nipon-2-kapbokcamig

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npvknagi 118, BUKOPUCTOBYIOUN SIK BUXIAHY peYOBUHY
rigpoxnopwua, N-[6-(4-amiHoninepuanH-1-in)-2-
(meTunTio)nipumiauH-4-injauetamiay (npomixxHa
cnonyka 69) i 3,4-guxnop-5-meTun-1H-nipon-2-
Kap©boHOBY KMCMOTY (MPOMiXHa crofyka 3).
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MC (ES): 456 (MH") anst C16H20CloNsOS

'H AMP &: 1,39 (m, 2H); 1,78 (m, 2H); 1,99 (s,
3H); 2,10 (s, 3H); 2,36 (s, 3H); 2,99 (m, 2H); 3,95 (m,
1H); 4,23 (m, 2H); 7,09 (s, 1H); 7,15 (d, 1H); 7,50 (q,
1H); 8,46 (dd, 1H); 10,31 (s, 1H); 11,88 (s, 1H)

Mpuknag, 120: N-(1-[6-(AueTunamino)-2-
(MeTuncynbiHin)-4-nipymiguHin]-4-ninepuguHin}-3,4-
avxnop-5-meTtun-1H-nipon-2-kap6okcamig

mCPBA (0,11r, 0,133mmMorb) popaeBarm Ao
nepemiwyBaHoro po3uuHy N-{1-[6-(aueTnnamiHo)-2-
(meTunTio)nipumignH-4-injninepuanH-4-in}-3,4-
avxnop-5-metun-1H-nipon-2-kap6okcamigy (npuknag
119), 0,15r, 0,33mmork) y OXM (2mn). Cymiw
nepemillyBanu npu KiMHaTHIN TemnepaTtypi NpoTarom
3 FOAVH, oynwanm 3a [0rnomoroto
HanisnpenapatmeHoi BTPX, emoioun CH3CN/H2O
(0,1% T®K), i ogepxyBarmm BkasaHy B 3arofiloBKy
cnonyky (5mr).

MC (ES): 473 (MH") anst C1gH22CloNsO3S

'H AMP &: 1,42 (m, 2H); 1,86 (m, 2H); 2,06 (s,
3H); 2,13 (s, 3H); 2,76 (s, 3H); 4,02 (m, 4H); 7,21 (d,
1H); 7,42 (s, 1H); 10,81 (s, 1H); 11,94 (s, 1H)

Mpuknag, 121: N-{1-[6-(AaeTunamino)-2-
(MeTuncynboHin)nipumignH-4-in)ninepnonH-4-in}-
3,4-gnxnop-5-meTnn-1H-nipon-2-kapbokcamig

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0romMoror cnocoby, aHamoriyHoro Ao OnMcaHoro B
npuknagi 120, BUKOPUCTOBYIOUM K BUXIAHY PEYHOBUHY
N-{1-[6-(aueTunamiHo)-2-(Me TUncyne diHin)-4-
nipuMiguHin]-4-ninepuawHin}-3,4-guxnop-5-metun-
1H-nipon-2-kap6okcamig (npuknag 120).

MC (ES): 489 (MH+) ansa C1gH22C12Ns04S

'H AMP &: 1,48 (m, 2H); 1,87 (m, 2H);2,08 (s,
3H); 2,14 (s, 3H); 3,13-3,26 (m, 2H); 3,29 (s,3H); 4,04
(m, 2H); 4,18 (m, 1H); 7,20 (d, 1H); 7,51 (s, 1H);
10,89 (s, 1H); 11,93 (s, 1H)

Mpvknag 122: 4-6pom-5-meTun-N-{1-[(1-meTun-
1H-imigason-2-in)myrnn\ninepuamH-4-in}-1H-nipon-2-
kapbokcamia

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0rnomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 1, WnaxoMm crofydyeHHs rigpoxnopuay 4-
6pom-5-beTnn-N-ninepnauH-4-in-1H-nipon-2-
kapbokcamigy (npombkHa cronyka 57) 3 1-metun-1H-
iminason-2-kapbanbaerigom (komepuinHo
OOCTYIMHUIA).

MC (ESP): 380,1 (M+H) ana C1sH20BrNsO

"H AMP &: 1,45 (m, 2H); 1,72 (d, 2H); 2,04 (m,
2H); 2,12 (s, 3H); 2,75 (d, 2H); 3,50 (s, 2H); 3,65 (s,
3H); 3,72 (m, 1H); 6,74 (s, 1H); 6,81 (s, 1H); 7,00 (s,
1H); 7,69 (d, 1H); 11,62 (s, 1H).

Mpvknag 123: Etun 2-(4-{[(4-6pom-5-meTun-1H-
nipos-2-in)kap6oHinjamiHo}ninepngunH-1-in)-1,3-
Tiazon-4-kapbokcunat

4-6pom-5-meTvn-N-ninepuanH-4-in-1H-nipon-2-
kapbokcamig rigpoxnopug (npomikHa crnonyka 57,
0,41r, 1,27mMmonb), 6ikapboHat Hatpito (0,42r,
1,78mMork) i etun 2-6pom-1,3-Tiazon-4-kapbokcunat
(0,30r, 1,27mmornb) ob'egHyBarm B IM®PA (5mn) B
atmocdepi a3oTy 1 Harpisanu npu 50°C npoTtsrom 18

roguH. Cymilwn  oxornogXyBarmm OO0  KiMHaTHOI
Temnepatypu 1 possogunm EtOAc (75mn) i Bogoto
(10mn). OpraHiyHun wap BijOKpeMoBanu,

BUCYLLYBanN Had CynbaTom HaTpito, dinbTpyBamm 1
KOHLIeHTpyBanu y BakyyMi. [lpy OYMLLUEHHi LWINsaxom
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dreww-xpomatorpadii (MeOH/OXM, 10%)
ofepxyBanu 275Mr BkazaHo| B 3arofioBKy CroJyKW.

MC (ESP): 439,2 (M-H) anst C11H21BrN4O3S

'H AMP &: 1,28 (t, 3H); 1,56 (m, 2H); 1,87 (d,
2H); 2,14 (s, 3H); 3,18 (t, 2H); 3,81-4,10 (m, 3H); 4,24
(9, 2H); 6,83 (s, 1H); 7,71 (s, 1H); 7,81 (d, 1H); 11,54
(s, 1H).

Mpvknag 124: 4-6pom-5-meTtun-N-[1-(1,3-Tiason-
2-in)ninepunaunH-4-in}-1H-nipon-2-kapbokcamig,

BkasaHy B 3aronioBky CMOMyKy CMHTe3yBanu 3a
A0rnomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 123, WwrsixoMm crnofydeHHs rigpoxnopuay 4-
6pom-5-meTun-N-ninepmanH-4-in-1H-nipon-2-
kapbokcamigy (npomikHa crnonyka 57) 3 2-6pom-1,3-
Tia30m1oM (KOMepLiiHO LOCTYMHUIA).

MC (ESP): 369,1 (M+H) ana C14H17BrN4OS

'H AMP &: 1,57 (m, 2H); 1,86 (d, 2H); 2,14 (s,
3H); 3,16 (t, 2H); 3,87-4,10 (m, 3H); 6,82 (s, 1H); 6,86
(s, 1H); 7,19 (s, 1H); 7,81 (d, 1H); 11,68 (s, 1H).

Mpuknag, 125: N-[1-(1,3-6etooTiazon-2-
in)ninepnanH-4-in]-4-6pom-5-metn-1H-nipon-2-
Kapbokcamig

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 123, wrsixoMm crnofydeHHs rigpoxnopuay 4-
6pom-5-MeTtun-N-ninepuanH-4-in-1H-nipon-2-
kapbokcamigy (npomikHa crnonyka 57) 3 2-6pom-1,3-
6eH30Tia30/10M (KOMEPLINHO JOCTYMHUIA).

MC (ESP): 419,1 (M+H) gnsa C1gH19BrN4OS

'H AMP &: 1,58 (g, 2H); 1,91 (d, 2H); 2,14 (s,
3H); 3,31 (t, 2H); 3,95-4,15 (m, 3H); 6,82 (s, 1H); 7,07
(t, 1H); 7,28 (t, 1H); 7,47 (d, 1H); 7,76-7,82 (m, 2H);
11,70 (s, 1H).

Mpvknag 126: Etun 5-(4-{[(4-6pom-5-meTun-1H-
nipos-2-in)kap6oHinjamiHo}ninepugu-1-in)-1,3,4-
Tiagiazon-2-kapbokcunat

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0rnomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 123, wrsixoMm crnofydeHHs rigpoxnopuay 4-
6pom-5-meTun-N-ninepmanH-4-in-1H-nipon-2-
kapbokcamigy (npombkHa crionyka 57) 3i cknagHum
edipom 5-xnop-[1,3,4]tiagiason-2-kap6oHoBoi
kucnotu [Demaree, P 14 iH., Can. J. Chem 1977, 55(2)
243-50].

MC (ESP): 442,0 (M+H) gnsa C1sH20BrNsO3S

'H AMP &: 1,32 (t, 3H); 1,58 (m, 2H); 1,92 (d,
2H); 2,14 (s, 3H); 3,41 (t, 2H); 3,85-4,10 (m, 3H); 4,36
(g, 2H); 6,82 (s, 1H); 7,82 (d, 1H); 11,70 (s, 1H).

Mpvknag 127: 2-(4-{[(4-6pom-5-meTun-1H-nipon-
2-in)kap6oHinjamiHo}ninepuanH-1-in)-1,3-Tiazon-5-
Kapbokcamia

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 123, wrsixoMm crnofydeHHs rigpoxnopuay 4-
6pom-5-meTun-N-ninepmanH-4-in-1H-nipon-2-
kapbokcamigy (npomikHa crnonyka 57) 3 2-6pom-1,3-
Tiaszon-5-kapbokcamigom [J. Am. Chem. Soc. 1952,
74, 5799].

MC (ESP): 412,0 (M+H) ans C1sH1sBrNsO2S

'H AMP &: 1,54 (m, 2H); 1,86 (d, 2H); 2,14 (s,
3H); 3,21 (t, 2H); 3,87-4,10 (m, 3H); 6,82 (s, 1H); 7,16
(s, 1H); 7,64 (s, 1H); 7,79 (s, 1H); 7,81 (d, 1H); 11,69
(s, 1H).
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Mpvknag 128: 5-(4-([(4-6pom-5-meTun-1H-nipon-
2-in)kap6oHinjamiHo)ninepuanH-1-in)-1,3,4-Tiagiaszon-
2-kapboHoBa kucrnoTa

BkasaHy B 3arorioBKy CroflyKy CuHTE3yBamm 3
etmn 5-(4-{[(4-6pom-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}ninepuauH-1-in)-1,3,4-Tiagiazon-2-
kapbokcunaty (npuknag 126) 3a  JOMOMOrot
crnocoby, aHanoriyHoro 4o onMcaHoro B npvknagi 31.

MC (ESP): 414,0 (M+H) gnsa C14H16BrNsO3S

'H AMP &: 1,58 (m, 2H); 1,87 (d, 2H); 2,14 (s,
3H); 3,28 (t, 2H); 3,88 (d, 2H); 4,01 (m, 1H); 6,82 (s,
1H); 7,84 (d, 1H); 8,82 (s, 1H); 11,71 (s, 1H).

Mpvknag 129: 2-(4-([(4-6pom-5-meTun-1H-nipon-
2-in)kap6oHinjamiHo)ninepuanH-1-in)-1,3-Tiazon-4-
kapboHoBa kucroTa

BkasaHy B 3arofioBky CroflyKy CuHTe3yBamm 3

etmn 2-(4-{[(4-6pom-5-meTun-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuauH-1-in)-1,3-Tiason-4-
kapbokcunaty (mpuknag 123) 3a  [oOMNomororo

crnocoby, aHanoriyHoro 4o onMcaHoro B npvknagi 31.

MC (ESP): 413,0 (M+H) ans C4sH17BrN4OsS

'H AMP &: 1,56 (m, 2H); 1,86 (d, 2H); 2,14 (s,
3H); 3,17 (t, 2H); 3,90 (d, 2H); 4,00 (m, 1H); 6,83 (s,
1H); 7,64 (s, 1H); 7,85 (d, 1H); 8,20 (s, 1H); 11,72 (s,
1H).

Mpvknag 130; 4-6pom-N-[1-(4-uiaHo-1,3-Tia3on-
2-inyninepngnx-4-in}-5-metun-1H-nipon-2-
Kapbokcamia

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0rMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 123, wrsixoMm crnofydeHHs rigpoxnopuay 4-
6pom-5-meTun-N-ninepmanH-4-in-1H-nipon-2-
kapbokcamigy (npomikHa crnonyka 57) 3 2-6pom-1,3-
Tiazon-4-kapboHitpunom [Tempahedron Lett. 1977,
18(21), 1813].

MC (ESP): 394,0 (M+H) ana C1sH16BrNsOS

'H AMP &: 1,56 (m, 2H); 1,88 (d, 2H); 2,14 (s,
3H); 3,24 (t, 2H); 3,89 (d, 2H); 4,02 (m, 1H); 6,82 (s,
1H); 7,81 (d, 1H); 7,98 (s, 1H); 11,69 (s, 1H).

Mpvknag 131: 4-6pom-5-metun-N-[1-(1-meTun-
1H-TeTpason-5-in)ninepnanH-4-in]-1H-nipon-2-
Kapbokcamia

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 123, WwrsixoMm crnofydeHHs rigpoxnopuay 4-
6pom-5-meTun-N-ninepmanH-4-in-1H-nipon-2-
kapbokcamigy (npomixkHa crnonyka 57) 3 5-6pom-1-
meTun-1H-tetpazonom [Can. J. Chem. 1971, 49,
2139].

MC (ESP): 368,0 (M+H) ana C13H1sBrN;O

'H AMP &: 1,66 (m, 2H); 1,85 (d, 2H); 2,14 (s,
3H); 3,10 (t, 2H); 3,64 (d, 2H); 3,89 (s, 3H); 3,99 (m,
1H); 6,85 (s, 1H); 7,84 (d, 1H); 11,68 (s, 1H).

Mpvknag 132; 4-6pom-N-[1-(5-uiaHo-1,3-Tia3on-
2-inyninepngnH-4-in}-5-metun-1H-nipon-2-
kapbokcamia

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AornomMoror cnocoby, aHamnoriyHoro A0 OnMcaHoro B
npuknagi 123, WwrsixoMm crnofydeHHs rigpoxnopuay 4-
6pom-5-meTun-M-ninepmgnH-4-in-1H-nipon-2-
kapbokcamigy (npomikHa crnonyka 57) 3 2-6pom-1,3-
Tiason-5-kapboHitpunom [Tempahedron Lett. 1977,
21, 1813].

MC (ESP): 394,0 (M+H) ana C1sH1eBrNsOS
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'H AMP &: 1,56 (m, 2H); 1,90 (d, 2H); 2,14 (s,
3H); 3,35 (t, 2H); 3,97 (d, 2H); 4,05 (m, 1H); 6,82 (s,
1H); 7,82 (d, 1H); 8,04 (s, 1H); 11,70 (s, 1H).

Mpwvknag 133: 2-(4-{[(4-6pom-5-meTun-1H-nipon-
2-in)kap6oHinjamiHo}ninepuanH-1-in)-1,3-Tiazon-4-
Kapbokcamia

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 123, wrsixoMm crnofydeHHs rigpoxnopuay 4-
6pom-5-meTun-N-ninepmanH-4-in-1H-nipon-2-
kapbokcamigy (npomikHa crnonyka 57) 3 2-6pom-1,3-
Tiason-4-kapbokcamigom [J. Am. Chem. Soc. 1952,
74, 5799].

MC (ESP): 412,0 (M+H) ans C1sH1sBrNsO2S

'H AMP &: 1,57 (m, 2H); 1,86 (d, 2H); 2,14 (s,
3H); 3,18 (t, 2H); 3,90-4,10 (m, 3H); 6,82 (s, 1H); 7,39
(s, 1H); 7,40 (s, 1H); 7,46 (s, 1H); 7,81 (d, 1H); 11,68
(s, 1H).

Mpvknag 134: MeTtun 6-xnop-4-(4-{[(3,4-gunxrop-
5-meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepugnn-1-
in)xiHo niH-2-kap6okcunat

PosunH rigpoxnopuay 3,4-gaxnop-5-metun-Ne-
ninepuauH-4-in-1H-nipon-2-kap6okcamigy (nNpomikHa
crnonyka 1; 59wr, 0,21Mmonb), metun 4,6-
anxnopxiHoniH-2-kapbokcunaty ([FR Alexandra, i iH.,
TeTtpahedron 2003, 59: 1413]; 57mr 0,22mmornb) i
giizonponinenaminy (0,10mn) y AOM®A (2,0mn)
HarpiBarm B MiKpoxBuUnboBoMy peaktopi go 180°C
npoTtarom 30 xBUrMH. PeakuiiHy cymiwl po3soaunm
50mn EtOAc, notim ekctparyBarm 25mn 1H. NaOH,
2x25mn Bogoto, BucylyBamm Hag 6e3sogHum MgSOq
i KOHUeHTpyBanu y Bakyymi. HeouuweHy TBepay
peyoBuHy nigaasanu prew-xpomarorpadii  Yepes
HeWTpanbHWA cunikarens, BukopucToBytoun EtOAC sik
ernoeHT, i oaepxyBarm 37Mr BKka3aHOI B 3arofioBKy
cronykn; mpu kpuctanisauii 3 MeOH opepxysamm
Giny TBEPAY PEYOBUHY.

MC(ES+): 494,95/496,95/498,90 ans
C22H21CI3N4O3

'H AMP &: 1,85 (m, 2H); 1,954 (m, 2H); 2,10 (s,
3H); 2,98 (m, 2H); 3,49 (m, 2H); 3,85 (s, 3H); 3,97 (m,
1H); 7,24 (d, 1H, J=7,91); 7,50 (s, 1H); 7,75 (m, 1H);
7,87 (s, 1H); 8,02 (d, 1H, J=9,04); 11,93 (s, 1H).

Mpuknag, 135: 4-6pom-5-meTun-N-(1-{[4-
(TpudTopmeTUN)-1H-iHgon-2-inikapboHini  ninepuanH-
4-in)-1H-nipon-2-kap6bokcamig,

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
JOrMoMoror crnocoby, aHaroriyHoro A0 OAepKaHHs
NPOMDKHOT ~ CMOMyKM 2,  LUMSXOM  CMOfyYeHHsi
rigpoxnopugy 4-6pom-5-meTun-N-ninepuamH-4-in-1H-
niposn-2-kapbokcamigy (MpomixHa cronyka 57) 3 4-
(TpudpTOopMeTUn)-1H-iHOO N-2-kapOOHOBOKD  KMCMNOTOH
[J. Am. Chem. Soc. 1957, 79, 1745].

MC (ESP): 497,0 (M+H) gnsa C21H20BrF3N4O2

'H AMP &: 1,50 (g, 2H); 1,93 (d, 2H); 2,14 (B,
3H); 3,23 (m, 2H); 4,07 (m, 1H); 4,40 (m, 2H); 6,77 (s,
1H); 6,83 (s, 1H); 7,37 (t, 1H); 7,46 (d, 1H); 7,74 (d,
1H); 7,83 (d, 1H); 11,70 (s, 1H); 12,23 (s, 1H).

Mpuknag, 136;  4-6pom-N-{1-[6-xnop-4-(1H-
1,2,3 4-TeTpason-5-in)-2-nipugnHinl-4-ninepuavHing-
N,5-aumeTnn-1H-nipon-2-kapbokcamig

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 18, BUKOPUCTOBYIOUN SK BUXIAHY PEYOBUHY
1-[6-xnop-4-(1H-TeTpason-5-in)nipuanH-2-in)-1H-
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meTanninepuguH-4-amiH  (MpombkHa crnonyka 64) i
neHTadpTopdeHin 4-6pom-5-meTn-1H-nipon-2-
kapbokcunar (MpomikHa cronyka 17).

MC (ES): 481 (M+H) gnsa C1gH20Br1NsO

'H AMP &: 1,54 (m, 4H); 2,04 (s, 3H); 2,72 (s,
3H); 2,95 (t, 2H); 4,21 (d, 2H); 4,46 (t, 1H); 6,30 (B,
1H); 7,01 (s, 1H); 7,17 (s, 1H); 11,29 (s, 1H).

Mpvknag 137: 4-6pom-N-{1-[6-xnop-4-(2-meTun-
2H-1,2,3,4-TeTpazon-5-in)-2-nipnauvHin]-4-
ninepuanHin}-5-metun-1H-nipon-2-kap6okcamig

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npvknagi 42, BUKOPUCTOBYOUN AK BUXIOHY PeYOBUHY
1-[6-xnop-4-(1-memn-1H-TeTpason-5-in)nipygnH-2-
in)-N-meTunninepmanH-4-amiH (MpoMixXHa crnonyka 65)
i neHtadTOopcheHin  4-6pom-5-meTnn-1H-nipon-2-
kapbokcunar (MpomikHa cronyka 17).

MC (ES): 481 (M+H) nnsa C1gH20BrCINsO

"H AMP &: 1,49 (m, 2H); 1,87 (m, 2H); 2,14 (B,
3H); 3,11 (m, 2H); 4,06 (m, 1H); 4,31 (m, 2H); 4,34 (s,
3H); 6,82 (s, 1H); 7,07 (8, 1H); 7,16 (s, 1H); 7,78 (d,
1H); 11,68 (8, 1H).

Mpwvknag 138: Etun 2-(4-([(3,4-gnxnop-5-meTtun-
1H-nipon-2-in)kap6oHinjamiHo) ninepuanH-1-in)-4-
(rigpokcumeTnn)-1,3-Tiason-5-kapbokcunat

Etvn 2-(4-{[(3,4-pnxnop-5-meTun-1H-nipon-2-
in)kap©oHin)amiHo}ninepuanH-1-in)-4-
(meTokcumeTun)-1,3-Tiazon-5-kapbokecunar (npuknag
276; 50mr; 0,105MMomMmb) po3unHsaiM B 6e3BOAHOMY
OXM i oxonomkyBarm pgo -78°C. Tlo kpamnsx
popgasarm 1M Tpubpomig Gopy/ OXM (105mkn;
0,105mmonb). Cymiw nepemiwyBanm npu -78°C
npotarom 15  XxBWNMH, MOTIM MPW  KIMHaTHIN
Temnepatypi npotarom 4 roguH. Cymiw po3sBoaumm
OXM, npommeanu Bogoto # BucywyBamm Hag NaxSOa.
OpraHiyHy a3y KOHUeHTpyBarmM y  Bakyymi,
OLePXYHoun BKa3aHy B 3arosioBKy crofyky (20mr).

MC (ES)MH+Z 461 ans C1gH22Cl2N4O4S

"H AMP 3: 1,16-1,19 (t, 3H); 1,56-1,61 (brs, 2H);
1,84-1,87 (d, 2H); 2,11 (s, 3H); 3,24 (t, 2H); 3,88 (d,
2H); 4,00 (brs, 1H); 4,114,13 (q, 2H); 4,55 (s, 1H);
7,21-7,23 (d, 1H); 11,91 (s, 1H).

Mpvknag 139: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo}ninepugnH-1-in)-6-[2-
(aMmMeTMNaMiHOKTOKCU]i3OHIKOTMHOBA KUCoTa

HaTtpin (155wmr, 6,74MMorb) i 2-
(ammeTtnnamiHo)etaHon (0,677mn, 6,74Mmornb) pasom
nepewmiwysanu B AM®A (1,5mn). Jogasarm metnn 2-
xrop-6-(4-{[(3,4-anxnop-5-meTun-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)isoHikoTMHAT
(npuknag  333; 200mr, 0,449mmorb). Peakuiny
Cymilw  HarpiBanu B konbi  3i  3BOPOTHWUM
XONOAUIbHMKOM MPOTArOM HOYi, MOTiIM AOBOAMIM OO
KiMHaTHOT TemnepaTtypu 1 NIAKUCNSANN 3a AONOMOrok
10%-Hoi HCI. PeakuiiiHy cymiw po3noginanu Mix
EtOAc i Bogoto. OpraHivyHuiA Wwap npoMuBanm BOAOH,
MoTiM  COMSHMM  PO34YMHOM,  BWCYLYBanu Haj
cynbatomMm HaTpito W KOHUEHTpyBanu, ofepxyrouu
HeobXxigHWi NpOAYKT. HeouuweHnn npoaykT
ouuwanu 3a gonomoroto BTPX i3 06epHeHoto dhasoto,
enoloun  cymiwamun  Boga/aueToHiTpun/T®K, i
ofepxysamm HeobxigHun npogykT (60mr).

MC (ES): 484 (MH") ans C21H27CIaNsO4

'H AMP &: 1,57 (m, 2H); 1,88 (m, 2H); 2,17 (s,
3H); 2,85 (s, 6H); 3,09 (m, 2H); 4,07 (m, 1H); 4,24 (m,
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2H); 4,55 (m, 2H); 6,46 (s, 1H); 6,83 (s, 1H); 7,20 (d,
1H); 9,52 (brs, 1H); 11,98 (s, 1H); 13,41 (brs, 1H)

Mpuknagn 140-147

HacTynHi cronykun cuHTe3yBanu 3a AOMOMOrolo
crnocoby, aHanoriYyHoro JO OMnMcaHoro B Mpuknagi
139, BMKOPUCTOBYIOYN AK BUXIOHY PEYOBUHY METUIy
2-xnop-6-(4-{[(3,4-anxrnop-5-metun-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)isoHikoTMHAT
(npuknag 333) i KOMepuiiHO [OCTYMHi  CrMpTW,
HaBeeHi B Tabnuui HKYe.

Mpvknag 140: 2-6ytokcu-6-(4-{[(3,4-anxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)isoHikoTMHOBA KMCMOTa

Mpvknag 141: 2-(4-([(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepugunH-1-in)-6-(2-
METOKCIETOKCW)i30HIKOTMHOBA KUCoTa

Mpvknag 142: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo}ninepugunH-1-in)-6-(2-
ripOKCIE TOKCW)i30OHIKOTMHOBA KUCTIOTa

Mpvknag 143: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepugnH-1-in)-6-[2-(2-
rifpOKCie TOKCK)Ee TOKCU]i3OHIKOTMHOBA KU1CroTa

Mpvknag 144: 2-(4-{[(3,4-guxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepugnH-1-in)-6-[2-(2-
METOKCIE TOKCU)CTOKCMH]i3OHIKOTMHOBA KUCTIOTa

Mpvknag 145: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo}ninepugunH-1-in)-6-(2-
i30MpOMNOKCIe TOKCM)i30HIKOTMHOBA KMUCMoTa

Mpvknag 146: 2-[2-(Aninokcn)eTokewmi-6-(4-{[(3,4-
avxnop-5-metun-1H-nipon-2-in)
kapOboHinjamiHo}ninepuamH-1-in)isoHikoTMHOBA
KucnoTa

Mpvknag 147: 2-(4-{[(3,4-Ouxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo}ninepugunH-1-in)-6-(2-
MOPdOriH-4-iNeTOKCK)i30HIKOTUHOBA KMUCTIoTa
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Mpvknag 148: 2-tpet-ByTtoken-2-okcoetnn 2-(4-
{[(3,4-puxnop-5-metun-1H-nipon-2-
in)kap6oHin]amiHo}ninepnaunH-1-in)-6-(2-
METOKCIETOKCW)i3OHIKOTUHAT

TpeT-6yTn xnopauetat (28wmr, 0,190Mmorb)
popjasanu Ao po3unHy 2-(4-{[(3,4-gnxnop-5-meTtun-
1H-nipon-2-in)kap6oHin]amiHo}ninepuanH-1-in)-6-(2-
METOKCIE TOKCH )i3OHIKOTUHOBOT KUCIIOTH (60mr,
0,127mmonb) (mpuknag 141) y OM®A (2mn), notim
popjasarm  dTopuag  uesito  (47wvr, 0,313mmoms).
OTpuvmMaHy cymill nepemiwyBamm npu  KiMHaTHIN
TeMmnepartypi npotarom 24 roauH. Cymiw
¢inbTpyBanuM n ouunwanu wnaxom BTPX, entotoun
cymiwamn Boga/aueToHITPUN/TPK, i ogepxysam
HeobXigHW NpoaykT (20mr).

MC (ES): 585 (MH") anst C26H34C12N4O7

'H AMP &: 0,96 (s, 9H); 1,37 (m, 2H); 1,67 (m,
2H); 1,97 (s, 3H); 2,85 (m, 2H); 3,09 (s, 3H); 3,44 (m,
2H); 3,84 (m, 1H); 3,99 (m, 2H); 4,14 (m, 3H); 5,73 (s,
1H); 6,16 (s, 1H); 6,55 (s, 1H); 7,00 (d, 1H); 11,75 (s,
1H).

Mpvknag 149: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo}ninepugnH-1-in)-6-[2-
(ammeTnamiHo )ctokcu]-N-MeToKCii3oHIKOTUHaMIA

BkasaHy B 3aronoBKy CrofyKy OfepxyBamwu, sK
ommcaHo Ans npuknagy 8 3 2-(4-{[(3,4-auxmop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-6-[2-(aMmeTMNamiHo )e TOKCH]i3OHIKOTUHOBOT
kmucnoTu (npuknag 139) kucnotu n rigpo xropugy O-
MEeTUMTiAPOKCUNaMiHy.

MC (ES): 513 (MH+) ans CooH30Cl2NgO4

'H AMP &: 1,56 (m, 2H); 1,88 (m, 2H); 2,17 (s,
3H); 2,85 (s, 6H); 3,08 (m, 2H); 3,70 (s, 3H); 4,19 (m,
1H); 4,52 (d, 2H); 4,54 (m, 2H); 6,34 (s, 1H); 6,69 (s,
1H); 7,20 (d, 1H); 11,85 (s, 1H); 11,98 (s, 1H).

Mpvknag 150: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo )ninepugnH-1-in)-6-[2-
(NponioHinokcu)eTokcKJisoHIKOTMHOBA KMCTOTa

2-(4-{[(3,4-pnxnop-5-metnn-1H-nipon-2-
in)kap6oHin]amiHo}ninepnaunH-1-in)-6-(2-
ripOKCIE TOKCW)i30HIKOTUHOBY KMUCMOTY (npuknag 142)
(199wmr, 0,435mMmonb) posunHsinn B AXM (3mn). Mo
Kpannax pJgogasanu nponaHoinxmopug (37,83mkn,
0,435Mmonb) | OTpUMaHy CyMill nepemillyBanu mnpu
KIMHaTHIn Temnepatypi npoTarom 2,5 roguH. Cymil
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possogum EtOAc i npommeanu Bogoto. BogHy dasy
ekctparyBanm EtOAc, i ob'egHaHy opraHiuHy a3y
BUCYLLYBanu Hag cynbgaTtom HaTpito n
KOHUEHTPYBanu y BaKyyMi, oJepXyun HeoOXigHWn
npoaykT. HeounweHnuin npoaykt posymnHam B JMCO
n ounwann wnaxom BTPX i3 obepHeHolo dasoto,
enoloun  cymiwamun  Boga/aueToHiTpun/T®K, i
ofepxysanm HeobxigHun npoaykT (35mr).

MC (ES): 513 (MH") ans C22H26Cl12N4O6

"H AMP &: 1,01 (t, 3H); 1,57 (m, 2H); 1,87 (m,
2H); 2,17 (s, 3H); 2,31 (m, 2H); 3,07 (m, 2H); 4,05 (m,
1H); 4,23 (m, 2H); 4,33 (m, 2H); 4,44 (m, 2H); 6,40 (s,
1H); 6,79 (s, 1H); 7,43 (d, 1H); 12,17 (s, 1H); 13,62
(m, 1H).

Mpvknag 151: 2-(4-{[(3.4-guxnop-5-metun-1H-
nipon-2-in)kap6oHin]amiHo)ninepuanH-1-in)-N-
MeTOKCU-6-(MeTUICy b OHIN)i3oOHIKOTUHaMIL

2-(4-{[(3,4-pnxnop-5-metnn-1H-nipon-2-
in)kap6oHin]amiHo}ninepuaunH-1-in)-N-meTokcun-6-
(MeTuncynbdiHin)isoHikotTvHamig  (npuknag  152)
(90mr, 0,185mmonb) posdnHsAnu B 6e3sogHomMy OAXM
(5mn). Aogasanu mCPBA (32mr, 0185mMMornb) i cymil
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
12 rogwH. HeouuweHy cymiw po3Bogurm
npomuBarm 10%-HUM Tiocynbdartom HaTpito, BOAOIO,
COMSAHVMM PO34YMHOM | BUCYLLYBarmM Hag cyfbdaTtom

HaTpilo N KOHUeHTpyBanM Yy BakyyMmi. KopuyHeBe
macno oynwanm 3a  pgoromorow  cdrew-
xpomarorpadii,  ernow4YnM  aueTOoHITPMIOM/BOAOI0

(0,1% T®K), i ogepxyBarm BkasaHy B 3arofioBKy
crnonyky (11mr).

MC (ES) (M+H): 504 ansa C19H23CI2Ns05S

'H AMP &: 1,53 (m, 2H); 1,83 (m, 2H); 2,03 (s,
3H); 2,97 (m, 2H); 3,12 (s, 3H); 3,62 (s, 3H); 4,07 (m,
1H); 4,28 (m, 2H); 7,16 (d, 1H); 7,30 (s, 2H); 11,87 (s,
1H); 12,05 (s, 1H).

Mpvknag 152: 2-(4-([(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo)ninepuanH-1-in)-N-
MeTOKCK-6-(MeTuncyap iHin)isoHikoTMHamig

Memun  2-(4-{[(3,4-gnxnop-5-meTioi-1H-nipon-2-
in)kap6oHin]amiHo}ninepugunH-1-in)-6-
(meTuncynbdiHin)isoHikotnHat (npuknag 334; 200mr,
0,422mmonb) po3umHaim B 6e3sogHomy TI® (5mn) i
0obpobrsnm 2 H. rigpokeugom niTito  (10mn) npwm
nepemiwyBaHHi  mpotarom 45  xBunmH.  Cymiw
OXOMNMopKyBarM Ha nboAsHin GaHi 1 nigkMcnanmm 3a
pornomoroto 1H. HCI. BogHui po3unH ekcTparyBanm
EtOAc. OpraHiyHy a3y npomwmBarm  BOAOMO,
BUCYLLYBanu Hag cynbgaTtom HaTpito n
KOHUEHTpYyBanu y BaKkyyMi, OAepXyluu roxigHe
KMCINOTWU Yy BUrMNSAAi KOPWYHEBOI TBEpAOl PeyvoBUHU
(npu PXMC BusaBnenui nik 459). Lito kucrnoty (95wmr,
0,207mmonb) nmigoaBanu peakuii 3 rigpoxnopuaom
meTokciaminy (17,3mr, 0,207MMOnMb) 3a AOMOMOroH
crnocofy, aHamnoriYyHoro 4o onucaHoro B npuknagi 8,
OLEePXYHoUM BKa3aHy B 3arosioBKy crofyky. (30mr).

MC (ES) (M+H): 488 ansa C19H23CI2N504S

'H AMP &: 1,58 (m, 2H); 1,92 (m, 2H); 2,18 (s,
3H); 2,80 (s, 3H); 3,18 (m, 2H); 3,76 (s, 3H); 4,12 (m,
1H); 4,29 (m, 2H); 7,08 (s, 1H); 7,22 (d, 1H); 7,34 (s,
1H); 11,96 (s, 1H); 12,17 (s, 1H)

Mpvknag  153:  2-xmop-6-(4-{[(3,4-anxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)isoHikoTMHOBA KMCOTa
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BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
AOrMoMoror cnocoby, aHamoriyHoro Ao OnMcaHoro B
npuvknagi 44, 3 memn 2-xnop-6-(4-{[(3,4-auxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)isoHikoTuHaTy (npuknag 333).

MC (ES) (M+H): 431 ansa C17H17CI3N4O3

'H AMP &: 1,64 (m, 2H); 2,00 (m, 2H); 2,46 (s,
3H); 3,46 (m, 2H); 4,40 (m, 1H); 4,55 (m, 2H); 7,21 (s,
1H); 7,27 (s, 1H); 7,59 (d, 1H); 12,13 (s, 1H); 14,06
(brs, 1H).

Mpuknag, 154: 2-{2-[(TpiT-
ByTokcukap6oHin)amiHoleTokcu}-6-(4-{[(3,4-auxnop-
5-meTun-1H-nipon-2-in)kap6oHrinjamiHo )ninepugnn-1-
in)nipumiguH-4-kapboHoBa KMcroTa

Mapwg HaTpito (0,097, 4,02mMmork ) fogasanu oo
nepemilyBaHoro PO34umHy TpeT-6yTunn 2-
rigpokcieTunkapbamary (0,62mn, 4,02mmonb) y TI®
npu  0°C B atmocdepi asoty. Lo cymiw
nepemiwysanu npotarom 15 xsurmH npu 0°C i
HarpiBamu 4o KiMHaTHOT Temnepatypu. [lo peakuinHot
cymiwi gogasamm metun 2-xnop-6-(4-{[(3,4-amxmnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)nipymiguH-4-kapbokcunat  (npuknag 6, 0,30r,
0,67MMOrb) i oTpMMaHy Cymill nepemillyBanu BCHo
Hi4. Peakuito 3ymHam Bogoto (10mn) i Tro
BMOANAM MpU 3HWKEHOMY TuCKy. BoaHuii po3uuH
nigkvcnsanu 3a gonomoroto 1H. HCI n ekctparyBanu
EtOAc. O6'egHaHnin ekCTpakT MpoMUBaM BOAOH 1
COMAHMM PO3YMHOM, BUCYLLyBanM Hag cyrnbdatom
MarHito, inbTpyBanu 1M KOHUEHTpyBanu, ogepxyoun
KOpU4YHEBE  Macfio, Ske  ouuwanM  LUISAXOM
HaniBnpenapaTtuesHoi BTPX i3 obepHeHol dasoto,
entotoun aueToHiTpunom/sogoto (0,1% TPK).

MC (ES) MH": 557 ans C23H30Cl2NsOs

"H AMP &: 1,36 (s, 9H); 1,53 (m, 2H); 1,89 (m,
2H); 2,16 (s, 3H); 3,20 (m, 2H); 3,27 (m, 2H); 4,09 (m,
1H); 4,24 (t, 2H); 4,53 (brs, 2H); 7,00 (t, 1H); 7,05 (s,
1H); 7,23 (d, 1H); 11,96 (s, 1H).

Mpuknag 155-162

HacTynHi cronyku cuHTe3yBanu 3a AOMOMOrolo
crnocoby, aHanoriYyHoro JO OnMcaHoro B npuknagi

154, BUKOPWUCTOBYIOMM  SIK  BUXIOHY  PEYOBUHY
KOMEpUINHO AOCTYMHi cnupTu W rigpuag  Hatpito, i
34iNCHIOIYN  B3aeMofilo  oTpuMaHux  in situ

ankokcugos 3 MeTtun 2-xnop-6-(4-{[(3,4-amxmnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)nipymiguH-4-kapbokcunaTom (npuknag 6).
KomepuiiHO gocTynHi crmpTu HaBedeHi B Tabnmui
HUKYe.

Mpvknag 155: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuamH-1-in)-2-(2-
MeTOKCieTokcu)nipuMiauH-4-kapboHoBa kucnoTa

Mpvknag 156: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-[2-
(meTunTio )cTokecU]nipyMiamMH-4-kapboHOBa KucrnoTa

Mpvknag 157: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuamH-1-in)-2-(2-
MopdoniH-4-ineTokcn)nipumiamH-4-kapboHoBa
KucnoTa

Mpvknag 158: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuamH-1-in)-2-(2-
rigpokcie Tokcu)nipyMiamH-4-kapboHoBa KucrnoTa

Mpvknag 159: 2-6ytokcu-6-(4-{[(3,4-anxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)nipumiguH-4-kapboHoBa KMcroTa
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Mpvknag 160:  2-(2-AmiHoeTokcn)-6-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap©oHin]amiHo}ninepuauH-1-in)nipumignH-4-
kapboHoBa kucroTa

Mpvknag 161: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-[2-
(ammeTMnamiHo )eTokcu]nipumianH-4-kapboHoBa
KucnoTa

Mpvknag 162: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo)ninepugnH-1-in)-2-[3-
(ammeTnamiHo)nponokcKu]  MipumiguH-4-kapboHoBa

KMUCIOoTa
Tipncing Campr | THAMP & miz
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156 | I<meTRTTG) 133 (m, 20 L5 1=, I3 2,18 (5, JE0; 216 e, qk
eTuma | KMy 282 {1, B 5 R, 2 4,08 (bey, JRE) 403
|, 28 4201, 2R T s, TH TV THY
f TE,55 5 TH)
| e
[T Tovplreain- | 152 (. 3H), 105 (e, THE 216 5, I 320 41, EES]
Inermmon ZHIC 3,% (hrs, 214 3,73 {hes. 2E1); 3,96 (brs, 203K
2,04 {bers, 2H); £35 (b, 2T 4,50 (hes, AED); 700
(& THR 7,55 (d, §EC); 12,00 (s, LED),
15k eunenrmmns | 152 dm, 2008 067 =y 2HE 2,08 15 3HL, 3,07, 458

IHY: 3,560, 3 407 §m, 160K 426 {E, 244,39
(e, ZH) 7,02 §s, TR 720 0, DR 10,95 (s, 1ED)

T3 T, W90 139 fm, 3107, 150 v 90T, 167 b | 490
THY, | B, TH0; L6 Cn, TEDE 322 {m, 26D 410 [

(e, TH 8,28 1, THE 445 (s, THE 7,05 (o 1 |
7,234, VHY; ELAT {5, TH)

forram-1-nn

404

1,32 {m, 2HJ; 1,89 (m, ZH) 2,02 (:, 2HE 2,14 (s,
A 2,80 s, 3K 241 (s, JH); 5,18 {m, 45}, 409
(o, 113 A3 L, 2305 636 §m, 2065 70545, 1HE
T2, LEL); 9,56 (bes, 1H; 1196 5, L)

LmmeTENEginD

moonan-Eoa

kil Lemdmoeranon | 1,53 {m, 2000 1,90 (o 2H 2,07 i, SHD 3,20 dm | 447
AELL 4,13 jm, JI0); 805 Chre, 20 4,43 [, 200
T00 0, THY; 722 (. TH); 7,06 (bea, 2E0; 10,96 (=,
1H)

BT I 1,52 (m, 28); 1,92 (m, 200 2,16 (s, JEC; 284 05, [EE]

Cmmeramaing | GFL; 3,20 (0 20 5,459 (hes, 2000 4,10 (me TH);
ETEHOE 4,51 (b, 21 4.58 §m, 2E 7.1 e, 1 23000, |
TFED: 5,85 (bes, |Hy 11,99 {s, TH: |
Mpvknag 163; 6-(4-{[(3,4-auxnop-5-metun-1H-

nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-[2-
(meTuncynbdoHin)ctokcu]nipymiamH-4-kapboHoBa
KucnoTa

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npvknagi 14, BUKOPUCTOBYIOUN AK BUXIOHY PEYOBUHY
6-(4-{[(3,4-anxnop-5-metnn-1H-nipon-2-
in)kap6oHirn)amiHo}ninepuanH-1-in)-2-[2-
(meTunTio )eToKCH]NipUMianH-4-kapb6oHOBY
(npuknag 156).

MC (ES) MH": 520 anst C19H23C12N506S

'H AMP &: 1,54 (m, 2H); 1,88 (m, 2H); 2,16 (s,
3H); 3,00 (s, 3H); 3,14 (t, 2H); 3,55 (m, 2H); 4,03 (m,
1H); 4,28 (m, 2H); 4,55 (t, 2H); 7,01 (s, 1H); 7,16 (d,
1H); 11,90 (s, 1H).

Mpuknagn 164-168

KUCOTY
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HacTynHi cronyku cuHTe3yBanu 3a AOMOMOrolo
cnocofy, aHanoriYyHoro 4o onucaHoro B npuknagi 8,
BUKOPUCTOBYIOUM $SIK BUXiOAHY PEYOBUHY BiAMOBIAHI
noxigHi  kapOoHOBMX  KMCnoT i rigpoxnopug,
MeToKcunamiHy. BuxigHi noxigHi kapboHOBUX KMCMOT
HaBeeHi B TabNuLi HKYe.

Mpvknag 164: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHxinjamiHo}ninepuanH-1-in)-N-
MeTOKCU-2-(2-MeTOKCIE TOKCH)NipUMignH-4-
Kapbokcamia

Mpvknag 165: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHin]amiHo}ninepuanH-1-in)-N-
MeTOKCU-2-[2-(MeTUnTio )cToKCU]NipumMignH-4-
Kapbokcamia

Mpvknag 166: 2-6ytokcu-6-(4-([(3,4-anxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-N-meTokcunipyumiauH-4-kapbokcamin

Mpvknag 167; 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-[2-
(ammeTnamiHo)ctokcm]-N-mMeTokeunipumignumn-4-
kapbokcamia

Mpvknag 168: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-(2-
rinpokcieTokcu)-N-meTokcunipumianH-4-kapbokcamig,

11pancran HF | 'H AMP & ez
14 - |[{3,4-moenop- 5 ey T 1,52 {m, 2H); 158 (g 2Hg 2,06 (s, | 301
[H-mpan-1-njkapiomiz] S 3.2 k. 2HG; 5,88 s, Ay 201
v Emepmmm- L2432 |3 26 5 e (e, S 4,08 {m, 1H);
seTakciEToucea iTipHslamn-d- | 4,33 (e IH 447 1, THY LS50 5
Epfuuoes mecoots (opnxana | LH); 72200, 1H); 1084 (bes, iHE |
155 1156 s, L), [
TR | G0, A-mmanp-Swrran- | 1,58 (m, 260 B8 m, JHE 130, | 317
| 1H-mipoa-2-intmepfiomin] SO 26 s, SEO; 2,88 0, 2005, 100
il | e beAnpd 2 | i, 2l 3,67 (s, 3 4,08 (= LR
'| ({mErnmrioeroron mpesiam- | 4,53 (m, 2R 4,84, 2 65T (5
L-papfomone (mpancamn 136) LEL); 7,20 (& LEQ); 10,54 e, 1H)
L% s, LEER
TABR | 2-fyenRen S |[(3 8-auxneg- | GUZ (L SHY 140, 200 LIt (m, | &9
Semirin- 1 H-nips-2- 2 105 (o, ZHE LBE (m, ZHY,
iEapuaiasise ninepeas | 306 (5, 2H) 2,07 {L ZHE 3,660,
- -immripemiamr-d-xapbomana. | 3 4,08 (m, 8 4,27, 2HE 4,33
WAL e 159 dbrs, 2HY; 6,55 (s, LE); 7,22 (d, (M)
11,81 (s, TH); 10,96 {5 1H)
6T | G | b 1,50 (s, 2F25, L,B9 dm, 2H); LLG [ | 514
| TH-migne-2- e fonin] AH); 253 (s, 3E0) 2,85 (s, 307 200
i awibo)Einepaaan- o202 |0 25 369 (s, TG 408 (= LEG;
| Lanmeramusing orosse| 4,50 im, 200} 4,85 ¢, 2H); 70 (s,
miprnd s oo LEL); 7,20 THY; 11,35 (4, LHE
| WEnCTA [ mjpmkaEg 161} 1137 (3. |HE IH ssmmomric nia
! =N BOOH
168 ['&[L-:t[a;iﬁr-arpﬁahl" | 1,52 (o, 20Ty, [,BEqm, 2H), 216 (s, | ABT
| i -mipoa-I-injsapionin] JE; 307 [, 25T 3,67 (5, SH); 358
: it mmepann: bAnk242 | if, 28 4,10 (m, 1HY; 430z, 28k
| rinpoaciemonzrimipmdgm-2- | 4,35 fm, 2K 694 (5, THY, 72102,
| FapEaoes grcre npwenan | LECE 1130 (s, LHY; 1155 (=, LH)
{18
Mpvknag 169: 6-(4-{[(3,4-auxnop-5-metun-1H-

nipon-2-in)kap6oHinjamiHoininepugnH-1-in)-2-(2,3-
avrrigpokcunponokcu)-N-meTokeunipyumignH-4-
Kapbokcamia
6-(4-{[(3,4-anxnop-5-metnn-1H-nipon-2-
in)kap6oHin)amiHo}ninepuauH-1-in)-2-[(2,2-gumeTnn-
1,3-piokconaH-4-in)meTtokcu]-N-meTokeunipumignH-4-
kapbokcamig (mpwknag 313; 0,60r, 1,08Mmonb)
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posumHanu B TI®/Bogi (4:1; 2,5mn) i oxonompkysamm
po 0°C. TOK (0,1mMn) gogaBamm [0 PO3YMHY, LIO
noTiM MOBINbHO HarpiBanu 4o KiMHATHOI TemnepaTypu
N nepemiwyBamm Bclo HiY. Cymiw HenTpanisysanu

KOHLIEHTPOBaHWM  rigpokcMgoM amoHito 1 TId
BMgana/m y Bakyymi. Cymiw pos3sBogunm BOAOH
(4mn), ekctparysarm [OXM, i opraHivHi wapwu
BMCYLWIYBanM Hag cynbdatom marHito. Cymil

KOHLIEHTpYBanu y BakyyMi W HeOuYULLEeHWA MpoayKT
ouyuwanu WnaxoM xpomatorpadii i3 obepHeHow
asoio enotoun aueToHiTpunom/sogoto (0,1% TPK)
(33wmr).

MC (ES) MH*: 517 ans CooH26CI2NsOs

'H AMP &: 1,52 (m, 2H); 1,88 (m, 2H); 2,16 (s,
3H); 3,18 (t, 2H); 3,43 (d, 2H); 3,67 (s, 3H); 4,08 (m,
1H); 4,17 (m, 2H); 4,30 (m, 2H); 4,35 (m, 1H); 6,96 (s,
1H); 7,22 (d, 1H); 11,81 (s, 1H);11,96 (s, 1H).

Mpvknag 170: 6-(4-{[(3.4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo)ninepuanH-1-in)-N-
MeTOKCU-2-[2-(MeTUNCcy b dOoHiN)CTOKCH]NipUMignH-4-
Kapbokcamia

6-(4-{[(3,4-anxnop-5-metnn-1H-nipon-2-
in)kap©oHin)amiHo}ninepmanH-1-in)-N-meTokcu-2-[2-
(meTunTio )eTokcu]nipumignH-4-kapbokcamig (Mpuknag
165, 0,10r, 0,19mmorb) cycneHgysanu B XM (5mn) i
oxonogpkyearm go 0°C. Oogasarm mCPBA (0,067r,

0,387mmonb, 70%), MOTIM  peakuiiHy  cymiw
HarpiBanm no KiMHaTHOT Temneparypu n
nepemiwysanu npotarom 4 roauH. [opatkoBo
fonasanu eKBiBaneHT mCPBA i CyMiLLl

nepemillysanu BClO Hid. JoaaBann po3ynH Cyrnbaity
Hatpito (5%, 3mn) i wapu posginanu. BogHy dasy
ekctparysanm EtOAc n o6'egHaHwin  opraHivyHun
€eKCTpaKT BUCYLIyBanu Hag cynbdaToMm MarHiio W
KOHLIEHTPYBanu, ogepxytouun biny TBepay peyvoBuHY,
SIKy OuMLLaIM Wnsaxom xpomartorpadii i3 obepHeHow
dasoto, entotoumn (Big 20% o 75% aueToHiTpuny y
Bogi, 0,1% TPK), i ogepxxyBanm BKazaHy B 3arofioBKy
crnonyky (44wr).

MC (ES) MH": 549 anst C2oH26CloNO6S

'H AMP &: 1,52 (m, 2H); 1,88 (m, 2H); 2,15 (s,
3H); 3,05 (s, 3H); 3,18 (t, 2H); 3,60 (t, 2H); 3,67 (s,
3H); 4,10 (m, 1H); 4,32 (m, 2H); 4,64 (t, 2H); 7,00 (s,
1H); 7,21 (d, 1H); 11,86 (s, 1H); 11,95 (s, 1H).

Mpvknag 171: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo)ninepuanH-1-in)-N-
MeTOKCK-2-(2-
[(MeTuncynb doHin)amiHoJe Tokcu}nipumiguH-4-
Kapbokcamia

MeTaHcynbdoHinxnopug (0,032mn, 0,412Mmorb)
no Kpannsx AofdaBarmmM OO po3duMHy  2-(2-
amiHoeTokcwn)-6-(4-{[(3,4-anxnop-5-meTun-1H-nipon-
2-in)kap6oHinjamiHo}nine puamH-1-in)-N-
MeToKcunipumignH-4-kapbokcamigy (mpuknag 319,
0,20r, 0,412mmornb), TEA (0,11mn, 0,824mMmonb) i
OM®A  (3mn) npu  0°C. PeakuinHy  cymiw
nepemiwysanu npotarom 15 xsunuH npu 0°C, notim
peakuito 3ynmHAnu 3a gornomoroo Boau. BoaHy dasy
ekctparysanu EtOAc, mpomuBanmyM 3a [OMOMOroH0
Hacu4eHoro po3umHy GikapboHaTy HaTpito, BOAOK 1
COMSAHMM PO3YMHOM. il BUCYLLyBanu Hag CylbdaTtom
MarHito N KOHLEHTpyBanu, OZEepXKYlunm KOPUYHEBY
TBEepay PeyvoBUHY, SKy ouumwanu wnaxom BTPX i3
obepHeHoto dazoto (Big 30% Ao 35% aueToHiTpuny y
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BoAi, 0,1% TPK), ogepxytoum BkasaHy B 3arofioBKy
cnonyky (70mr).

MC (ES) MH": 564 ans CaoHa7CIoN-AS

'H AMP &: 1,52 (m, 2H); 1,88 (m, 2H); 2,16 (s,
3H); 2,93 (s, 3H); 3,18 (t, 2H); 3,29 (m, 2H); 3,67 (s,
3H); 4,20 (m, 1H); 4,32 (m, 2H); 4,34 (t, 2H); 6,98 (s,
1H); 7,23 (m, 2H); 11,82 (s, 1H); 11,97 (s, 1H).

Mpvknag 172: 6-(4-{[(3.4-auxnop-5-metun-1H-
nipon-2-in)kap6oHxin]amiHo}ninepuanH-1-in)-N-
MeTOKCU-2-0KC0-2,3-AurigponipumiamH-4-kapbokcamig,

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 8, BUKOPUCTOBYIOYM K BUXIAHY PEYOBUHY G-
(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap6oHin]amiHo}ninepnauH-1-in)-2-okco-2,3-
avrrigponipumiguH-4-kapboHoBY  KMCMOTY  (npuvknag,
173) i rigpoxrnopwug MeTOKCUMamiHy.

MC (ES) MH": 443 AN C17H20CI2NgO4

"H AMP &: 1,54 (m, 2H); 1,90 (m, 2H); 2,17 (s,
3H); 3,25 (m, 2H); 3,71 (s, 3H); 4,10 (m, 2H); 4,39 (br
s, 1H); 6,55 (s, 1H); 7,24 (d, 1H); 11,97 (s, 1H); 12,11
(s, 1H); 1H nig nikom Boauw.

Mpvknag 173: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHin]amiHo}nine puamH-1-in)-2-okco-
2,3-purigponipumig nH-4-kapboHoBa KucrnoTa

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0romMoror cnocoby, aHamoriyHoro Ao OnMcaHoro B
npuknagi 154, BUKOPUCTOBYIOYM K BUXIAHY PEYHOBUHY
2-cbypunmeTtaHon (KOMepUinHO [OCTYnHUR) i rigpua
HaTpito, i 34IACHIOYN B3AEMOZIO in situ yTBOpEeHMX
ankokcugis 3 metun  2-xnop-6-(4-{[(3,4-anxmnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)nipumiguH-4-kapbokcunaTom (npvknag 6).
OunLIEHHA HEOYULLEHOT peyYoBUHM wWinsixom BTPX i3
obepHeHolo pasow  MpuBOAWMNIO OO Tigponi3y
HeoOXigHOro MpPoAyKTy 3 YTBOPEHHSM BKa3aHOi B
3arorioBKy CMOMyKu.

MC (ES) MH": 414 ansa CqeH17CI2N504

'H AMP &: 1,54 (m, 2H); 1,90 (m, 2H); 2,16 (s,
3H); 3,26 (m, 2H); 3,71 (s, 3H); 4,09 (m, 2H); 4,49 (br
s, 1H); 6,68 (s, 1H); 7,24 (d, 1H); 11,97 (s, 1H); 1H
3HaXoAuUTLCA Mg NikoMm BOAMW.

Mpvknag 174: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-6-
MeToKCUMipuMiamH-4-kap6oHOBa KucrnoTa

Mpopokewg nitito (2M, 4mn) Harpisanu go 40°C i
Aopasanu po3unH meTun 2-(4-{[(3,4-auxnop-5-meTtnn-
1H-nipon-2-in)kap6oHin]amiHo}ni nepnaunH-1-in)-6-
MeToKcunipumignH-4-kapbokeunaty  (npuknag 315,
0,30r, 0,68mmornb) B MeOH. TemnepaTypy peakuii
nigsuwysamm go 60°C i cymiw nepemillysany npu Lin
Temnepatypi npotsarom 3 roguH. MeOH Bugansnw,
BOOHUA pO34uH oxonompkyBarm go 0°C i noTim
nigkucnsnu 3a gonomorot 1H. HCI. Ocag 36upamm
wnaxoM ginbTpadii 3 BiACMOKTYBaHHSM i MpoMuBanu
EtOAc, opepxXyloun BkasaHy B 3arofioBKy CrONyKy
(0,13r).

MC (ES) MH*: 428 ans Cq17H19CI2N504

"H AMP &: 1,54 (m, 2H); 1,90 (m, 2H); 2,17 (s,
3H); 3,24 (t, 2H); 3,89 (s, 3H); 4,04 (m, 1H); 4,49 (d,
2H); 6,50 (s, 1H); 7,22 (d, 1H); 11,97 (s, 1H); 13,23
(s, 1H).

Mpvknag 175: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHin]amiHo)ninepuamH-1-in)-N,6-
AVMeToKCcunipumianH-4-kapbokcamig,
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BkasaHy B 3aronioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuvknagi 8, BUKOPUCTOBYIOUM SIK BUXiAHY PEYOBUHY 2-
(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-6-
MeTOKCUMipUMianH-4-kapOoHOBY  KUCIOTy (npuvknag
174) i rippoxnopuag MeToOKCUamiHy.

MC (ES) MH*: 457 ans Cq17H19CIsNsO4

'H AMP &: 1,51 (m, 2H); 1,87 (m, 2H); 2,16 (s,
3H); 3,11 (t, 2H); 3,69 (s, 3H); 3,86 (s, 3H); 4,06 (m,
1H); 4,67 (brs, 2H); 6,45 (s, 1H); 7,20 (d, 1H); 11,83
(s, 1H); 11,96 (s, 1H).

Mpwknag 176: 2-(bytwnmio)-6-(4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHin)amiHo}ninepnanH-1-
in)nipumiguH-4-kapboHoBa KMcroTa

CycneHsito rigpugy HaTpito (239,5mr, 9,98MMorb)
y TI'® (5mn) oxonomxysarm go 0°C n obpobnsanu
posumHom 1-6ytaHTtiony (1,0r, 0,011 momb) y TI®
(5mn).  PeakuiiHy cymiw  3anuwanu  MoBifbHO
HarpiTuca 0o  KiMHaTHOT  Temnepatypu. [lpu
KOHLIEHTPYBaHHI NMpW 3HWKEHOMY TUCKY OAepXyBanu
6iny TBepay peuoBuHy (1,02r), wo, npubmsHo,
NoBUHHe SBMSATM cobOt0 HaTpieBy Cinb Tiona. MeTtun
2-xnop-6-(4-{[(3,4-anxmnop-5-memn-1H-nipon-2-
in)kap©oHin]amiHo}ninepuauH-1-in)nipumignH-4-
kapbokcunat (npuknag 6) (500mr, 1,12mMmonb) i
HaTpieBy cinb Tiony (627wr, 5,6MMonb) 06'egHyBanm
B OM®A (12mn) i HarpiBanm npu 90°C B atmocdepi
asoty npotarom 1 roguHu. [pu oxonogxeHHi Oo
KiIMHaTHOT ~ TemnepaTypy,  peakuiiHMiA  pOo34uH
po3sogurm EtOAc i Bogoto 1 noTim migkucnanm 3a
poromoroto 1H. HCI. BogHy nopuito ekcTparyBanu
EtOAc, i o6'egHaHi opraHiuHi nopuii BUCYLLYBanu Hag
cynbatomM Hatpito, pinbTpyBanu M KOHUEHTpyBanm
MPY  3HWKEHOMY TUCKY, OEPXYK4M KOpu4HEBE
mMacrno. [eska KiNbKiCTb HEOYMLLIEHOT peyoBUHA
ouvwanu 3a gornomoroto npenapatusHoi BTPX i3
BMKOPUCTaHHAM rpagieHTta 20-60% aueToHiTpun/sBoga
(0,1% T®K), ogepxytoun cinb TPK BkasaHoi B
3arorioBky crnonyku (50mr).

MC (ES™): 486,22, 488,22

"H AMP 5: 0,83 (t, 3H); 1,32 (m, 2H); 1,4 (m, 2H);
1,58 (m, 2H); 1,81 (m, 2H); 2,10 (s, 3H); 3,0 (t, 2H);
3,14 (m, 2H); 4,04 (m, 2H); 4,27 (m, 1H); 6,98 (s, 1H);
7,16 (d, 1H); 11,90 (s, 1H); mpoToH kapboHOBOI
KMUCIOTU He BUAHO

Mpuknagn 177-181

HacTynHi cronykun cuHTe3yBanu 3a AOMOMOrolo
crnocoby, aHanoriYyHoro JO OMnMcaHoro B npuknagi
176, 3 KOMepLiiHO OOCTYNHKX TioniB i rigpuay HaTpilo
LUISIXOM B3aemofiji HaTpieBoi coni, yTBOpeHoi in situ,
3  wMemwn  2-xnop-6-(4-{[(3,4-anxnop-5-metun-1H-
nipon-2-in)kap6oHin]amiHo}nine puamH-1-in)nipymiguH-
4-kapbokcunatom (npuknag 6). PeneBaHTHI Tionwu
HaBeeHi B TabNuLi HKYe.

Mpuknag 177: 2-((2-[(TpeT-
ByTokcukap6oHin)amiHoletnn}Tio)-6-(4-{[(3,4-anxnop-
5-meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepugnn-1-
in)nipumiguH-4-kapboHoBa K1croTa

Mpvknag 178: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo}ninepugnH-1-in)-2-[(2,3-
avrrigpokcunponin)tiolnipumiguH-4-kapboHoBa
KucnoTa
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Mpvknag 179: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepugunH-1-in)-2-
(M306yTUnTio)NipMMignH-4-kap6oHoBa KucrnoTa

Mpvknag 180: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-
(izonponinTio)nipumiguH-4-kapboHoBa kucnoTa

Mpvknag 181:  2-(tpet-bymmnTio)-6-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap©oHin]amiHo}ninepuauH-1-in)nipumignH-4-
kapboHoBa kucroTa

Mpucsan Bazimn “HAMP S mi
prunBHAs
177 mpem-fymun M- | 125 pmy 2TE L3005, 9H); 1,49 {m, 34 1,E) im, 571
| B-ucprurmeras) | 3H) L8 3H); 309 {m, THY 3,18 (m, IH); 405
Il apemt dm, 2E); 427 {rn, LEE); 6,54 45, THE 7,04% 1HK
TS0, THY, 111 (2 VH) epory eapluopsi
WHCRITTH WS BEEHG
1 A-zepaere-1.3- : 148 {m, IH); Iﬂlﬂm.ﬂ-ﬂh 2,00 i SHY; 29144, E115Y
mpanemeion | ZHE 2,86 d, BEK 304 {m, ZHY 36 {m, 1T 402
: {m, ZHE 429 {im, 1HE 2,00 [ 1H); LA, THE
| 12,90 5, LHY; mipaman Kasbanannt et s
| v
(2] Tweran1- | 000 i, GELT; 1,35 i, 2600 14 iy S 5,00 15, | 464
npTamTion FHL 2,90 [, THE 3,15 (g, THE 3,745
(mEreRpITRERTEA wymannsva, AH) 7,00 (5, 1HE
| TA70d, LH), 55008, TH), nporos kaplasosnd
KECETH B2 REEH
180 T-tpenarmion 128 o, &ET); 1.AD dme 260 1 22 (m, AT 2,10 s, (1]
Ak 3,14 m, IR 3T im, 1A, 4048 (m, 20
| 428 ¢m, LE); 6,90 s, [EK 7,588 (d, 1T 61,92 (s,
| THE iipirross gapfcnnmt KecioTH B0 BLIHn
181 mzem-Grnin 1A% fm, ALL); 13008, S50 L B2 =, ZL0); 21045, [T
VR POTLIT R I 5,00 (m, 24 4,08 [m, 2H); 424 4m, 14
in,w-;s, LH; 7,L64d, LR 11,50 45, THY, mpatan
J| KAPSONOED ENUAUTH 18 BRI,

Mpuknagn 182 - 185

HacTynHi cronykun cuHTe3yBanu 3a JOMOMOrolo
cnocofy, aHanoriYyHoro 4o onucaHoro B mpuknagi 8,
LUIAXOM CMOMYYEHHS KUCMOT, HaBedeHux y Tabnuui
HWXYe, 3 Tgpo XIopMaOM MeTOKCUIaMiHy.

Mpwvknag 182: TpeT-6yTnn 2-({4-(4-{[(3,4-Onxnop-
5-meTun-1H-nipon-2-in)kap6oHrinjamiHo}ninepugnn-1-
in)-6-[(meToKCiamiHO )kap OOHIN] NipUMIgUH-2-
inyTio)eTnnkapbamar

Mpwknag 183: 2-(bytumio)-6-(4-{[(3,4-anxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-N-meTokcunipymiauH-4-kapbokcamin

Mpvknag 184: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-
(izonponinTio)-N-meTokcunipumianH-4-kapbokcamis,

Mpvknag 185: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-[(2-
rigpokcieTun)Tio]-N-meTokcunipumiguH-4-
kapbokcamia

82261 160
Ogmicray | Ksenora 'HAMP R m's
[LH {4 2-[{rwmeem - | LSE G, 2H); 1,46 1= UHY LA m, | 600
| fpToxcnEsphoming | 3K 154 (m, EH) 2,73 (5, IHE 5,1

awiblernnt kS IEA | (m, 280 524 4m, 2 4,19 ém, 24
sEnanpeSewenna- 1 H-nipea-3- |4 500¢m, [H) 7,00 05 1T 7.3
L fapCeni o | BincpEgEn- | nepee e spannery
1-Inprl - - caprinen | pepfusey, 20 10,85 45, 1HY 1200
oo {mpacta 177) | s 11y

[LE] IErnurnn-b-{4- [ 4 D871, 3k 1,23 (m, 2H); LS [m, L1E]

_mwp-ﬁ-ﬂrru.a-l[‘[—uipon-ﬂ- 2k LYY (m, Y LB (m, 2}
ineapGonia Foaiec} minspasan- | T0 (s AHE 300 0 2H); 3,05 (my
lsimmipumiiing-d-capSonne | 3HE 341 (= X0 405 {m, 11k 4,21
wEeTa {mpukcean 1 76) fm, THE 652 {x TH); T8 4, 1)
116 {2 TFD); 10,90 s, THp

134 Gl |[{3, & amorop. 5 mEn 127 ¢d, 6EC); 1,448 §m, 2HY; L AL (m, | 501
1H-mipan-2-ixnmpfomrie) I 2,00 s SHY 302 {m, EHc 3,68
BTN R e B of Be {m, 1HE 450 (o, 2H); 427 {m, 1H};
{sonpomieTio i pEdiam -4- BL42 (5, EHE 7,13 (4, 1H); 1L,6E
il MW (0 R fhrs, THY [1,50 (=, 1H]
180

135 i+ (4= {[{3 S-nmmp-5 -womma- 1A {m, 3 LED m, 2RO TED s, | SO0
11-mipeen -2 -ixeaplionin] FHE 3,1-3,16 {prpeepusanns
s im0 gy B ouy nkrsiesy, 4H) 3,55
riaposcteman)micfmipesimned- | (L 2H); 400 dm, 2 4086 (m, LD,
capfoimon Fcoom (npmeney, | 659 (s T 708 (6, EE); 11,67 (s,
16} THE 1580, THY

Mpuknagmn 186 - 189

HacTynHi cronyku cuHTe3yBanu 3a AOMOMOrolo
cnoco®y, aHarnoriyHoro oo onmcaHoro B npuknagi 10,
LWMAXOM OKUCMIOBaHHA TioedipiB, HaBedeHuxX Yy
Tabnuui Bue, 3 mMCPBA.

Mpvknag 186: Tpet-6yTMn 2-({4-(4-{[(3,4-Anxnop-
5-meTun-1H-nipon-2-in)kap6oHrinjamiHo )ninepugnn-1-
in)-6-[(meToKCiamiHO )kap OOHIN] NipUMIQNH-2-
injcynbdoHin)etunkapbamar

Mpvknag 187: 2-(bytuncynbdoHin)-6-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-N-
MeToKcunipyMiamH-4-kapbokcamig

Mpvknag 188: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-
(izonponincynsgoHin)-N-meTokcunipumignH-4-
Kapbokcamia

Mpvknag 189: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-[(2-
rigpokcieTun)cynb oHin}-N-meTokcunipumignH-4-
Kapbokcamig
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Mpucany, Husioms I Thamre ms'z

186 ﬁpmulu L AL [, 2T £, 500s, ST 1,53 (my JEL); 1,53 (= [17]
ZH1; 2,11 (s, JE; 322 (m, 205 3,71 dm, 20 4,08
IE= ZHY, 4,58 0, LTHE 89748 TH); 707 14, THY,
TALis THE L1 B9 = THY; 11,92 (5, IHY

187 Thpuscnny 1B: | 0EL [, SE; 37 (m, 25 1,55 (m 2H); 136 (= Sk§
20 311 s, 36T 3.2 e TED); 6 (m 2O0N; 5560
FH); 4,08 fm, 2HE 455 dm, 105 7170, 10y, 759
fe THY; ELYE is, LHY; 1LY7 (s, IH)

1338 Mpmcony L84 | 1160, 6 15D (m, 2H); 187 (m, 2H LU, 31
3H; 3,28 ¢m, 2605 386 {5, MO 4,08 {m, 25 4,25
oy L 4,58 m, LED; 707 0, 100 7,39 {x, 10
1191 {5, 1Hk 11,54 =, 1H)

13 Mpmomne (88 | |45 (m, 2H); AT (fm, 260 2,01 (= 3H); 333 (=, 535
FEY; LG i, TH) 3,76 (3, 2H ) 4,08 e, TH); 4,60
(m, EHY; 707 4d, LEEE 739 (s 1L 1047 {s, 1M
LL®E fe, L0 L1 (s, LED)

Mpvknag 190: 6-(4-([(3.4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo)ninepuanH-1-in)-2-
(izonponinTio)nipumianH-4-kapbokcamia

6-(4-{[(3,4-anxnop-5-metnn-1H-nipon-2-
in)kap©oHin)amiHo}ninepuanH-1-in)-2-
(izonponinTio)nipumianH-4-kap6oHOBY KUCMOTY
(npuknag 180; 200mr, 0,423MMOrb), PO3YMH amiaky
(2Mb MeOH, 043mn, 0,846mmornk), TEA (0,06mn,
0,423mmornb) i HATU  (161mr, 0,42Mmonb)
ob'egHysann y OM®PA (3mn) i nepemiwysanm npu
KiMHaTHIn  Temnepatypi npotarom 1 roguHW.
PeakuinHy cymiw possogurm EtOAc i Bopgoto, i
opraHiyHy YacTuHy nocnigosHo npomusamm 1 H. HCI,
Hacu4yeHuMm OikapboHaTOM HaTpito W CONSIHUM
po3ymHoM. OpraHiYHy 4acTuHY BUCYLyBanM Hag
cynbatom HaTtpito, inbTpyBanu M KOHLEHTpYyBanu,
OAEpXYlun He 30BCiM Oiny TBepay pPevoBUHY
(312mr). HeouuweHy peyoBMHy ouMwamM 3a
Jonomoroto npenapaTtusHoi BTPX i3 BUKopUCTaHHAM
rpagieHta 40-70% auetoHitpun/Boga (0,1% TOK)
npotarom 14  XBWIMH, OJEPXYIUM BKasaHy B
3arofloBKy Cronyky y Burnagi  6inoi  TBepgoi
pPEeYvOBUHN.

MC (ES"): 469,06, 471,18

'H AMP &: 1,27 (d, 6H); 1,49 (m, 2H); 1,82 (m,
2H); 2,10 (s, 3H); 3,12 (m, 2H); 3,86 (m, 3H); 4,04 (m,
2H); 4,25 (m, 1H); 6,97 (s, 1H); 7,15 (d, 1H); 7,68 (s,
1H); 7,78 (s, 1H); 11,90 (s, 1H).

Mpvknag 191: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHin]amiHo}ninepuanH-1-in)-N-
MeTOKCU-2-niponiauH-1-innipyMianH-4-kapbokcamig

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AornomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 8, BUKOPUCTOBYIOUM AIK BUXIAHY PEYOBUHY 6-
(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-2-niponignH-1-
innipumiguH-4-kapboHoBy kucnoTy (npuknag 335) i
rigpoxnopua MeToKCUnamiHy.

MC (ES"): 494,67, 496,66

'H AMP &: 1,49 (m, 2H); 1,85 (m, 6H); 2,11 (s,
3H); 3,17 (m, 2H); 3,67 (s, 3H); 3,7 (m, 4H); 4,04 (m,
2H); 4,28 (m, 1H); 6,67 (s, 1H); 7,17 (d, 1H); 11,86 (s,
1H); 11,91 (s, 1H)

Mpuknag, 192: 3,4-gnxnop-N-{1-[2-xnop-6-
(rinpasuHokap6oHin)nipymiguH-4-injnine puanH-4-in}-
5-meTun-1H-nipon-2-kapbokcamig
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Memun  2-xmop-6-(4-{[(3,4-anxnop-5-meTun-1H-
nipon-2-in)kap6oHinjamiHo}nine puamH-1-in)nipymignH-
4-kapbokcunat (npuknag 6) (500wmr, 1,12mMmomb),
rigpasvH (0,035mn, 1,12mmormb) i TEA (0,16mn,
1,12mmore) o6'egHyBanm B OM®PA  (3mn) i
nepemiwlysanu npu KiIMHaTHIN ~ TemnepaTypi.
Mpotarom 1,5 roguHn yTtBOploBaBca OGimn ocag.
PeakuinHy  cymill  gogatkoBo  mepeMillyBanu
npotarom 30 XBUMWH, i NOTIM ocag 36upanu Wnsaxom
dinbTpauii 3 BIACMOKTYBaHHAM, ofepxytodu 377mr
BKasaHoi B 3aronioBky crionyku. 100mr HeounweHoi
PEYOBMHM OuULLANKM 3a AOMOMOrOK MpenapaTuBHOI
BTPX i3 BukopuctaHHam rpagieHta 40 - 70%
aueToHiTpun/soga (0,1% T®K) npoTtsrom 14 xBunmH,
OZIEPXKYIOUN 23Mr BKa3aHO| B 3arofioBKy CMOJSyKW.

MC (ES"): 446,21, 448,20

"H AMP &: 1,47 (m, 2H); 1,84 (m, 2H); 2,11 (s,
3H); 3,1 (m, 2H); 4,06 (m, 2H); 4,35 (m, 2H); 4,77 (m,
1H); 7,16 (d, 1H); 7,18 (s, 1H); 9,85 (m, 1H); 11,91 (s,
1H)

Mpwvknag 193: N-anin-2-xnop-6-(4-{[(3,4-gunxrop-
5-meTun-1H-nipon-2-in)kap6oHrinjamiHo}ninepugnn-1-
in)nipumiguH-4-kapbokcamig

Memun  2-xmop-6-(4-{[(3,4-anxnop-5-meTun-1H-
nipon-2-in)kap6oHinjamiHo}nine puamH-1-in)nipymiguH-
4-kapbokcunat (npvknag 6) (100mr, 0,224mmorb) y
6e3sogHomy TI® (3mn) nipgasanu peakuii 3

aninamiHom (0,025mn, 0,336mMorb), TpeT-
6yToKCHMaom HaTpito (32,29wr, 0,336MMmorb),
KOMIMIIEKCOM Pd(Dppf)2Cl- OXM (9,14wr,

0,0112mmore) i Dppf (18,61mr, 0,0336mMMorb).
PeakuinHy cymiw Harpisanu npu 80°C npotsirom 2
roavH. PeakuiiHy cymiw ginbTpyBamm 4yepes UeniT i
dinbTpaT KOHUEHTpyBarMm, OJepXyloun pygysaTy
TBEPAY PeYOBUHY. HeouulleHy peyoBUMHY oOuumLanu
3a [0rnoMoroto npenapaTtMBHoOT BTPX i3
BMKOPWCTaHHAM rpagieHTa 35-75% aueToHiTpun/soga
(0,1% T®K), opgepxyroum 12Mr SCHO-KOPUYHEBOI
TBepOoi peyoBUHM.

MC (ES"): 471,47

'H AMP &: 1,47 (m, 2H); 1,84 (m, 2H); 2,11 (s,
3H); 3,18 (m, 2H); 3,79 (t, 2H); 4,02 (m, 2H); 4,3 (m,
1H); 5,02 (t, 2H); 5,8 (m, 1H); 7,16 (d, 1H); 7,24 (s,
1H); 8,7 (t, 1H); 11,91 (s, 1H)

Mpvknag 194: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-
ninepasuH-1-innipumignH-4-kapboHoBa kucnoTa

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0rMomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 310, BUKOPUCTOBYIOUM K BUXIAHY PEYHOBUHY
MeTuny 6-(4-{[(3,4-anxnop-5-meTun-1H-nipon-2-
in)kap©oHin)amiHo}ninepuauH-1-in)-2-ninepasux-1-
innipumiguH-4-kapbokeunat (npwknag 317) i 2 H.
rigpokcug niTito.

MC (ES"): 480,29, 482,28

"H AMP &: 1,41 (m, 2H); 1,81 (m, 2H); 2,11 (s,
3H); 3,08 (m, 4H); 3,75 (m, 4H); 4,01 (m, 2H); 4,23
(m, 2H); 4,48 (m, 1H); 6,68 (s, 1H); 7,14 (d, 1H); 8,71
(m, 1H); 11,92 (s, 1H); npoToH kapbOHOBOI KMUCHOTH
He BMOHO

Mpvknag 195: 6-(4-([(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHin]amiHo}ninepuanH-1-in)-N-
MeTOKCUu-2-ninepa3uH-1-innipyumignH-4-kapbokcamia

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
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npvknagi 8, BUKOPUCTOBYIOUM SIK BUXiAHY peYOBUHY 6-
(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-2-ninepasuH-1-
innipumiguH-4-kapboHoBy kucrnoTy (npuknag 194) i
rigpoxnopua MeToKCUnamiHy.

MC (ES"): 509,70, 511,67

"H AMP &: 1,41 (m, 2H); 1,81 (m, 2H); 2,11 (s,
3H); 3,06 (m, 4H); 3,63 (s, 3H), 3,754,
(nepekpuBaHHs mynbTunneTis, 6H); 4,23 (m, 2H);
4,55 (m, 1H); 6,62 (s, 1H); 7,15 (d, 1H); 8,75 (m, 1H);
11,69 (s, 1H); 11,93 (s, 1H)

Mpvknag 196: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-(4-
mMeTunninepasuH-1-in)nipumiguH-4-kapboHoBa
KucnoTa

BkasaHy B 3aronioBky CMOMyKy CMHTe3yBanu 3a
A0rMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 310, BUKOPUCTOBYIOUM K BUXIAHY PEYHOBUHY
MeTuny 6-(4-{[(3,4-anxnop-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}ninepuanH-1-in)-2-(4-
mMeTunninepasuH-1-in)nipumiguH-4-kapbokcunat
(npuknag 318) i 2H. rigpokcug niTito.

MC (ES"): 494,31, 496,3

'H AMP &: 1,44 (m, 2H); 1,83 (m, 2H); 2,11 (s,
3H);, -24 (s, 3H); 3,17 (m, 4H); 3,641
(nepekpuBaHHs mynbTunneTis, 8H); 4,38 (m, 1H);
7,15 (d, 1H); 7,27 (s, 1H); 11,91 (s, 1H)

Mpvknag 197: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHxin]amiHo}ninepuanH-1-in)-N-
MeTOKCU-2-(4-meTunninepasun-1-in)nipumigun-4-
kapbokcamia

BkasaHy B 3aronioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 8, BUKOPUCTOBYIOUM K BUXIAHY PEYOBUHY G-
(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap6oHin]amiHo}ninepuanH-1-in)-2-(4-
mMeTunninepasuH-1-in)nipuMmiguH-4-kap6oHoBY
KUCIOTY (npuknag 196) i rigpoxropuza
MEeTOKCUMNaMmiHy.

MC (ES"): 523,72, 525,65

"H AMP &: 1,44 (m, 2H); 1,81 (m, 2H); 2,11 (s,

;2,76 (s, 3H); 2,94 (m, 2H); 3,06 (m, 2H); 3,39 (m,
3,63 (s, 3H); 3,9 (m, 2H); 4,23 (m, 2H); 4,55 (m,

;4,77 (m, 2H); 6,64 (s, 1H); 7,13 (d, 1H); 7,27 (s,

;11,71 (s, 1H); 11,92 (s, 1H)

Mpvknag 198: 2-(4-([(3,4-auxnop-5-metun-1H-

nipon-2-in)kap6oHinjamiHo}ninepugunH-1-in)-6-

(eTuncynb doHin)-N-meTokcunipyMiamH-4-

Kapbokcamia

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 10, BUKOPUCTOBYIOUN SK BUXIAHY PEYOBUHY
2-(4-{[(3,4-anxmop-5- meTun-1H-Tpon-2-
in)kap6oHirn)amiHo}ninepuanH-1-in)-6-(eTnnTio)-N-
MeToKcunipumignH-4-kapbokcamia  (mpuknag 203) i
mCPBA.

MC (ES"): 517.62. 519,61

"H AMP &: 1,13 (t, 3H); 1,44 (m, 2H); 1,85 (m,
2H); 2,11 (s, 3H); 3,14 (m, 2H); 3,41 (q, 2H); 3,67 (s,
3H); 4,05 (m, 2H); 4,77 (m, 1H); 7,15 (d, 1H); 7,34 (s,
1H); 11,92 (s, 1H); 12,16 (s, 1H)

Mpuknag, 199: 3,4-gnxnop-N-[1-(2-xnop-6-
LiaHonipumiguH-4-in)ninepuanH-4-in]-5-vetmn-1H-
nipon-2-kapbokcamig,

3H
2H
1H
1H

o o
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MaTouHun pO34nH nonicocdary
TpumeTUncuniny (oTpumaHoro 3rigHo i3 Yokoyama,
Masataka; Yosliida, Sayaka; Imamoto, Tsuneo.
[Synthesis, 1982, 7, 591-592]) ogepxyBanu LUASIXOM
ob'egHanHa P2Os (10r) i rekcameTungucuriokcaHy
(25mn) y 6e3BogHoMy Tomyoni (50mn) i HarpiBaHHS
cymiwi npu 80°C poTn, MOKM PO3YMH He CTaBaB
nposopum (Mpubm3Ho 45 xBunuH). 2-xnop-6-(4-
{[(3,4-puxnop-5-metun-1H-nipon-2-
in)kap©oHin]amiHo}ninepuauH-1-in)nipumignH-4-
kapbokcamin  (npuknag 37, 2,r, 4,8Mmonb)
nigaasanu peakuii 3 nonigpocdatoM TpumMeTUnIcuniny
(80mn), i peakuiiHy cymiw HarpiBarm npu 80°C
npotarom 5 roawH, nicns UbOro  peakuis
3AincHioBanacs npubmsHo Ha 50%. He crnocTepiramm
noAdanbLoro 34iMCHeHHA peakuil micnsa go4aTKoBOro
JopaBsaHHa  nionipochaty  TpUMeTUncuniny 1
peakuinHy cymiw  3anuwann  nepemiwysaTucs
JonatkoBo mpoTdaArom 2,5 AHiB. [pu oxonompkeHHi Ao
KiMHaTHOT Temnepatypu, peakuinHy cymiL
KOHLIEHTPYBanu npu 3HWKEHOMY TUCKY A0 BUOANEHHs!
GinbLIOCTi pO34YMHHKKIB. PiguHy, sika 3ammwmnacs,
posmpanun B nopowok 3 EtOAc i Bogot nJo
YTBOPEHHS KOPWUYHEBOrO Ocagy, SKUWA MepeBakHO
aBnse coboio  amigHui  nonepegHuk.  Cymil
dinbTpyBanu, i QinbTpaT KOHUEHTpyBanu Mpwu
3HWKEHOMY TUCKY, OJEPXKYIOUM BKasaHy B 3arofioBKy
CMoMyKy Yy BWUMMAQI >KOBTOI TBepAOl pPeyvOBUHW.
bnusbko 20mr oyunanm 3a [0rnomMoroto
npenapartueHoi BTPX i3 BuKopuCTaHHAM rpagieHTa
35-75% aueToHitpun/soga (0,1% T®K), Togi sk iHwy
YacTuHy  BMKOpWCTOByBanM  6e3  [oOaTKkoBOro
OYVLLEHHS.

MC (ES"): 436,17, 438,16

H AMP &: 1,51 (m, 2H); 1,9 (m, 2H); 2,12 (s,
3H); 3,28 (m, 2H); 4,06 (m, 2H); 4,43 (m, 1H); 7,16 (d,
1H); 7,64 (s, 1H); 11,93 (s, 1H)

Mpuknag, 200: N-1-{-[(Z)-
AmiHo(rigpokciimiHo )Me Tun]-2-xnopnipumiguH-4-
imyninepuauH-4-in)-3,4-guxnop-5-metun-1H-nipon-2-
Kapbokcamia

3,4-gnxnop-N-[1-(2-xnop-6-uiaHonipumianH-4-
in)ninepunaunH-4-in]-5-meTnn-1H-nipon-2-kapbokcamig
(npuknag 199, 150wmr, 0,36MMonb), rigpoxnopua
rigpokcunaminy (25mr, 0,36mmonb) i TEA (0,05mn,
0,36mmorb) o6'eaHyBanu B MeOH (5mn), i peakuinHy
cymiw HarpiBarim npu 80°C npoTtarom 2 rogwvH.
PeakuinHy cymiw possogurm EtOAc i mpomwusanm
Bogow. BopgHy nopuito ekctparysarm  EtOAc, i
ob'egHaHi opraHiyHi nopuii  BucywyBamm (cynbdat
HaTpito), iNbTpyBanM 1 KOHLEHTPYBaM, 0AepXyoun
SICHO-KOBTY TBEPAY pPeyoBuHy. HeounLleHy peqyoBuHy
ouvwanu 3a gornomoroto npenapatusHoi BTPX i3
BMKOPUCTaHHAM rpagieHTa 35-75% aueToHiTpun/soga
(0,1% T®K), ogepxxytoum 53Mr Bka3aHoi B 3arosioBKy
CMOMyKMW.

MC (ES™): 446,06, 448,05

"H AMP &: 1,50 (m, 2H); 1,84 (m, 2H); 2,11 (s,
3H); 3,16 (m, 2H); 4,06 (m, 2H); 4,21 (m, 1H); 7,08 (s,
1H); 7,16 (d, 1H); 10,36 (brs, 1H); 11,91 (s, 1H)

Mpvknag 201: Metun 2-(4-([(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHin)amiHo}ninepnauH-1-
in)-6-(eTunTio)nipumiguH-4-kapbokcunat

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
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npuknagi 9, WnNsaxom CroslyYeHHs mMeTun 2-xrop-6-
(eTunTio)nipyMiauH-4-kapbokcunary (npomixxHa

crnonyka 96) 3 rigpoxnopugom 3,4-guxrnop-5-meTur-
N-ninepuauH-4-in-1H-nipon-2-kapbokcamigy
(npomixkHa cronyka 1).

MC (ESP): 472,56 (M+H) gnsi C19H23CI2N503S

'H AMP &: 1,31 (t, 3H); 1,52 (m, 2H); 1,90 (d,
2H); 2,17 (s, 3H); 3,05-3,25 (m, 4H); 3,83 (s, 3H);
4,10 (m, 1H); 4,57 (d, 2H); 6,95 (s, 1H); 7,25 (d, 1H);
12,0 (s, 1H).

Mpvknag 202: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepugunH-1-in)-6-
(eTunTio)nipyMiauH-4-kapboHoBa KMcroTa

BkasaHy B 3arofioBky CroriyKy CuHTe3yBamm 3
MeTun 2-(4-{[(3,4-pnxnop-5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}ninepnaunH-1-in)-6-
(eTtunmio)nipumignH-4-kapbokcunaty (npuknag 201)
3a JOMNOMOrol crnocoby, aHamoriyHOro 4o ONMCaHoro
B npuknagi 31.

MC (ESP): 458,2 (M+H) onsa C1gH21CI2Ns03S

"HAMP 5: 1,25 (t, 3H); 1,50 (m,2H); 1,85 (d, 2H);
2,11 (s, 3H); 3,03-3,20 (m, 4H); 4,05 (m, 1H); 4,20 (br
s, 1H); 4,54 (d, 2H); 6,86 (s, 1H); 7,14 (d, 1H); 11,90
(s, 1H).

Mpvknag 203: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepugnH-1-in)-6-
(etunTio)-N-meTokcunipymianH-4-kapbokcamin

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0rnomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 8, BUKOPUCTOBYIOUU AIK BUXIAHY PEYOBUHY 2-
(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap6oHin]amiHo}ninepnaunH-1-in)-6-
(eTunTio)nipyMiauH-4-kapboHOBY KUCTOTY (MpUKNag
202) i rigpoxnopug MeToKCUMamiHy.

MC (ESP): 487,5 (M+H) ansa C19H24CI2NeO3S

'H AMP &: 1,24 (t, 3H); 1,46 (m, 2H); 1,82 (d,
2H); 2,11 (s, 3H); 3,02-3,11 (m, 4H); 3,62 (s, 3H);
4,05 (m, 1H); 4,60 (d, 2H); 6,83 (s, 1H); 7,14 (d, 1H);
11,83 (s, 1H); 11,90 (s, 1H).

Mpvknag  204:  2-xmop-6-(4-([(3,4-anxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-N-(MeTnncynbgoHin)nipumignH-4-kapbokcamis,

Po3unH meTaHcynbdoHamigy (40mr, 0,44MMmorb)
i OM®A (0,5Mn) popaBanu [o cycneHsii rigpuay
Hatpito (95%) (11mr, 0,44mmonb) | OM®A (0,5mn) B
atmocdepi asoTy. Cymilwl nmepemilyBany npoTArom
20 xBUNWH npw KiMHaTHIN TemnepaTypi. o kpannsx
OO CyMmiwi gogaBanmy po3YuMH MeTun 2-xrop-6-(4-
{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap©oHin]amiHo}ninepuauH-1-in)nipumignH-4-
kapbokcunaty (npuknag 6, 47mr, 0,11mmonb) vy
OM®A  (1mn) npotarom 5  xBurmH.  Cymiw
nepemiwysann npotaroMm 1 roavHW npu KiMHaTHIA
Temnepatypi 1 npotsarom 3 roguH mpu 60°C. Cymiw
oXonompKyBann OO0 KIMHATHOI  Temnepatypu W
KOHLIEHTPYBanu Mpu 3HWXEHOMY TUCKY. HeounwweHni
3aMvLWOK oyuwanu 3a AOMOMOroK MpenapaTuBHOI
BTPX i3 obepHeHoto dasoto (rpagieHt
Boga/aueToHitpun, 10-90%), ogepKytoum BkasaHy B
3aronoBky cronyky (14mr).

MC (ESP): 507,3 (M-H) anst C17H19CI3NsO4S

'H AMP &: 1,49 (m, 2H); 1,86 (d, 2H); 2,11 (s,
3H); 3,20 (m, 2H); 3,29 (s, 3H); 4,05 (m, 2H); 4,45 (m,
1H); 4,60-4,80 (br s, 1H); 7,17 (d, 1H); 7,30 (s, 1H);
11,91 (s, 1H).
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Mpvknag 205:  2-6ytun-6-(4-{[(3,4-onxnop-5-
meTun-1H-nipon-2-in)kapboHinjamiHo)  ninepuanH-1-
in)nipumiguH-4-kapboHoBa KMcroTa

(6-{4-[(TpeT-ByTOKCMKapBOHIN)amiHO]NiNepuanH-
1-inm}-2-6yTMnnipumignH-4-kapOoHoBY KWUCOTY)
(npomixkHa cnonyka 100) niggaBanu peakuii 3 4 H.
HCl/piokcaHoM, Sk onMcaHo A7t MPOMIXKHOI CMOMyKK
70. OTpumaHy XMOPUCTOBOAHEBY Cinb,
XIMOPUCTOBOAHEBY Cinb 6-(4-amiHoninepuguH-1-in)-2-
6yTMnnipymiguH-4-kapboHOBOI  KUCIOTWU  MigaaBanu
cronydyerHHio 3 3,4-guxnop-5-metun-1H-nipon-2-
KapboHOBOIO KMCroTOl (MpoMibkHa cronyka 3) 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 29, Oo[epXyloun BKasaHy B 3arorioBKy
CrMOyKYy.

MC (ES) (M+H): 454 ans C2oH25CI12N503

'H AMP &: 0,95 (t, 3H); 1,36 (m, 2H); 1,56 (m,
2H); 1,71 (m, 2H); 1,96 (m, 2H); 2,15 (s, 3H); 2,80 (m,
2H); 3,36 (b, 2H); 4,18 (m, 1H); 4,52 (m, 2H); 7,15 (s,
1H); 7,29 (d, 1H); 12,01 (s, 1H)

Mpuknagn 206-208

HacTynHi cromnykun cuHTe3yBanu 3a AOMOMOrolo
cnocofy, aHarnoriYyHoro 4o onMcaHoro B npuknagi 29,
3 3,4-gnxnop-5-metun-1H-nipon-2-kap6oHoBoi
KMCIOTU (NpoMiKHa crofyka 3) i BkazaHUX BUXIOHWUX
PEYOBUH.

Mpwknag 206: 2-umknonponin-6-(4-{[(3,4-anxnop-
5-meTun-1H-nipon-2-in)kap6oHrinjamiHo}ninepugnn-1-
in)nipumiguH-4-kapboHoBa K1croTa

Mpvknag 207: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-
isonponinnipumianH-4-kapboHoBa kucrnoTa

Mpvknag 208: 2-tpeTt-6yTun-6-(4-{[(3,4-anxnop-
5-meTun-1H-nipon-2-in)kap6oHrinjamiHo}ninepugnn-1-
in)nipumiguH-4-kapboHoBa K1croTa

Mpmsamt | Awling peasns TH M & me

1 rinpoxnepia &4 1,22 (=, &HY; 1,65 (m, 280K 2,00 s, | L34
! i AR - 1- -2 IEH), 7 {6, IH 5,36 (=, dH ), 3,93 |
| ORI PCIL Tpeianm -4 | (o, 2EL); 4,02 €m, 1EEY, 7,29 14, 1ML |

el | 7,35 (., IH); 11,07 (a, LE) |
[epesstens enamykn 178 |
| rupemmeprafdd- | 200 GHY; LAE (m, 255 200 m, | &0
mmjHuinnepHpE- -2~ IHE 22 48 3HE 3,30 (e, THY; 3,54
i e aa- im, 2H 420 ¢m, ZHY, 4,20 (e THY;
Kaplarieal KELnoTs 7,27 i 1HL 7,45 (s, 18k 12,0245,
| (mpesetema oy 175 | 1H)

] I rimpoxespua &4 2% (2, UH); 158 gm, 286k 1,3 (=, | 454
| nincaimepram- 1-ig)-2. 2E); B0 {5, BER 33D (o, TH) 417
'.ﬂ,new-ﬁ}'m: mipmm-4- im, THY; 4,21 dm, 1HE 7065 (e, THI;
| mapliupeo] memem TAE A 1HY; 12003 o TH)

Crpasienn snnoyss 114

Mpuknag 209-217

HacTtynHi crnonyks opepxysBamym 3a [OMOMOrOHO
cnocoby, aHarnoriMHoro A0  OfMcaHoro  And
oflepXXaHHA N-{1-[6-amiHO-2-(MeT1nCYynbaHin)-4-
nipuMiguHin]-4-ninepuawnHin}-3,4-guxnop-5-metun-
1H-nipon-2-kap6okcamigy (npuknag 118),
BUKOPUCTOBYIOYM SIK BUXIOHY peYvoBUHY 3,4-OUXITOP-5-
mMeTun-1H-nipon-2-kap6boHoBy  kKUCMOTYy  (NMPOMiXHA
crnonyka 3) i NpOMDKHI CMOMyKKW, BKa3aHi B Tabmmui
HUXKYe.
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Mpvknag 209: Metun 5-(4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)Tiodpen-2-kapbokcunat

Mpvknag 210: Metun  5-(4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepuanH-1-
in)-2-pypoar

Mpvknag 211: Metun  3-(4-{[(3,4-onxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)beHsoar

Mpuknag 212: Metun 3-6pom-5-(4- 113,4-amuiop-
5-meTun-1H-nipon-2-in)kap6oHrinjamiHo}ninepugnn-1-
in)6beHsoar

Mpwvknag 213: Etun 5-(4-([(3,4-gnxnop-5-meTtun-
1H-nipon-2-in)kap6oHin]jamiHo}ninepngnH-1-
in)HikoTUHaT

Mpvknag 214: Metun 5-(4-{[(3,4-onxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)HikoTUHaT

Mpvknag 215: Metun  6-(4-([(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)nipuanH-2-kapbokcunaT

Mpvknag 216: Metun  3-(4-{[(3,4-onxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-5-mopdoniH-4-inbeH3oat

Mpvknag 217: Metun  3-(4-{[(3,4-onxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-5-(4-metunninepaauH-1-in)6eH3oar

Tgmicran Ruzisne THAMPE e
PAYEEHEN
o0 Tipwatmsa | 651,78 {m, 005 1,90-1,05 (m, 2005 2,20 (s, 300 | alb
ey LI 301500 {m, 2HE 3,60-3,67 fm, 2800 3,7 i, 300;
A o, THY; 8,28 0, THY; 700, THY: 7,54 04,
TH) 15,98 n, LB
710 Ipoosisss | L.56-1,67 {m, 285 1,87-1,96 (m, 250}, 2,18 (=, 3H); | 800
emaayiea 110 | 304 (1, J) 673,71 (e SH; 198 (m, THE 5,5
| gy T, 725-7,29 i, TH L1 8, TH)
i I pooatemn 181-1,T1 (. IH | 901 94 {m, 2 2,08 (s, JE0); | 900
vmeayea 112 RO THE 5.50-3,78 (me TE: 244 e, 310 0,96
fm, DELE 7257, 70 (m, SHY: 01,56 (. [EDK
FTH Tipooabasms | 1,57-1,04 {m, 25y, 1,69-1,91 (m, 2K 2,1 (4, 3H); | 859
emaxpied 113 | 200 01, 24K 3,763,180 (z 2H); 385 {5, 3H) 3,98
A, Y 725 d, UHY; TAR-7,42 (i, IHE 119 2
THL
i i povatzma 15% 01, JHE L37-1,7) (m, E0); 2008-2, 12 im, JH); | 425
eomemys 114|220 05, M) 254-3,00 (my, 2H); 3,62-3,66 (m. 2E
L00 §m, LED); 492 o, 2H); 6,52 (d, 1H); 7,704,
1 8,248 s, 1Hy 8,60 (s, LIT); 926 {e, 110)
14 Mpowiscs | 1.59-1,72 (@, 2HE 1,919 {m, ZHg 2,15 (5, 260, | 411
emsayues 115 | 3,001t THY 3,604, 8% (m, 2H); 3,87 [ 3H); 299
fou, 1B 7,25 {d, 18 7,70 1=, TH); B4 (5, TH);
E.57 {5, 13 11,56 (5, LH).
T 215 | Mpowiscus | 148159 1z, ZHC 1,E7.1.50 {m, 2Hx 2,178, 3001, | 418
coemre 116 | 309 41, FHE 3,ED (s TH): 405 (m, [H); 4,57-432
ey T T2 G4 THY, 72204, TH 7,28 1, THX
768 |, THY; 12,08 (5, LHL
116 11 pasiimnm L63 [m, Hs 1,8 0, ZHE 314 (3, 36 28 0% 45
enoavkn 117 | 2005 3,04-5.09 {m, 45 363-2,76 {m, SHE 3,80 (5,
JELY; 3865050 Jm, [ED); 6,74 i, LEH); 550 45, THE,
6,88 i, 1) TEL G, 1Hy: L G LH)
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Mpvknag 218: Etun 2-(4-{[(3,4-gnxnop-5-meTtun-
1H-nipon-2-in)kap6oHin]jamiHo}ninepnanH-1-in)-4-
meTun-1,3-Tiazon-5-kapbokcunart

MNopoxnopua  3,4-avxnop-5-metun-N-ninepuamH-
4-in-1H-nipon-2-kap6okcamigy (npoMikHa crnonyka 1;

0,500r, 2,00mmomb), etun 2-6pom-4-meTun-1,3-
Tiazon-5-kapbokcunar  (0,625r, 2,00mmonb) i
GikapboHaT HaTpito (0,336r, 2,00mMmonb)

nepemiwysarim B OM®PA (5mn). PeakuinHy cymiw
HarpiBarm go 50 (C npoTtArom Houi. Po3uuH
PO3BOAMIMN LUMAXOM [OAaBaHHA BOAM W OTPUMAHI
wapwv posginanu. Boghun wap ekctparysanm EtOAc
(3x), i opraHivHi Wapw 06'egHyBany, BUCYLLYBaIW Hag,
6e3BogHMM cynbdatoM Markito, QinbTpyBanm n
KOHUeHTpyBanu. 'ekcaHn gogaBamm OO HEOUULLEHOT
peYoBuHY, i ocag dinbTpyBarm 1 npommsanu EtOAc,
OLEPXYHUN BKasaHy B 3arofiloBKy CrMONyKy y BUrnsgi
6exeBoi TBepAoi peyvoBuHm (0,273r).

MC (ESP): 445 (MH") anst C1gH22CIoN4O3S

'H AMP (CDCls) &: 1,32 (t, 3H); 1,62-1,72 (m,
2H); 2,12 (dd, 2H); 2,27 (s, 3H); 2,55 (s, 3H); 3,27 (dt,
2H); 4,11 (d, 2H); 4,13-4,33 (m, 3H); 6,57 (d, 1H);
9,41 (bra, 1H).

Mpuknagn 219 n 220

HacTtynHuid npuknag ogepxysanv 3a 4ONOMOroro
3aranbHol MeTOAMKN i3 npuknagy 218,
BUKOPUCTOBYIOYM rigpoxropug 3,4-auxnop-5-meTun-
N-ninepuauH-4-in-1H-nipon-2-kapbokcamigy
(npomixkHa cnonyka 1) i nigxoasaLwmii ranoreHia.

Mpwvknag 219: Etun 5-(4-{[(3,4-gnxnop-5-meTtun-
1H-nipon-2-in)kap6oHin]amiHo}ninepugunn-1-in)-1,3,4-
Tiagiazon-2-kapbokcunat

Mpvknag 220:  34-guxiop-N-{1-[5-(etunTio)-
1,3,4-Tiagiazon-2-injninepuanH-4-in}-5-metmn-1H-
nipon-2-kap6bokcamig,

Mpmeasa | Caanrenis 'HLHMP & m'e
Y Demn Saeep-l, 34 | L2, _%"Fn_ L, 70 (=, XM, b3 od, 26 2,06 08, 414
| elasima 2 B, 2, 35-0.45 Gemermmnit nimenn 1500, 2H); S5,
| BT ZHY, 4,000 10 G, LHD; 434 §g, BHE, 7,28 14, 1H);

| i TN i _I_q
220 | Jdpow-3- 1,33 4, SHE 188 m, ZHY; ERE (d, 35 2,06 12 | &3
| sermcriol-l b4 3H, 3,053, 28 (nepespemenmd 1 nmmd Hy0 THE |
Tiiaman 550 {d, 2 354,14 [my (HY 727 4d, 1HE 11,93 |
| npastEIm e 1ED.
: amaykn §7)
Mpuknagou 221 11 222;
CynbcdokcugHe 1 cynbdoHoBe rnoxigHi  3,4-

anxnop-N-{1-[5-(emnTio)-1,3,4-Tiapgiason-2-
injninepuanH-4-in}-5-meTun-1H-nipon-2-
kapbokeamigy
3,4-gnxnop-N-{1-[5-(eTunTio)-1,3,4-Tiagiazon-2-
injninepuanH-4-in}-5-meTnn-1H-nipon-2-kapbokcamig
(npuknag 220; 2,873r, 6,80Mmorb) nepemillysanu B
OXM (42mn) i oxonompkyesarm go -15°C. Oopasamm
mCPBA (2,51r, 10,2Mmofb), | peakuinHy cymil
nepemiwysanu npu -15 (C npoTtsarom 1 roguHn, notim
HarpiBamu 0o kiMHaTHOI Temnepatypu. KOBTy cymill
npomvBarmM  5%-HuM TiocynbdatoM Hatpito  (3x),
50%-Hum OGikapboHaTtom HaTpito (1x) i consgHum
posumMHoM (1x), BucywyBanu Hag 6e3BOAHUM
cynbatomM marHito, inbTpyBanu M KOHLEHTpyBanu,
odepxytoum cymiw npoayktiB. XKoBTy TBepay
pEeYOoBUHY [0[aTKoBO oynwanm LUFIIXOM
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HaniBnpenapaTuBHOT BTPX (6ydep
aueToHiTpun/soga (20:80 (95:5)), ogepxytoun mik 1y
Burnaai cynbdokeugy (0,040r) i mik 2 y Burnsgi
cynbcoHy (0,025r).

Mpuknag 221: 3,4-gnxrnop-N-{1-[5-
(etTvncynbiHin)-1,3,4-Tiagiazon-2-in]ninepngnH-4-
in}-5-metTnn-1H-nipon-2-kap6okeamig,

MC (ESP): 436 (MH") anst C15H19CI2N502S2

"H AMP &: 1,17 (t, 3H); 1,69 (m, 2H); 1,92 (dd,
2H); 2,17 (s, 3H); 3,07-3,25 (m, 2H); 3,36-3,54 (m,
2H); 3,82-3,98 (m, 2H); 3,98-4,14 (m, 1H); 7,28 (d,
1H); 11,96 (s, 1H).

Mpuknag 222; 3,4-gnxnop-N-{1-[5-
(etvncynedorin)-1,3,4-Tiagiason-2-in)ninepnanH-4-
in}-5-metnn-1H-nipon-2-kap6okcamig

MC (ESP): 452 (MH+) ans C1sH19Cl2N503S2

"H AMP &: 1,23 (t, 3H); 1,70 (m, 2H); 1,93 (dd,
2H); 2,17 (s, 3H); 3,44 (t, 2H); 3,55 (q, 2H); 3,93 (d,
2H); 4,01-4,19 (brs, 1H); 7,28 (d, 1H); 11,97 (s, 1H).

Mpvknag 223; 5-(4-{[(3,4-auxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo}ninepugu-1-in)-1,3,4-
Tiagiazon-2-kapboHoBa kucrnoTa

Etvn 5-(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap6oHin]amiHo}ninepuauH-1-in)-1,3,4-Tiagiazon-2-
kapbokcunat (mpuknag 219; 0,530r, 1,2MMmonb) i
rigpokeug niTito (0,117r, 4,9Mmornb) nepemiwysanu B
piokcaHi (5mn) i Bogoto (0,5mn) i HarpiBanu go 50°C
NpPOTAromM TpMAUSTM XBUIMH. Po34nH nigkucnanm
(pH4) 3a pomomorot 1H. HCI, wo npweoauno o
YyTBOpPEHHS ocapgy. TBepai peyoBuHU 30uparm 1
oumLanu 3a gonomMoroto HanisnpenapatusHoi BTPX,
OLepXYHoun BKazaHy B 3arofioBky cnosyky (0,025r).

MC (ESP): 404 (MH+) ans Cq4H15CI2Ns03S

'H AMP &: 1,62 (d, 2H); 1,86 (d, 2H): 2,16 (s,
3H); 3,11-3,27 (m, 2H); 3,78 (d, 2H); 3,93-4,08 (m,
1H); 7,55 (d, 1H).

Mpvknag 224: 3,4-guxnop-5-metn-N-[1-(1,3,4-
Tiagiazon-2-in)ninepuanH-4-in}-1H-nipon-2-
kapbokcamia

5-(4-{[(3,4-auxnop-5-metnn-1H-nipon-2-
in)kap6oHinjamiHo}ninepuanH-1-in)-1,3,4-Tiagiason-2-
kapboHoBy  kucrnoty  (mpwknag  223;  0,250r,
0,60mmorb) nepemiwysanu B 10r auyeTaty amoHito
(pH8) (15mn) i aueToHiTpuni (15mn) BCto Hiv. Cymiww
KOHUEHTpyBanu, MoTiM 3anuwoK nepemiwysanm B
aueToHiTpuni 1 dinbTpyBanM. Teepay pevyoBUHY
po3unHanM B OMCO % ouvwamm 3a J0MNOMOro
HanisrnpenapaTuBHOT BTPX (10% auerat
amoHito:Boga/aueToHiTpun (20:80-95:5)), ogepxyroum
BKa3aHy B 3arofIoBKy CMOSyKy y BUrnsaai 6inoi teepgoi
peyoswuHm (0,092r).

MC (ESP): 360 (MH") ansi C13H15CI2NsOS

'H AMP &: 1,56-1,71 (m, 2H); 1,87 (d, 1H); 2,14
(s, 3H); 3,11-3,51 (overlapping with H2O peak, 2H);
3,84 (d, 2H); 3,894,09 (m, 1H); 7,97 (brs, 1H); 8,79
(s, 1H).

Mpvknag 225: 4-(4-{[(3,4-guxnop-5-metun-1H-
nipon-2-in)kap6oHin]amiHo}nine puamH-1-in)xiHoniH-2-
kapboHoBa kucroTa

TpeT-6yTn 4-{[(3,4-amxnop-5-metun-1H-nipon-2-
in)kap©oHin]amiHo}ninepuanH-1-kapbokcunaT
(npomixxHa cronyka 2)  (280mr, 0,74Mmonb)
cycneHgysarm B S5mn 4,0M HCI y piokcani 1
nepemillysanu nNpoTaroMm 2 roauH, noTiM ynaptoBanu
y BaKyyMi, O4epXYylouM KOPUYHEBY TBEPAY PEeYOBUHY,
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aKky posuuHanm B 20mn OM®A. [dopasanu 4-
6pomxiHOMIH-2-kapOoHOBY KUCIOTY (188mr,
0,74mmorb) (OTpMmaHy 3a gornomMorot metoauku [Y
Kato, i iH., TeTpahedron Lett 2001, 42: 4849-51]), i
GikapboHaT HaTpito (554wmr, 6,6MMOnb) i OTpUMaHWiA
poO34MH HarpiBanM B atMocdepi asoTy npu
nepemillyBaHHi npoTArom 20  roauvH. Mpun
OXOJIO[KEHHI OO0 TemnepaTypu HaBKOJMLUHbOrO
cepefioBulLa, peakuiHy Ccymill po3soaunmM 25mn
Bogol, poBoaurm o  pH4  3a  gonomororo
KoHueHTpoBaHoi HCI, dinbTpyBarim 1 dinbTpat
ekcTparyBanu xrnopcopmom (2x25mn). O6'eaHaHui
OpraHiYHW eKCTpakT BUCYLLYBanu Hag cynbdaTom
HaTpilo W KOHUEHTpyBanuM Yy Bakyymi OO XOBTOI
TBEPAOi peyoBuHM, Ky cycneHgysamm B 10mn MeOH
i 3bvpann wnsaxom inbTpalii 3 BiACMOKTYBaHHSAM,
OLEPXYHUN BKasaHy B 3arofiloBKy CrMONyKy y BUrnsgi
YKOBTOI TBEPAOI peyoBuHU (64 Mr).

m.p. 254-256°C.

MC (ES):
C21H20CI2N4O3

'H AMP &: 1,73 (m, 2H); 1,85 (m, 2H); 2,30 (s,
3H); 3,03 (m, 2H); 3,0-3,5 (br m, 1H); 3,55 (m, 2H);
3,94 (m, 1H); 7,13 (m, 1H); 7,35 (s, 1H); 7,47 (m, 1H);
7,85 (m, 1H); 7,97 (m, 1H); 11,82 (s, 1H).

Mpvknag 226: 3-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHin]amiHo}ninepuamu-1-in)isokcason-
5-kapboHoBa kucnoTa

BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
JOorMoMoror MeToauku, onucaHoi B npuknagi 1, 3
182mr (0,5mmonb)  rigpoxrnopugy  3,4-guxrop-5-
meTun-N-ninepuann-4-in-1H-nipon-2-kapbokcamigy
(npomixxHa cronyka 1) i 103mr (0,54mmornb) 3-
H6pomisokcason-5-kapboHOBOI  KMCIOTM  (MPOMBKHA
crnonyka 120), ogepxywuuM BKazaHy B 3arofioBKy
cronyky y Burnsgi 6inoi Tsepgoi peqoBuHn, (65mr).

m.p. 232-234°C (EtOAc).

MC (ES): 343,19/345,24 (M-CO,) MW 387,23
Ans C1sH16Cl2N4O4

'H AMP &: 1,52 (m, 2H); 1,88 (m, 2H); 2,22 (s,
3H); 2,91 (m, 1H); 3,20 (m, 2H); 3,68 (m, 1H); 4,06
(m, 1H); 4,11 (d, 1H, J=6,0 'y); 4,26 (m, 1H); 7,29 (d,
1H, J=6,0 'y); 12,03 (s, 1H).

Mpvknag 227: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo}ninepngunH-1-in)-1,3-
Tiason-5-kapboHoBa kucrnota

Memun  2-(4-{[(3,4-gnxnop-5-metn-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuauH-1-in)-1,3-Tiazon-5-
kapbokcunat (mpuknag 320, 250mr, 0,60Mmonb)
posumHanm B TI® (3mn). JogaBarm 2H. pO3uuH
rigpokcugy niTito 'y BoAi (3mn, 6,00mMmork) i cymiw
HarpiBarm B KOmfbi 3i 3BOPOTHMM XOJIOAUITEHUKOM
npotdrom 1 rogumHn. Cymiw oxornomkysBarm Ao
KiMHaTHOT TemnepaTypu 1 NIAKUCNSANN 3a JONOMOrok
10%-Horo po3uuHy HCI. Cymiw ekctparysanu EtOAc
N opraHiyHMn Wwap OBa pasu npoMmmBany BOAOM,
BUCYLLYBanu Hag cynbgaTtom HaTpito n
KOHLIEHTPYBanu, OAepXyloun HeOoOXigHWA MpOoAYyKT.
HeouuweHy peyoBuHy posuuHarm B [OMOPA 1
oumwianu WwnaxoM HanisnpenapatuBHoi BTPX

448,10/450,10  (MH")  gns

i3
obepHeHo ha30to, enioyn aueToHITPMIOM/BOA0I0
(0,1% T&K). HeobxigHy dpakuito 30upamm W
KOHLEHTPYBanu, OOEPXYUM BKazaHy B 3arofioBKy
cnonyky (28wmr).

MC (ES) 403 (MH") gns C155H16CloN4O3S
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"H AMP &: 1J3 (m, 2H); 1,99 (m, 2H); 2,22 (s,
3H); 3,36 (m, 2H); 3,57 (m, 2H); 4,14 (m, 1H); 7,27 (d,
1H); 7,77 (s, 1H); 11,97 (s, 1H); 12,64 (s, 1H).

Mpvknag 228: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo}ninepngunH-1-in)-1,3-
Tiazon-4-kapboHoBa k1croTa

BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
A0rMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npvknagi 227, 3 evn 2-(4-{[(3,4-gnxnop-5-metnn-1H-
nipos-2-in)kap6oHinjamiHo}ninepngunH-1-in)-1,3-
Tiason-4-kapbokcunaty (npuknag 336).

MC (ES): 403 (MH+) ansa CqsH16Cl2N4O3S

'H AMP &: 1,44 (m, 2H); 1,66 (m, 2H); 1,95 (s,
3H); 2,93 (m, 2H); 3,62 (m, 2H); 3,80 (m, 1H); 7,04 (d,
1H); 7,40 (s, 1H); 11,74 (s, 1H).

Mpvknag 229: 2-(4-([(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHxinjamiHo}ninepuanH-1-in)-N-
meTokcu-1,3-Tiazon-5-kapbokcamig,

2-(4-{[(3,4-anxnop-5-memn-1H-nipon-2-
in)kap6oHin]amiHo}ninepuauH-1-in)-1,3-Tiazon-5-
kapboHoBy  kucrnoty  (mpuknag 227, 100w,
0,25vmorb) nigpgaBanM peakuii 3 rigpoxropuaom
MeTOKCUMnamiHy BignoBiaHO OO METOAMKM, OMMCaHOoI B
npuknagi 8, ogepXylouum BkasaHy B  3arofioBKy
cnonyky (30mr).

MC (ES): 432 (MH") anst C16H19C12N503S

'H AMP &: 1,54 (m, 2H); 1,78 (m, 2H); 2,07 (s,
3H); 3,24 (m, 2H); 3,57 (brs, 4H); 3,86 (m, 2H); 4,02
(m, 1H); 7,16 (d, 1H); 7,62 (s, 1H); 11,47 (s, 1H);
11,86 (s, 1H).

Mpvknag 230: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHrin]amiHo}ninepuanH-1-in)-N-
mMeTokcu-1,3-Tiazon-4-kapbokcamig,

OpepxyBamm 3a A0rMomoroto crocoby,
aHarnorivHoro Jo onucaHoro B npuknagi 229,
BMKOPWCTOBYIOUM SIK BUXigHY pedoBuHy 2-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuauH-1-in)-1,3-Tiason-4-
KapboHOBY kucnoTy (Npuknag 228).

MC (ES): 432 (MH+) ansa Cq1eH19Cl12Ns03S

'H AMP &: 1,54 (m, 2H); 1,76 (m, 2H); 2,05 (s,
3H); 3,04 (m, 2H); 3,54 (s, 3H); 3,79 (m, 2H); 3,93 (m,
1H); 7,15 (d, 1H); 7,32 (s, 1H); 11,24 (s, 1H); 11,84
(s, 1H).

Mpuknag, 231; 3,4-gnxnop-N-{1-[5-
(rigpasnHokap6oHin)-1,3-Tiazon-2-in]ninepuanH-4-in}-
5-meTun-1H-nipon-2-kapbokcamig

2-(4-{[(3,4-anxnop-5-memn-1H-nipon-2-
in)kap6oHin]amiHo}ninepuauH-1-in)-1,3-Tiazon-5-
kapboHoBy  kucrnoty  (mpuknag 227, 100w,
0,240mmonb) posumHanm B OM®PA (1mn) i rigpasuH
(500mkn, 16,0mmornb). Cymiw nepemiwysanm npwu
KIMHaTHIn TemnepaTypi mpoTarom 2 roguH. Cymil
dinbTpyBanu n ounwanu LLUMSIXOM
HaniBnpenapaTtuesHoi BTPX i3 obepHeHol dasoto,
enoroun aueToHiTpunom/sogoto (0,1% TPK)(36mr).

MC (ES): 417 (MH+) ansa Cq5H18ClaNgO2S

"H AMP &: 1.62 (m, 2H); 1,89 (m, 2H); 2,17 (s,
3H); 3,29 (m, 2H); 3,47 (m, 2H); 3,89 (m, 2H); 4,04
(m, 1H); 7,26 (d, 1H); 7,80 (s, 1H); 9,92 (brs, 1H);
11,97 (s, 1H)

Mpvknag 232: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHrin]amiHo}ninepuanH-1-in)-N-
(meTuncynedoHin)-1,3-tiazon-5-kapbokcamig
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2-(4-{[(3,4-anxnop-5-memn-1H-nipon-2-

in)kap6oHin]jamiHo}ninepnauH-1-in)-1,3-Tiazon-5-

kapboHoBy  kucrnoty  (mpwknag  227; 0,160r,
0,397mmonb) cycneHgyBamm B Tonyoni (3mn) i no
Kpannax  godasanu  TioHunxmopug — (0,288mn,
3,97Mmorb) mpu  KiMHaTHIM  Temnepatypi. Po3uuH
HarpiBarm B KOmnbi 3i 3BOPOTHMM XOJIIOAUITEHUKOM
npotarom 1 rogvHn. Hagrmuvuwok TioHunxropuay ©
Tonyony Buaananu y BakyyMmi. YTBOpeHWM ocaf
pO34MHANN B aiokcaHi " nogasanu
meTaHcynbdoHamig (0,075r, 0,794mmonb). Cymiw
nepemiwysann npu 100°C npotarom 0,5 roauvHw,
nicns yporo gogasanv DBU (0,119mn, 0,794mMMorb ).
Cymiw nepemilyBany 4o4aTkoBO NpoTaroM 1 rogmHu

npyv KiMHaTHIn  TemnepaTypi, nigkucnanu  3a
poromoroto 10%-Horo  po3umHy  HCI.  Cymiw
ekctparysanm EtOAc i npomuBarm  BOgoOM0.

OpraHiyHuiA  Wap BUCYLIYyBanNM Hag Cynbdatom
HaTpIlo N KOHUEHTPYBanu y BakyyMmi.

HeounweHy cymiw posuuHsmim B OMCO n
ounmwanu wnaxom BTPX i3 obepHeHow dasoto,
enotoun  aueToHitpunom/sogoto (0,1%  TOK), i
ofepxysamm HeobxigHun npoaykT. (15mr).

MC (ES): 480 (MH") ansi C16H19C12N504S2

'H AMP &: 1.58 (m, 2H); 1,90 (m, 2H); 2,18 (s,
3H); 3,32 (m, 5H); 3,94 (m, 2H); 4,09 (m, 1H); 7,30 (d,
1H); 8,13 (s, 1H); 11,92 (brs, 1H); 11,98 (s, 1H)

Mpvknag 233: 3,4-auxnop-5-metun-N-{1-[5-(1H-
TeTpason-5-in)-1,3-tiason-2-in]ninepuanH-4-in}-1H-
nipon-2-kapbokcamig,

o posuunny 3,4-gnxrnop-N-[1-(5-uiaHo-1,3-Tiason-
2-inyninepngnH-4-in}-5-metun-1H-nipon-2-
kapbokcamigy (npuknag 321, 0,100r, 0,26mmonb) y
OM®A  (3mn) popgasanu  asug  Hatpito (0,169,
2,60Mmorb), noTiM  gofaBanu  XIopug,  aMoHii
(0,139r, 2,60mmonb) MpW KiMHaTHIN Temnepartypi.
PeakuinHy cymiw  nepemiwyBanm npu  120°C
npoTarom 3 roAuH. PeakuiiHy cymill oxonomKysanm
[0 KiMHaTHOT TemnepaTypu, QinbTpyBanu 1 ounLanm
wrsxom BTPX i3 obepHeHol as3olo, eno4m
aueToHiTpunom/sogoto (0,1% TPK) (0,025r).

MC (ES): 427 (MH+) ansa CqsH16Cl2NsOS

'H AMP &: 1,60 (m, 2H); 1,86 (m, 2H); 2,11 (s,
3H); 3,27 (m, 2H); 3,88 (m, 2H); 4,01 (m, 1H); 7,36 (d,
1H); 7,79 (s, 1H); 11,91 (s, 1H)

Mpvknag 234: 3,4-puxnop-5-metun-N-{1-[5-(1H-
TeTpason-5-in)-1,3-tiason-2-in]ninepuanH-4-in}-1H-
nipon-2-kapbokcamig,

BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 233, 3 3,4-guxnop-N-[1-(4-uiaHo-1,3-Tia3on-
2-inyninepngnH-4-in}-5-metun-1H-nipon-2-
kap6okcamigy (npvknag 337).

MC (ES): 427 (MH+) ansa CqsH16Cl2NsOS

'H AMP &: 1.61 (m, 2H); 1,86 (m, 2H); 2,11 (s,
3H); 3,20 (m, 2H); 3,90 (m, 2H); 4,00 (m, 1H); 7,23 (d,
1H); 7,59 (s, 1H); 11,92 (s, 1H)

Mpuknag 235;
AwmiHo(rigpokciimiHo)meTun]-1,3-Tia3on-2-
imyninepuauH-4-in)-3,4-guxnop-5-metun-1H-nipon-2-
Kapbokcamia

o posuunny 3,4-gnxrnop-N-[1-(5-uiaHo-1,3-Tiason-
2-inyninepngnH-4-in}-5-metun-1H-nipon-2-
kapbokcamigy (npuknag 321, 0,100r, 0,26mmMonb) B
MeOH (2mn) pogasanu TEA (50mkn, 0,26Mmonb)

N-(1-{4-[(2)-
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noTiMm gopasanu  rigpoxrnopun — rigpokcunamiHy
(0,0182r, 0,26mmonb) i 06pobnsANM, SK oMMcaHo B
npuknagi 47, oQepXywuyu BKazaHy B 3arofioBKY
cnonyky (0,049r).

MC (ES): 417 (MH+) ansa Cq5H18ClaNgO2S

'H AMP &: 1,63 (m, 2H); 1,91 (m, 2H); 2,17 (s,
3H); 3,32 (m, 2H); 3,89 (m, 2H); 4,07 (m, 1H); 7,27 (d,
1H); 7,88 (s, 1H); 10,46 (s, 1H); 11,98 (s, 1H)

Mpuknag, 236: N-(1-{4-[(E)-
AwmiHo(rigpokciimiHo)meTun]-1,3-Tia3on-2-
in|ninepunaunh-4-in)-3,4-anxnop-5-meTun-1H-nipon-2-
kapbokcamia

OpepxyBamm 3a A0rMomoroto crocoby,
aHanoriyHoro 0o onucaHoro B mpuknagi 235, 3 3.,4-
avxnop-H-[1-(4-uiaHo-1,3-Tiazon-2-in)ninepmanH-4-
in)-5-meTun-1H-nipon-2-kapbokcamigy (Mpuknag 337).

MC (ES): 417 (MH") anst C15H1sCloNsO2S

'H AMP &: 1,62 (m, 2H); 1,90 (m, 2H); 2,18 (B,
3H); 3,23 (m, 2H); 3,94 (m, 2H); 4,07 (m, 1H); 7,29 (d,
1H); 7,82 (s, 1H); 8,84 (brs, 2H); 11,11 (s, 1H); 12,00
(s, 1H)

Mpvknag 237: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-4-
(rigpokcumeTnn)-1,3-Tiason-5-kapboHoBa kucroTa

BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 31, 3 etun 2-(4-{[(3,4-gnxnop-5-metnn-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-4-
(rigpokcumeTnn)-1,3-Tiason-5-kapbokcunaty
(npuknag 138).

MC (ES) MH*: 433 ansa Cq1eH18ClaN4O4S

'H AMP &: 1,59-1,67 (m, 1H); 1,89-1,93 (d, 2H);
2,18 (s, 3H); 3,23-3,29 (t, 2H); 2,18 (s, 3H); 3,23-3,29
(t, 2H); 3,91 (d, 2H); 4,07 (brs, 1H); 4,58 (s, 2H); 7,28-
7,30 (d, 1H); 11,98 (s, 1H).

Mpvknag 238: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-4-[(2-
meTokcieTokcu)MeTun]-1,3-Tiazon-5-kapboHoBa
KucnoTa

OpepxyBamm 3a A0rnomoroto crocoby,
aHanorivHomy  onucaHoMmy B npuknagi 129,
BUKOPWCTOBYHOUM $IK BUXIOHY pe4qoBUHY eTun 2-(4-
amiHoninepuauH-1-in)-4-[(2-meTokcie TokcM)MeTUrn]-
1,3-Tiagon-5-kapbokcunat rigpoxnopug  (MPOMbKHa
cnonyka 126) i 34-guxnop-5-meTun-1H-nipon-2-
kapboHOBY  kucrmoTy  (MpomikHa  cronyka  3).
CknagHoedipHW/A  MPOAYKT niggaBanmy  rigponisy,
BukopwmcToBytoum LIOH/TT® npu 65°C.

MC (ES) (M+H): 493 ansa C19H24CIl2N4OsS

"H AMP &: 1,71 (m, 2H); 1,91 (m, 2H); 2,17 (s,
3H); 3,22 (s, 3H); 3,44 (b, 2H); 3,57 (m, 2H); 3,80 (m,
1H); 3,94 (m, 2H); 4,074,29 (m, 2H); 4,52 (m, 2H);
7,15 (s, 1H); 7,30 (d, 1H); 12,03 (s, 1H)

Mpuknagn 239-241

HacTynHi crnonyks opepxysBamm 3a [OMOMOrOHO
crnocoby, aHanoriYyHoro JO OMnMcaHoro B npuknagi
238, BukopwuctoBylouun  3,4-guxrop-5-metun-1H-
nipos-2-kapboHoBY KWCMOTy (MPoMixkHa cronyka 3) i
BUXiHi pe4YOBUHU, HAaBeLEeHi B TabmLi HKYe.

Mpuknag, 239:2-(4-{[(3,4-pnxrop-5-metun-1H-
niponin)kap6oHin)amiHo}ninepuant-1-in)-4-
(TpndbTOpMeTUN)-1,3-Tiaszon-5-kapboHoBa KMCoTa

Mpvknag 240; 4-6ytun-2-(4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-1,3-Tiazon-5-kapboHoBa kucnoTa
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Mpvknag 241: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuamH-1 -iny-4-
(meTokcumeTun)-1,3-Tiaszon-5-kapboHoBa kucrnoTa
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Mpuknag 242:  4-[(Auetvnokcu)MeTnni-2-(4-
{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuaunH-1-in)-1,3-Tiazon-5-
kapboHoBa kucroTa

2-(4-{[(3,4-pnxnop-5-metnn-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-4-
(rigpokcumeTnn)-1,3-Tiason-5-kapboHoBy KUCIOTY
(npuknag 237; 100mr, 0,23MMOMb) pO3YMHANM B
nipuauHi (2mn) i oxonogxysarm go 0°C. Jopasamm
outoBun aHrigpug (21,8mkn, 0,230Mmorb) i cymil
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
1 roamHn. Cymiw possogumim EtOAc i npomwuBamm
Bogoto. OpraHiyHy dasy BucywysBarm Hag NaxSOy i
KOHLEHTPYBanu y BaKyyMi, OOEPXYIOUM BKa3aHy B
3arorioBky cronyky (40mr).

MC (ES) MH*: 477 ans C1gH20ClaN4O5sS

'H AMP 3: 1,60-1,63 (m, 2H); 1,86-1,91 (m, 4H);
2,03 (s, 2H); 2,18 (s, 3H); 3,16-3,24 (t, 2H); 3,83-3,87
(d, 2H); 4,02-4,03 (s, 1H); 5,25 (d, 1H).

Mpvknag 243: 4-[(Bytvpunokcu)meTun]-2-(4-
([(3.4-gnxnop-5-meTun-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuaunH-1-in)-1,3-Tiazon-5-
kapboHoBa kucroTa

BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
AOrMoMoror cnocoby, aHamoriyHoro Ao OnMcaHoro B
npuknapi 242, 3 2-(4-{[(3,4-guxnop-5-metnn-1H-
nipon-2-w)kap6oHinjamiHo}ninepuanH-1-in)-4-
(rigpokcumeTnn)-1,3-Tiason-5-kapboHoBOI
(npuknag 237) i 6yTaHOEBOIO aHrigpuay.

MC (ES) MH": 503 gnsi C2oH24C12N405S

'H AMP &: 0,88-0,92 (t, 3H); 1,54-1,59 (m, 2H);
1,61-1,67 (m, 2H); 1,89-1,92 (d, 2H); 2,18 (s, 3H);
2,30-2,33 (t, 2H); 3,25-3,31 (t, 2H); 3,89-3,92 (d, 2H);
4,07 (m, 1H); 4,58 (s, 2H); 5,3 (s, 2H); 7,27-7,29 (d,
1H); 11,98 (s, 1H); 12,84 (s, 1H).

Mpuknag 244: 4-{[(2-
kap6okcunbeHsoin)amiHolmeTnn}-2-(4-{[(3,4-guxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-1,3-Tiazon-5-kapboHoBa kucnoTta

Etvn 2-(4-{[(3,4-gnxnop-5-memvn- 1H-nipon-2-
in)kap6oHin]jamiHo}ninepuaunH-1-in)-4-[(1,3-giokco-1,3-
avrigpo-2H-izoiHgon-2-in)metn]-1,3-tiazon-5-
kapbokcunat (mpuknag 277; 194wmr, 0,32mmonb) y
6esgogHomy TI® (2mn) popasarm  2H.  LIOH
(0,82mn). Cymiw nepemiwyBanm Mpu  KiMHaTHIW

KMNCIIOTU
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Temnepatypi npoTtsarom 4 roguH. Cymiw nigkucnanm
no pH3 ©n ocap, sk yTBOpIOBaBCs, PO3BOAWMU
Bogow N ekctparysarm EtOAc, BucywyBamm Hapg
NaxSO4 i KOHUEHTpyBamM Yy BakyyMi, OOEepXKYLuu
BKa3aHy B 3arosioBKy crionyky (160mr).

MC (ES) MH": 580 gnsi C24H23C12Ns06S

"H AMP &: 1,71-1,73 (d, 2H); 1,96-1,99 (d, 2H);
2,23 (s, 3H); 3,23 (s, 1H); 3,31-3,37 (brs, 3H); 4,01-
4,03 (d, 2H); 4,13 (m, 1H); 4,67 (s, 2H); 7,37-7,39 (d,
1H); 7,54-7,69 (m, 3H); 7,76-7,78 (d, 1H); 12,06 (s,
1H); 12,88 (s, 1H).

Mpvknag 245: 2-(4-{[(3,4-guxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo}ninepugnH-1-in)-4-[(1,3-
niokco-1,3-aurigpo-2H-izoiHgon-2-in)metun]-1,3-
Tiason-5-kapboHoBa kucrnoTa

4-{[(2-KapbokcunbeHsoin)amiHolmetun}-2-(4-
{[(3,4-puxnop-5-meun-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuauH-1-in)-1,3-Tiazon-5-
kap6oHoBy kucnoTy (Mpuknag 244;100mr; 0,17Mmonb)
nepemiwyBanum 3 4H. HCl/giokcaHom (3mn) npwm
KIMHaTHIn Temnepatypi mpoTtarom 8 roguH. Cymilw
KOHUEHTpyBanu Yy Bakyymi W oOTpumaHy TBepay
peyoBuHy ouvwanu 3a pgonomoroo BTPX i3
obepHeHol aszoto, entorun OydepHo CyMillLLo
BoAa/aueToHITpu/aueTat amMoHito, i oaepxyBamm
BKa3aHy B 3arorfioBKy cronyky (31mr).

MC (ES) MH": 564 gnsi C24H21CloNsOsS

'H AMP &: 1,55-1,60 (m, 2H); 1,79-1,81 (d, 2H);
2,29 (s, 3H); 3,03-3,08 (t, 2H); 3,61-3,64 (d, 2H);
3,98-3,99 (m, 1H); 5,13 (s, 2H); 7,88-7,89 (d, 1H);
7,94-8,01 (m, 4H).

Mpvknag 246: Etun 4-(amiHomeTun)-2-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuauH-1-in)-1,3-Tiazon-5-
kapbokcunar

Etvn 2-(4-{[(3,4-pnxnop-5-meTnn-1H-nipon-2-
in)kap6oHin]amiHo}ninepuaunH-1-in)-4-[(1,3-giokco-1,3-
avrigpo-2H-izoiHgon-2-in)metn]-1,3-tiazon-5-
kapbokcunar (npuknag 277; 1,43r, 2,42mMornb) B
EtOH (10mn) popasamwm rigpat rigpasuHy (0,174wmm;
3,63mmorb) i HarpiBanu B Kofbi 3i 3BOPOTHUM
XOMnoAusnbHUKOM npoTaroMm 14 roauH. Peakuiiny
CyMilLl OXornoXyBanu OO0 KiMHaTHOT TemnepaTtypu w
KOHUEeHTpyBanu Yy Bakyymi, possoaurm [OXM i
nigkucnsny 3a gonomorot 10%-Hoi HCI, npomumsanu
H2O. Ocap dinbTpyBanm 1 BUCyLLYBanu Yy BaKyyMi,
OLEPXYHUN BKa3aHy B 3arofioBKy croyky (600mr).

MC (ES) MH": 461 anst C1gH22C12N503S

Mpuknag 247: 4-(AmiHomeTvn)-2-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuauH-1-in)-1,3-Tiazon-5-
kapboHoBa kucroTa

BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
A0rMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 31, 3 emwn 4-(amiHomeTun)-2-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuauH-1-in)-1,3-Tiazon-5-
kapbokcunaTty (npvknag 246) i LIOH/TI .

MC (ES) MH": 434 gns C1H19CI12N503S

'H AMP &: 1,42-1,57 (d, 2H); 1,63 (s, 6H); 1,75-
1,83 (d, 2H); 2,10 (s, 3H); 3,03-3,10 (t, 2H); 3,74-3,79
(m, 4H); 3,93 (m, 1H); 8,22 (d, 1H); 9,32 (brs, 1H)

Mpuknag 248:
({[AmiHO(imiHO )MeTum]amiHo e Tn)-2-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
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in)kap6oHin]jamiHo}ninepuauH-1-in)-1,3-Tiazon-5-
kapboHoBa kucroTa

Etvn 4-(amiHomeTnn)-2-(4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHin)amiHo}ninepnauH-1-
in)-1,3-Tiazon-5-kapbokcunar (npuknag 246) (300wmr,
0,652mmonb) posuvHaim B NMP (2mn). Jopasanu
an-TpeT-0yTnn [(Z)-1H-nipa3on-1-inmeTuninigeH]
bickapbamar  (1,01r, 3,26mmonb) i cymiw
nepemiwysanu npu 50°C npotsarom 18 rognH (PXMC:
702, 705). Dopasanu 4H. HCl/giokcaH (10mn) i cymiw
HarpiBarm npu 50°C npoTtarom 5 roauH. PO34MHHMK
BMOANAM y BakyyMi ¥ peyoBMHa, LU0 3anuiumnacs,
possogurm  EtOAc, npommBarm  GikapboHaTom
HaTpito. OpraHiyHui wap  QinbTpyBann
Bucywysanm Hag NaxSOg i KOHUEeHTpyBanu y Bakyymi,
OofepXyrun cknagHui etunosun edip  (320mr):
(PXMC: 502,505). CknagHui etunosun edip (185w,
0,3Mmonb) posunHsnu B TI® (3mn) i 2H. LIOH
(1,84mn, 3,6mmonb) Harpisanm npu 50°C npoTsrom 4
roavH. Po3unHHUK Buaananu y BakyyMi 1 peyoBuHa,
wo 3ammwwunacs, nigkmensim go pH3.  Ocap
GinbTpyBanu, npoMuMBanM BOAOIO, eKcTparyBanu
EtOAc, BucywyBamm Hag Na SOy i kOHUEHTpyBamm y
BaKyyMi, OAEpPXYyl4M BKa3aHy B 3arofioBKy CMOMyKY
(47wr).

MC (ES) MH": 434 gns C47H21CI2N703S

'H AMP &: 1,61 (m, 2H); 1,88 (m, 2H); 2,15 (s,
3H); 3,14 (t, 2H); 3,82-3,84 (d, 2H); 4,00 (brs, 1H);
4,40 (s, 2H); 6,60 (s, 2H); 7,33 (d, 1H); 8,12 (s, 1H);
12,09 (s, 1H).

Mpvknag 249: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-4-
{[(meTnncynbdoHin)amiHolMeTumn}-1,3-Tia3on-5-
kapboHoBa kucroTa

Etun 4-(amiHomeTnn)-2-(4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnauH-1-
in)-1,3-tiazon-5-kapbokcunatr (npuknag 246; 312wr,
0,677mmonb) po3unHaiv B XM i noBinbHO gonasanm
mMeTaHcynbdoHinxmopmg (65 wmkm;  0,844mMmork).
PeakuinHy cymiw nepemiwyBanM npu KiMHaTHinA
Temnepatypi npotarom 16 rogauH, possoavr OXM,
peTenbHO MpoOMMBanM BOAOK BWCYLIyBanuW Hapj
NaxSO4 i KOHUEHTpyBanmM Yy BakyyMmi, OOepXKYlouu
BKa3aHy B 3arofioBKy CMOMyKy Y BUrfsdi siCHO-
KopuyHeBoro rpysnoro macna (350mr)- (PXMC (ES)
MH+: 538). CknagHuii eTunoBun edip MNPoOAyKT
rigponisyBanu rigpokcugom niTito/TFP 3a gonomoroto
cnocoby, aHarnoriyHoro oo onMcaHoro B npuknagi 31,
OLEePXYHoUM BKa3aHy B 3arofioBKy crofyky (30mr).

MC (ES) MH":512 ana C17H21Cl2NsS;

'H AMP &: 1,51-1,60 (q, 2H); 1,82-1,85 (m, 2H);
2,11 (s, 3H); 2,79 (s, 3H); 3,14-3,21 (t, 2H); 3,83-3,86
(d, 2H); 4,00 (s, 1H); 4,40 (s, 2H); 7,29 (d, 1H); 12,00
(s, 1H).

Mpuknag, 250: 4-({[((TpeT-
ByTunamiHo )kap6oHinjamiHo}meTnn)-2-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap6oHin]jamiHo}ninepnauH-1-in)-1,3-Tiazon-5-
kapboHoBa kucroTa

Etvn 4-(amiHomeTnn)-2-(4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-1,3-Tiazon-5-kapbokcunar (npuknag 246; 200wmr;
0,424mmonb) posuvHaim B OXM (4mn). OJopasanu
TpeT-6ymnn isouiaHat (130mr; 1,28Mmonb) i cymil
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
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1 roavHn. PoO3YvHHMK BugananuM y Bakyymi n
cknagHui  edip  (215mr), PXMC:561 niggasanu
peakuii 3 LiIOH/TIT® 3a ponomorow crnocoby,
aHanorivHoro Jo onuMcaHoro B npuknagi 31,
OLEPXYHUN BKa3aHy B 3arofioBKy croyky (290mr).

MC (ES) MH": 533 gnsi C21H2sCloNsO4S

"H AMP &: 1,21 (s, 9H); 1,60-1,68 (m, 2H); 1,90-
1,93 (m, 2H); 2,18 (s, 3H); 3,25-3,28 (m, 2H); 3,95-
3,98 (d, 2H); 4,05-4,10 (m, 1H); 4,34 (s, 2H); 5,92 (s,
1H); 6,06 (s, 1H); 7,49-7,51 (d, 1H).

Mpvknag 251: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-4-
({[(etvnamiHo )xap6oHinjamiHo}imeTnn)-1,3-Tia3on-5-
kapboHoBa kucroTa

BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
A0rMomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 250, 3 eTtun 4-(amiHomeTun)-2-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuauH-1-in)-1,3-Tiazon-5-
kapbokcunaTy (npvknag 246) i eTunisouiaHarta.

MC (ES) MH": 506 gnsi C19H24CloNsO4S

'H AMP &: 0,95-1,00 (t, 3H); 1,60-1,69 (m, 2H);
1,91 (m, 2H); 2,18 (s, 3H); 2,97-3,04 (q, 2H); 3,20-
3,24 (t, 2H); 3,90-3,94 (d, 2H); 4,05-4,06 (m, 1H);
4,34 (s, 2H); 6,13 (brs, 1H); 6,42 (brs, 1H); 7,41-7 44
(d, 1H).

Mpvknag 252: 4-[(Bytupunamito)meTun]-2-(4-
{[(3,4-puxnop-5-metun-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuauH-1-in)-1,3-Tiazon-5-
kapboHoBa kucroTa

BkasaHy B 3aronoBKy CMOMyKy odepXyBamm 3a
A0rMomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npvknagi 242, 3 4-(amiHomen)-2-(4-{[(3,4-anxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnauH-1-
in)-1,3-Tiazon-5-kap6oHoBOi kncrnoTn (Npuknag 247) i
GyTaHOEBOrO aHrigpuay.

MC (ES) MH": 504 gnsi C2oH25C12Ns04S

'H AMP &: 0,77-0,81 (t, 3H); 1,40-1,48 (m, 2H);
1,53-1,59 (m, 2H); 1,82-1,85 (d, 2H); 2,00-2,04 (t,
2H); 2,11 (s, 3H); 3,16-3,20 (t, 2H); 3,84-3,87 (d, 2H);
3,974,02 (m, 1H); 4,37-4,38 (d, 2H); 7,26-7,28 (d,
1H); 8,02 (s, 1H); 11,98 (brs, 1H); 12,64 (brs, 1H).

Mpvknag 253: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-4-
{[(teTparigpodypan-3-inkapboHin)amiHolmeTnm}-1,3-
Tiason-5-kapboHoBa kucrnoTa

Etun 4-(amiHomeTnn)-2-(4-{[(3,4-anxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnauH-1-
in)-1,3-Tiazon-5-kapbokcunar (npuknag 246; 200wmr;
0,434mmonb) po3unHarm B 6e3sogHomMy [OM®OA
(2mn). JopaBanm HATU 165wmr; 0,434MmMorb), NoTiMm
[opasanu Jiisonponine TMnamiH (149mkn,
0,868mmonb).  PeakuiiHy cymiw  nepemiwysanu
npotarom 10 xBunuH i TeTparigpodypan-3-kap6oHoBY
kmcnoty (50 wr; 0,434Mmonb) i peakuiviHy cymiw
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
2,5 rogumH. Cymiw possogurm EtOAc, peTtenbHo
npomvBarM Bogot, BucywyBanu Hag NaxSOs i
KOHLEHTPYBanu y BaKyyMi, OOEPXYIOUM BKa3aHy B
3arosioBKy CMOJSyKYy Yy BUrMsiAi He 30Bcim Ginoi TBepaoi
peyoBuHM (220mr)- (PXMC (ES) MH': 558, 561).
CknagHui eTuroBui edip nNpodykT rigponisyBanu
rigpokcupgom niTito/TFP  3a  gonomoroto  crnocoOy,
aHanorivHoro Jo onuMcaHoro B npuknagi 31,
OLEePXYHoUM BKa3aHy B 3arofioBKy CrofyKy (25mr).

82261

178
MC (ES) MH": 533 anst C21H25C12N505S
'H AMP 5: 1,68 (m, 2H); 1,92-1,97 (m, 3H); 2,00-
2,07 (m, 2H); 2,25 (s, 3H); 2,97-3,07 (m, 1H); 3,22-
3,30 (m, 2H); 3,66-3,72 (m, 2H); 3,74-3,79 (m, 1H);
3,86-3,94 (m, 2H); 4,08 (m, 1H); 4,47-449 d, 1H);
7,59-7,62 (d, 1H); 9,05 (s, 1H)

Mpvknag 254: 2-(4-{[(3,4-auxnop-5-metun-1H-
nipos-2-in)kap6oHrinjamiHo}ninepugnn-1-in)-1,3-
Tiazon-5-cyrnboHoBa K1croTa

3,4-gnxnop-5-meTun-N-[1-(1,3-tiazon-2-
in)ninepuaunH-4-in]-1H-nipon-2-kap6okcamia (Mpuknag
329; 692wmr, 1,93MMorb) po3unHsM B 6e3BogHOMY
OXM. MosinbHO AofaBany XrnopcyrbegoHOBY KACIOTY
(513mkn, 7,7mMmMornb) i cymiw HarpiBanu npu 60°C
npotarom 2 roguH. Cymiw oxonomkysanm go 0°C i
Aopasanu BOAY, Bigpasy nicns LpbOoro
BiJOKpeMnoBanacs KopuyHeBa TBepada peyoBuHa. i
¢inbTpyBanM W peTenbHO MNpoMMBanM  BOAOHO,
BMCYLIyBanM Yy BakKyyMi, OJepXylouu BkasaHy B
3aronioBky crnonyky (393mr).

MC (ES) MH": 441 ansa Cq14H16C12N4O4S2

'H AMP &: 1,83 (m, 2H); 2,06 (m, 2H); 2,28 (s,
3H); 3,46 (m, 2H); 3,94 (m, 3H); 7,10 (s, 1H); 7,41 (d,
1H); 12,19 (s, 1H)

Mpvknag 255: N-{1-[5-(AmiHocynbdoHin)-1,3-
Tiazon-2-injninepuanH-4-in}-3,4-guxnop-5-metun-1H-
nipon-2-kapbokcamig,

0,5M awmiak/miokcaH (10mn, 5mmonb) gogaBanm
o 2-(4-{[(3,4-anxnop-5-men-1H-nipon-2-
in)kap6onin]jamiHo}ninepuauH-1-in)-1,3-Tiazon-5-
cynbdoHoBOi  kucrotm  (npuknag  254;  100wmr,
0,226mMmonb) y  TOBCTOCTiHHIM  konbi.  Cymiw
nepemillyBanu npu KiMHaTHIn TemnepaTtypi NpoTarom
4 rogvH. Hagnuuwok po34vMHHUK BuAansamm y BakyyMmi
N KOpWYHEBY TBepAy PeYoBUHY BUCyllyBann Yy
BaKyyMi, OAEpPXYyl4M BKa3aHy B 3arofioBKy CHMOMyKY
(56mr).

MC (ES) MH*: 438 ansa Cq14H16CI12N4O4S

"H AMP &: 1,75 (m, 2H); 1,92 (m, 2H); 2,18 (s,
3H); 3,27 (m, 2H); 3,86 (m, 2H); 4,10 (m, 1H); 7,01 (s,
1H); 7,14 (d, 1H); 7,34 (s, 2H); 12,07 (s, 1H)

Mpuknag, 256: 3,4-gnxrnop-N{1-[5-
(rinpokcumeTnn)-1,3,4-Tiagiazon-2-in)ninepuanH-4-
in}-5-metnn-1H-nipon-2-kap6okcamig

PozumH etun  5-(4-{[(3,4-gnxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo}ninepugu-1-in)-1,3,4-
Tiapgiason-2-kapbokeunaty (npwknag 219, 280wmr,
0,65Mmorb) y TI® (5mn) oxomomkysanu go 0°C n
06pobrsnm rigpugom  AjisobytmnanoMidito  (1,3mn,
1,95MMorb) MO Kpanmsix MpoOTAroM 5  XBUMMH.
PeakuinHy cymiw BUTpUMyBanuM Ha NbofsHi 6aHi 1
[03BOMANM  MOBIfMlbHO  HarpiTMcs A0  KiMHATHOT
Temnepartypu npu nepemiwlyBaHHi NPOTAroM Houi. PX-
MC BkasyBana Ha Te, WO peakuid 3aBepLumnacs.
Peakuito pisko oxonomkysanu 3a A0MNOMOrot BOAHOI
CerHeToBOi COJi, i oTpUMaHy cymil po3soaurm EtOAC
(10mn) | iHTEHCMBHO nepemillyBanM MPOTArOM 2

roavH. LWapu  posginamm, i BogHy  nopuito
ekctparysanu EtOAc. OG'egHaHi opraHiyHi nopuii
BYCYLLYBanM (NazS0a4), dinsTpyBanu n
KOHLIEHTPYBanu, OAEPXYIUN CBITNO-KOBTOrapsye
Macrno. HeouuweHy peyoBMHy ouMwanM  3a
[0MoMOroto npenapaTtuBHoOi BTPX (35-75%

CH3CN/H20, 0,1% T®K, 14 xBUMH.), ogepKytoumn
17Mr BkazaHoI B 3arofioBKy CMOMNyKu.
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MC (ES™): 390,07 ans C14H17Cl2Ns02S

'H AMP &: 1,6 (m, 2H); 1,82 (m, 2H); 2,11 (s,
3H); 3,21 (t, 2H); 3,96 (m, 3H); 7,2 (d, 1H); 11,9 (s,
1H)

Mpwvknag 257: 3-xiHoniHkapboHoBa kucroTa, 1-[4-
[[(3,4-onxnop-5-meTun-1H-nipon-2-
in)kap6oHin)amiHo]-1-ninepuauninl-1,4-gurigpo-4-
OKCO-, eTuroBun edip

PozunmH  N-(1-amiHoninepuanH-4-in)-3,4-guxnop-
5-meTun-1H-nipon-2-kapbokcamigy (NpomikHa
crnonyka 89, 400mr, 1,4mmonb) i eTun (2Z)-3-eTokcu-
2-(2-cpbTopbeHsoin)akpunaty (WO 2000040561 Af],
370mr, 14mmonb) B 20mn EtOH nepewmiwysamm npwm
KiMHaTHIn Temnepatypi npotarom 2 roguH. [licns
possegeHHs  100mn  BOoAM  TBEPAI  PEYOBUHU
¢inbTpyBanuM 1 BUCyWyBanu y BakyyMmi. TBepgi
peyoBuHM cycneHgyBanu B 20Mn  fiokcaHy, Lo
mictute  DBU  (300mkn), i cymiw HarpiBamm B
MikpoxsunboBoMy peaktopi npu 120°C npotdrom 3
rogviH. PO34mHHWK BUgananu n 3anuiwok po3ynHam B
EtOAc, noTim npomuMBarmM BOOOK W  COMSHUM
posumHom. 3HesogHioBannm (MgSOs) i Bugananu
PO3YMHHMK, MOTIM PO3TVParM B MOPOLLOK 3 rapsyvm
EtOAc, ogepxytoun 160 mr npogykty y Burnagi 6inoi
TBEpOoi peyOBUHM.

MC (ES): 491,0 (M+H)*, MC (ES): 489,2 (M-HY".

"HAMP 8: 1,31 (t, J=7,16I, 3H); 1,78 - 2,12 (m,
4H); 2,14-2,30 (m, 3H); 3,12 (s, 2H); 3,34-3,50 (m,
2H); 4,05 (s, 1H); 4,14-437 (m, 2H); 7,26 (d,
J=7,72l'u, 1H); 749 (t, J=7,54T'u, 1H); 7,71-7,95 (m,
1H); 8,07-8,31 (m, 2H); 8,97 (s, 1H); 12,04 (s, 1H).

Mpvknag 258: 1-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHin]amiHo}nine puamH-1-in)-4-okco-
1,4-purigpoxiHoniH-3-kapboHoBa kucroTa

CycneHgito  3-xiHoniHkapboHoBoi  kucrnot, 1-[4-
[[(3,4-onxnop-5-metn-1H-nipon-2-
in)kap6oHin)amiHo]-1-ninepuguninl-1,4-aurinpo-4-
OKCO-, CKnagHoro etwurioBoro edipy (npuknag 257,
67mvr, 0,14mmormb) B 5mMn MeOH n  150mkn
(0,175mmonb) BogHoro 1H. NaOH Harpisamm npu 80°C
npoTarom 40 XBUNWH Y MIKPOXBUIILOBOMY pPeaKTopi.
OopaBarm  BogHwn  1H. pos3umH HCI  (150mkn),
OAEPXYHUN BeMMKy KinbKicTb TBepaoro ocagy. Cymil
pecycrnieHgyBanM B rapsidii BoOi M HEPO3YMHHY
peyoBUHY inbTpyBanu, ogepxyoun 19mr npoaykty
y BUrnsagi 6inoi 1sepaoi peyoBUHM.

MC (ES): 463 (M+H)*, MC (ES): 461 (M-H).

'H AMP &: 2,03 (s, 4H); 2,19 (s, 3H); 3,18 (s,
2H); 3,53 (s, 2H); 4,09 (s, 1H); 7,25 (s, 1H); 7,69 (s,
1H); 8,01 (s, 1H); 8,39 (s, 2H); 9,37 (s, 1H); 11,82-
12,44 (m, 1H); 15,25 (s, 1H).

Mpvknag 259: 3,4-guxnop-N-[1-(3-cbopmin-1H-
nipos-1-in)ninepngunH-4-in)-5-metun-1H-nipon-2-
Kapbokcamia

Cymiw N-(1-amiHo ninepuamH-4-in)-3,4-guxnop-5-
meTun-1H-nipon-2-kapbokcamigy (NpomikHa crionyka
89; 67wr, 0,14Mmonb), 2,5-
AvmeTokcuTeTparigpodypaH-3-kapbanbgerigy
(100mkn, 4,2wmr), i aueTaty Hatpito (0,35r, 4,1Mmonb)
B 30Mn ourtoBoi kucrotm HarpiBanu npu 70°C
nNpOTArom 2 rofnH. PO3YMHHVK BUAANAanu n 3anuiok

posnoginamm  mix EtOAc i BogHum  NaxCOs.
HeposuunHHa peyoBuMHa BMOANsANm LLFIAXOM
(pinbTpyBaHHS yepes JiatomoBy 3emMnto,

npomuBatoun 4vepes i3 EtOAc. EtOAc 3 dimbTpary
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BiJOKpemslioBamM W npomMuBany BOAOK N CONSTHUM
posuumHoMm. lMNpu 3HeBoaHOBaHHI (MgSOs) i BuganeHHi
pO3UMHHMKA  OAepXyBanmu  KOpPWYHEBY  TBepay
pPEYOBUMHY, SIKy OuMLlany LUMSXOM XpomaTorpadii 3
HopMmanbHoto dasoto, (100% OXM i3 rpagieHTHUM
enooBaHHAM o 2% MeOH y OXM), ogepxyroum
PEYOBMHY, SIKy PpO3TVMPanu B MOPOLLUOK i3 MPOCTUM
edipomM, ogepxytoum 110 Mr 6inoi TBepAoi pevoBUHM.

MC (ES): 369 (M+H)*, MC (ES): 367,2 (M-HY..

'H AMP &: 1,65-1,89 (m, 2H); 1,90-2,11 (m, 2H);
2,18 (s, 3H); 3,15 (dd, J=7,06, 3,30l'u, 4H); 3,92 (s,
1H); 6,44 (dd, J=3,01, 1,88I'u, 1H); 7,15-7,27 (m, 1H);
7,31 d, J=7,72l'y, 1H); 7,89 (t, J=1,88I'u, 1H); 9,62
(s, 1H); 12,00 (s, 1H).

Mpuknag, 260: 3,4-gnxnop-N-(1-{3-[(E)-
(rinpokciimiHo )MeTvn]-1H-nipon-1-in}nine puanh-4-in)-
5-meTun-1H-nipon-2-kapbokcamig

PozunH  3,4-guxnop-N-[1-(3-dopmin-1H-nipon-1-
in)ninepunauH-4-in]-5-metun-1H-nipon-2-
kapbokcamigy (mpuknag 259, 151mr, 0,41mmornb) i
50%-Horo BOJHOIO rigpokcunamivy  (55mkn,
0,83mmorb) B 5mn EtOH wHarpiBanu npu 80°C
npotarom 30 xBunvH. Cymiw possogurm EtOAc i
NPOMVBanM COMSHUM PO34YMHOM. [pn 3HEBOOHIOBAHHI
(MgSO4) i BupaneHHi poO3uYMHHWKA OAepXyBanm
TBEepay PeyvoBUHY, SKy ouumwanu wnaxom BTPX i3
obepHeHoto dasoio (30-55% rpagieHt CH3CN y Bogai
3 0,1% TPK), ogepxytoum NpoaykT y BUrMsgi CyMiLi
reoMeTpuYHKX i3oMepiB.

MC (ES): 384 (M+H)*, MC (ES): 282 (M-H).

'H AMP &: 1,78 (m, 1H); 1,94 (m, 2H); 2,2 (s,

3H); 2,95-3,24 (m, 4H); 3,91 (m, 1H); 6,1 -6,3 (2d,
1H); 6,9 it 7,1 (2s, 1H); 7,16 (s, 1H); 7,22-7,41 (m,
1H); 7,6 17,9 (2s, 1H); 10,9 i1 10,4 (2s, 1H); 12,00 (s,
1H).

Mpvknag 261: 1-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuamH-1-in)-1H-nipon-
3-kapboHoBa kucnoTa

Po3unHn 3,4-gmxnop-N-[1-(3-dopmin-1H-nipon-1-
in)ninepnauH-4-in]-5-metun-1H-nipon-2-
kapbokcamigy (npuknag 259, 90wmr, 0,24mmonb) B
10mn auetoHy 1 KMNO4 (39wmr, 0,24mmonb) B 3mn
BoAi o6'egHyBanmM N NepeMilyBanm npu Temneparypi
HaBKONMULIHBOrO  CepefoBuUla  MPOTArOM  HOMi.
BHacnigok HernoBHOro mnepeTBOPeHHs, goAaBanu
posumHun KMns (15 n 20mr) B 3mn Bogy 3 5-n
roAVHHUMHA iHTepBanamu. Cymiww pi3ko
oxonogkyearm 3a gonomoroto BogHoro NaHSOs i
posnoginanu Mk  EtOAc i Bomow. EtOAc
BiJOKpeMIioBarm N MPpOMMBAIM COMSHUM PO3YMHOM.
Mpn  3HeBogHioBaHHi  (MgSOs4) | BuAaneHHi
PO34YMHHMKA OJepXyBaru MpOAyKT Yy Burnagi 6inoi
TBEpOoi peyoBUHM.

MC (ES): 384 (M+H)*, MC (ES): 282 (M-H).

"HAMP 5: 1,79 (d, J=3,58Iw, 2H); 1,86 - 2,04 (m,
2H); 2,18 (s, 3H); 3,11 (d, J=3,39I'y, 4H); 3,77-4,05
(m, 1H); 6,22-6,42 (m, 1H); 7,05 (t, J=2,45I"u, 1H);
7,31 (d, J=7,72ly, 1H); 7,58 (s, 1H); 11,96 (d,
J=31,65Iy, 2H).

Mpvknag 262: 1-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}nine puanH-1-in)isoxiHoniH-
3-kapboHoBa kucnoTa

Y cymiwn 20mn TI®, 5mn H0, i 1mn 50mac.%
NaOH (BogH.) posumHanm metun 1-(4-{[(3,4-gnxrop-
5-meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepugnn-1-
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in)isoxiHoniH-3-kapbokcunat (mpuknag 301; 70wmr).
Po3unH nepemiwysanu npu 80°C npoTsarom 1 roguHu.
Po3uvH oxonompkyBanu OO KiMHATHOI TemnepaTypwu,
poseogurm EtOAc i nmigkncnanum 3a  JOMNOMOrot
possegeHoi HCI (BogH.). EtOAc dpakuito Buginamm, y
uenm 4ac i3 posumHy ocamkyBarnacs Oina TBepaa
pevoBuHa. TBepay peuqoBuHy 36upanu LWAAXOM
dinbTpadii n npommeanu aLeToHITpUINom,
ogepxytoun 50 Mr Giroro TBEpPAOro NPOJYKTY.

MC (ES): 447 (M+H)".

"H AMP &: 1,90 (s, 2H); 1,98-2,12 (m, 2H); 2,19
(s, 3H); 3,14 (m, 2H); 3,82 (m, 2H); 4,04 (s, 1H); 7,31
(m, 1H); 7,77 (m, 2H); 8,06 - 8,21 (m, 2H); 12,02 (s,
1H); 12,79 (s, 1H).

Mpvknag 263: 1-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-4-
MeTOKCIi30oXiHONiH-3-kapboHoBa KucnoTa

Y repMeTU4HOMY KOHTENHepI Mif BUCOKUM TUCKOM
3 TeprIOHOBUM MOKPUTTAM 06'eAHyBanu eTnn 1-xmnop-
4-meToKCiizoxiHonMiH-3-kapbokcunaT ([EP 650961 A1];
390mr, 1,55mmonb), TpudTopaueTat 4-{[(3,4-anxrnop-
5-meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepuguHito
(npomixkHa crnonyka 86; 1,7r, 4,4mmornb), i KoCOs
(2,2r) B 20mn TupeT-6yTaHoni. KoHTenHep Harpisanu
npn 170°C npw nepemillyBaHHi NPOTAroM 8 roauH.
Po3unMH  KOHUEHTpyBanM  LUMSAXOM  POTOPHOrO
BMMNapOBYBaHHs W BigHOBMOBanmM 3a [OMOMOrOH
EtOAc. OpraHiyHnin wap 4oTvpu pasy NpoMMBanu
H-O, i Bucywysanmm Hag MgSOas. HeounweHun etunn
1-(4-{[(3,4-pnxrop-5-meTnn-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-4-
MeTOKCIii3oXiHoNiH-3-kapbokcunat oumnwanu 3a
poromorot Si i3 obepHeHolo ha3oto, odepXKykun
20Mr npoMpKHOro ckragHoro edipy. MoTim cknagHuin
eturnosun edpip rigponisysanu, $K OMNMCaHoO B
npuknagi 262, ogepxytoun 13,5 Mmr kiHueBoro 6Ginoro
TBEPAOro NPOoAyKTy.

MC (ES): 477 (M+H)*, MC (ES): 475 (M-H).

"H AMP 5: 1,81-1,97 (m, 2H); 2,01 (s, 2H); 2,14-
2,26 (m, 3H); 3,06 (t, J=11,300y, 2H); 3,71 (m, 2H);
3,93 (s, 3H); 4,03 (s, 1H); 7,40 (m, 1H); 7,73-7,89 (m,
2H); 8,10-8,22 (m, 2H); 12,12 (s, 1H).

Mpvknag 264: Etun 1-(4-{[(3,4-onxnop-5-meTun-
1H-nipon-2-in)kap6oHin]jamiHo}ninepuanH-1-in)-2,7-
Had TMpunanH-3-kapbokeunart

Y repMeTU4HOMY KOHTENHepi Mif BUCOKUM TUCKOM
3 TeprIOHOBUM MOKPUTTAM 06'eAHyBanu eTnn 1-xmop-

2,7-HadTMpnanH-3-kapbokeunat (280wmr,
1,18mmore),  4-{[(3,4-gnxnop-5-meTun-1H-nipon-2-
in)kapOoHin]amiHo}ninepuanHin TpudTopaueTart

(npomixxHa crnonyka 86; 957wmr), i KoCOs (1,25r) B
15mn  TpeT-6yTaHoni. KoHTemHep HarpiBanu npwu
170°C npu nepemiwyBaHHi MPOTArOM 8 rogwuH.
Po3unMH  KOHUEHTpyBanM  LUMSXOM  POTOPHOrO
BMMNapOBYBaHHs 1 BigHOBMOBanmM 3a [OMOMOrOH
EtOAc. OpraHiyHnin wap 4oTvpu pasy NpoMMBanu
H2O, i Bucywysamm Hag MgSOs. lMpoaykT ounwanm
Ha Si i3 ob6epHeHolo ha3oto, ogepxytoun 36mr Giny
TBEPAY PEYOBUHY.

MC (ES): 476 (M+H)".

"H AMP &: 1,82 -1,95 (m, 2H); 1,99-2,11 (m, 2H);
2,14-2,22 (m, 3H); 3,23-3,33 (m, 2H); 3,98-4,14 (m,
2H); 4,37 (m, 1H); 7,33 (d, J=7,54Iuy, 1H); 7,97 (d,
J=5,28Iu, 1H); 8,05 (s, 1H); 8,75 (d, J=5,281y, 1H);
9,41 (s, 1H); 12,01 (s, 1H).
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Mpvknag 265: 1-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuamH-1-in)-2,7-
HacbTMpmnamH-3-kapboHoBa kucrnoTa

Ak onvcaHo Ans cuHTe3y B Mpuknadi 262, eTtun
1-(4-{[(3,4-pnxrop-5-meTnn-1H-nipon-2-
in)kapOoHin)amiHo}ninepuauH-1-in)-2,7-Had TMpUanH-
3-kapbokcunat (npuknag 264; 30Mr) rigponidysanu,
ofepxyroun 9,1Mr XOBTy TBEPAY PEHOBUHY.

MC (ES): 448 (M+H)*, MC (ES): 446 (M-H).

'H AMP &: 1,80-1,94 (m, 2H); 1,98-2,12 (m, 2H);
2,19 (s, 3H); 3,24-3,36 (m, 2H); 4,07 (d, J=13,57Tu,
3H); 7,31 (d, J=8,29I"u, 1H); 7,95 - 8,09 (m, 2H); 8,73
(d, J=5,28l'u, 1H); 9,43 (s, 1H); 12,02 (s, 1H).

Mpvknag 266: Etun 4-(4-{[(3,4-gnxnop-5-meTtun-
1H-nipon-2-in)kap6oHin]jamiHo}ninepngnH-1-
in)xiHasoniH-2-kapbokennat

Ak onvcaHo Ans cuHTe3y B Mpuknagi 264, eTun
4-xnopxiHa3oniH-2-kapbokcunat (690mr),
Tpudptopauetar  4-{[(3,4-anxnop-5-meTun-1H-nipon-
2-in)kapboHinjamiHo}ninepuamnHito (MpoMibkHa crioryka
86; 1,7r), i KoCOs (1,7r) B 20mMn wpew-6yTaHori
ob'egHyBanu, ogepxytoum 662 Mr cipoi TBepgol
pEeYvOBUHN.

MC (ES); 476 (M+H)".

"H AMP &: 1,34 (t, J=7,16T1, 3H); 1,79 (m, 2H);
2,01 (s, 2H); 2,18 (s, 3H); 4,17 (s, 1H); 4,334,46 (m,
4H); 7,33 (d, J=7,54Tu, 1H); 7,68 (d, J=6,03I'y, 1H);
7,88-7,98 (m, 1H); 8,06 (d, J=9,04I'u, 1H); 12,03 (s,
1H).

Mpvknag 267: 4-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHin]amiHo}nine puamH-1-in)xiHaszoniH-
2-kapboHoBa kucrnoTa

Ak onvcaHo Ans cuHTe3y B Mpuknagi 262, eTun
4-(4-{[(3,4-pnxrop-5-meTnn-1H-nipon-2-
in)kapOoHin)amiHo}ninepuauH-1-in)xiHa3oniH-2-
kapbokcunat (npuknag 266; 100mr) rigponidyBanu,
ofepxyroun 32mr 6inoi TBepaoi pevoBUHM.

MC (ES): 448 (M+H)", MC (ES): 446 (M-H)".

'H AMP &: 1,60-1,75 (m, 2H); 1,75-1,90 (m, 2H);
2,15-2,24 (s, 3H); 3,70-3,86 (m, 2H); 4,23 (m, 1H);
4,53 (m, 2H); 7,41 (d, J=7,54T'u, 1H); 7,69 (1
J=7,16lu, 1H); 7,92-8,04 (m, 2H); 8,10 (d, J=8,29I'w,
1H); 12,11 (s, 1H).

Mpwvknaa 268: Metun 4-amiHo-2-(4-{[(3,4-auxnop-
5-meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepugnt-1-
in)-1,3-Tiazon-5-kapbokcunar

Cycnensito  metun  N-uiaHo-4-{[(3,4-guxmnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnauH-1-
kapbimigoTioaTy (mpomixHa crnonyka 91, 1,78,
4,8mmornb) i meTunmepkammoaueTtaty  (0,43mn,
4.8vmorb) 3 TEA (1,2mn, 8,6mmomb) B MeOH
nepemillyBanu npu KiMHaTHIN TemnepaTypi BCKO Hid.
PeakuinHy cymiw koHueHTpyBamm go  50%-Horo
ob'emy, ocag BiadinbTpoByBanu  TBEpAY PEYOBUHY
npomuarm MeOH i Bucyliysanw.

MC (ES): 432 (M+H)".

'H AMP &: 1,54-1,69 (m, 2H); 1,90 (dd, J=12,62,
2,83y, 2H); 2,18 (s, 3H); 3,16-3,31 (m, 2H); 3,61 (s,
3H); 3,87 (d, J=14,69Iu, 2H); 3,99-4,14 (m, 1H); 6,84
(s, 2H); 7,29 (d, J=7,91Tu, 1H); 11,98 (s, 1H).

Mpukrnag  269: 3,4-gnxnop-N-[1-(5-uiaHo-4-
meTokcu-1,3-Tiazon-2-in)ninepuanH-4-in]-5-metun-
1H-nipon-2-kap6okcamig,

CycneHgito N-[1-(amiHokap©oHOTIOHImN)ninepuanH-
4-in]-3,4-pnxnop-5-metvn-1H-nipon-2-kapbokcamigy
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(npomixxHa crnonyka 95, 0,22r, 0,7mMmorb) i TpeT-
6ymun xnop(uiaHo)auetaty (0,12r, 0,7mMmornb) B

MeOH HarpiBamm go 80°C y MIKPOXBUIIbOBOMY
peakTopi npotarom 40 xBunuH. MNpoaykT ocamkysanm
1 BiadinbTpoByBanu.

MC (ES): 414 (M+H)".

"H AMP &: 1,57 -1,72 (m, 2H); 1,93 (dd, J=12,81,
3,01y, 2H); 2,18 (s, 3H); 3,28-3,43 (m, 2H); 3,80-
3,94 (m, 2H); 3,97 (s, 3H); 4,01-4,15 (m, 1H); 7,31 (d,
J=7,72I'u, 1H); 12,00 (s, 1H).

Mpuknag  270: 3,4-gnxnop-N-[1-(5-uiaHo-4-
rigpokcu-1,3-Tiazon-2-in)ninepugnH-4-inl-5-metun-
1H-nipon-2-kap6okcamig,

|7|OJJ,TpVIMeTVIJ'ICMJ'IaH (0,02mn, 0,13mMmorb)
popasanu po cycnensii 3,4-amxnop-N-[1-(5-uiaHo-4-
meTokcu-1,3-Tiazon-2-in)ninepuanH-4-in]-5-metun-

1H-nipon-2-kapbokcamigy (npuknag 269, 0,04r,
0,1Mmonb) y OXM:CHCIs (1:1). Micna
nepemiwyBaHHa npoTtarom 1  roguHu  peakuis

3aBepuuyBanacs. [Npu posnoaini mixx EtOAc i Bogoto,
BMCYLLYBaHHSI OpraHiyHOi YacTuHM 3a [OMOMOroH
MgSOQ4 i KOHUEHTPYBaHHI odepXXyBarnn XOBTe Macsio
3 SKOro, MiCMS PO3TWPaHHA B MOPOLLOK i3 MPOCTUM
edipoM, oaepKyBarnm XOBTy TBEPAY PEYOBUHY.

MC (ES): 400 (M+H)".

"H AMP 5: 1,65 (s, 2H); 1,84-1,95 (m, 2H); 2,08-
2,20 (m, 3H); 3,77-3,90 (m, 2H); 4,09 (s, 2H); 4,41 (s,
1H); 7,25-7,39 (m, 1H); 12,00 (d, J=5,84Tu, 1H);
12,48 (s, 1H).

Mpwvknaa 271; Metun 2-(4-{[(3,4-anxnop-5-uiaHo-
1H-nipon-2-in)kap6oHinjamiHo}ninepuann-1-in)-1,3-
Tiason-5-kapbokcunat

TEA (0,06mn, 0,5Mmonb) gogaBany 40O pO3YMHY
MeTun 2-(4-amiHoninepugwnH-1-in)-1,3-Tiazon-5-
kapbokcunaty (mpomikHa crmonyka 134, 0,1,
0,5Mmonb) y 6e3sogHomMy TI®. [lo HeOro gogasamm
3,4-gnxnop-5-uiaHo-1H-nipon-2-kap6oHinxnopug
(npomixxHa cronyka 132, 0,1r, 0,5mMmorb) y BUrnsgi
po3uuHy B 6e3sogHomy TI®. [Micna nepemiwyBaHHSA
npotarom 15 xeunvH, TI® Buganamm. [pogykr
posnoginanu mik EtOAc i Bogoto. OpraHiyHy YacTuHy
BuCYyLyBanum 3a gornomoroto MgSOs i koHUeHTpyBanu,
OLEPXYHUN XKOBTe Macro. Po3Tvpanu B MOpOLLOK i3
npocTM edqipoM, MoTiM QiNbTpyBanun, oaepXyrouun
YKOBTO-KOPWYHEBY TBEPAY PEHOBMHY.

MC (ES): 428 (M+H)"

'H AMP &: 1,65 (s, 2H); 1,87 (s, 2H); 3,09 (s,
1H); 3,25-340 (m, 2H); 3,75 (s, 3H); 3,95 (d,
J=13,75I'y, 2H); 7,87 (s, 2H).

Mpvknag 272: 2-(4-{[(3,4-ouxnop-5-uiaHo-1H-
nipos-2-in)kap6oHinjamiHo}ninepngunH-1-in)-1,3-
Tiason-5-kapboHoBa kucrnoTta

BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
OOMOMOTOK MEeTOAMKW, aHaroriyHo A0 OAdepXKaHHs
MPOMDKHOT Crnonykn 3, BUMKOPUCTOBYIOMM K BUXIOHY
pevoBuHy MmeTuny  2-(4-{[(3,4-gnxnop-5-uiaHo-1H-
nipos-2-in)kap6oHinjamiHo}ninepngunH-1-in)-1,3-
Tiazon-5-kapbokcunar  (npuknag 271). Peakuiiny
CyMilll KOHLEeHTPYBanu Anda suganeHHs MeOH .

Oopasarm Bogy 1 p posBogurm o pH4 3a
poromoroto  NaHCOs.  lMpoaykt  ekcTparyBanu
CHClz:izonponaHonom (3:1). Tpu 3HeBOOHIOBaHHI
(MgSOa) i BMganeHHi posymHHUKa ogepxysanm biny
TBEpAy peyvoBuHYy. BucywyBanu B ocyluyBarnbHOMY
posmmntoBadi npu 75°C y BakyyMmi.
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MC (ES): 414 (M+H)".

'H AMP &: 1,66 (s, 2H); 1,91 (s, 2H); 3,36 (s,
2H); 3,94 (d, J=13,38I'u, 2H); 4,09 (s, 1H); 7,76-7 91
(m, 1H); 8,04 (d, J=7,72l"u, 1H); 12,64 (s, 1H); 13,86
(s, 1H).

Mpwvknag 273; MeTun 4-(4-{[(3,4-anxnop-5-LiaHo-
1H-nipon-2-in)kap6oHin]jamiHo}ninepnanH-1-
in)xiHo niH-2-kap6okcunat

BkasaHy B 3aronoBKy CMOMyKy odepXyBarm 3a
[OMOMOrold MeTOAMKW, aHamnoriYyHoi onuMcaHoi B
npvknagi 271, BUKOPUCTOBYIOUN SIK BUXIAHY peYOBUHY
3,4-gnxnop-5-uiaHo-1H-nipon-2-kap6oHin xropug
(npomixxHa  cnonyka  132) i wmetun  4-(4-
amiHoninepuaunH-1-in)xiHoniH-2-kapbokcunat
rigpoxnopug (MpomikHa cronyka 136).

"HAMP 5: 1,95 (d, J=15,82Iw, 2H); 2,99-3,14 (m,
2H); 3,38 (q, J=6,97Tu, 2H); 3,54-3,69 (m, 2H); 3,94
(s, 4H); 7,55 (s, 1H); 7,69 (t, J=7,63Iy, 1H); 7,76-7,86
(m, 1H); 7,96-8,11 (m, 2H).

Mpvknag 274: 4-(4-{(3,4-guxnop-5-uiaHo-1H-
nipon-2-in)kap6oHin]amiHo}nine puamH-1-in)xiHoniH-2-
kapboHoBa kucroTa

BkasaHy B 3aronoBKy CMOMyKy odepXyBamm 3a
[OMOMOro0 MeTOAMKW, aHasnori4Hoi onucaHoi Aans
MPOMDKHOT Crnonykn 3, BUMKOPUCTOBYIOMM K BUXIOHY
cnonyky  metuny  4-(4-{[(3,4-gnxnop-5-uiaHo-1H-
nipon-2-in)kap6oHin]amiHo}nine puamH-1-in)xiHoniH-2-
kapbokcunat (mpwknag 273) i HacTynHy o6pobky
34incHIoBanu BignoBiaHO A0 Npuknagy 272.

MC (ES) (M+H)": 458

'H AMP &: 1,93 (s, 2H); 2,05 (s, 2H); 3,27 (s,
2H); 3,77 (s, 2H); 4,12 (s, 1H); 7,56 (s, 1H); 7,69 (s,
1H); 7,85 (s, 1H); 8,05 (s, 1H); 8,18 (d, J=8,67Ty,
2H).

Mpvknag 275: N-Metokcn 8-dt1op-4-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap©oHin)amiHo}ninepuauH-1-in)xiHoniH-2-
Kapbokcamia

BkasaHy B 3arofioBKy Crosyky ogepxysarm 3 8-
dTOp-4-(4-{[(3,4-AMxN0p-5-MeTnn-1H-nipon-2-
in)kapOoHin)amiHo}ninepuauH-1-in)xiHoniH-2-
kapboHoBoi kucrnomm (npwknag 280) i rigpoxnopugy
O-meTurrigpokcunamiHy 3a [OMOMOrol MeTOAUKM,
onuncaHoi B npuknagi 8.

MC(ES"): 494/496 ansi C2oHa2CI2FNsO3

'H AMP &: 1.88 (m, 2H); 2,06 (m, 2H); 2,17 (s,
3H); 2,98 (m, 2H); 3,50 (m, 2H); 3,69 (s, 3H); 4,04 (m,
1H); 7,42 (m, 2H); 7,59 (s, 1H); 7,72 (m, 1H); 8,13 (s,
2H)

Mpvknag 276: Etun 2-(4-{[(3,4-gnxnop-5-meTtun-
1H-nipon-2-in)kap6oHin]jamiHo}ninepuanH-1-in)-4-
(meTokcumeTuN)-1,3-Tiason-5-kapbokcunat

BkasaHy B 3arofioBKy crionyky ogepxysamm 3 3,4-
avxnop-5-metun-1H-nipon-2-kap6oHoBoi KUCIOTH
(npomixxHa crnonyka 3) i rigpoxnopugn etun 2-(4-
amiHoninepuguH-1-in)-4-(MeTokcumeTun)-1,3-Tiazon-
5-kapbokcunaty  (npomikHa cromyka 36) 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnuMcaHoro B
npvknagi 29.

MC (ES) (M+H): 474 ansa C19H24CI2N4O4S

Mpvknag 277: Evn 2-(4-|[(3,4-auxnop-5-meTtun-
1H-nipon-2-in)kap6oHin]jamiHo}ninepuanH-1-in)-4-
[(1,3-miokco-1,3-gurigpo-2H-izoiHgon-2-in)metnn1-
1,3-Tia3on-5-kapbokcunat
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BkasaHy B 3arofioBKy criosnyky ogepxysanm 3 3,4-
avxnop-5-metun-1H-nipon-2-kap6oHoBoi KUCIOTH
(npomixkxHa cnonyka 3) i rigpoxnopug etun 2-(4-
amiHoninepvguH-1-in)-4-[(1,3-aiokco-1,3-gurigpo-2H-
isoiHgon-2-in)meTtunl-1,3-Tiazon-5-kapbokcunaty
(MpomikHa cronyka 77) 3a [OMNOMOrol Crocooy,
aHanoriyHoro 4o onucaHoro B npuknagi 29.

MC (ES) (M+H): 593 ansa C2sH25CloNs05S

Mpvknag  278:  6-xmop-4-(4-{[(3,4-anxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)xiHo niH-2-kapboHoBa K1croTa

Memun  6-xrnop-4-(4-{[(3,4-gnxnop-5-metun-1H-
nipon-2-in)kap6oHin]amiHo}ninepuanH-1-in)xiHoniH-2-
kapbokcunat (npuknag 134; 20Mr) po3unHsanM B 6mn
2:1 Tro/MeOH, popasann 0,20mn 1H. NaOH n
OTPUMaHUI PO3YMH MepeMillyBany npu Temneparypi
HaBKOMULIHBOrO cepepoBuwa npoTarom 20 roauH.
Micna HenTpanisauii 3a gonomoroto 0,25mn 1H. HCI,
peakuinHy  cymiw possogurm  S5mMn Boau M
¢inbTpyBanu. TBepay peyoBuHy NpoMuBanu Bo4OH0 i
BUCYLLYBanM y BakyyMi, ogepxytoumn 18,4mr y surnsai
SICHO-KOBTOI 3€PHUCTOI TBEPAOI PEHOBUHN.

MC (ES™): 480,94/482,94/484,94
C21H19CI3N4O3

'H AMP &: 1,81 (m, 2H); 1,94 (m, 2H); 2,09 (s,
3H); 3,07 (m, 2H); 3,25 (s, 1H); 3,50 (m, 2H); 4,00 (m,
1H); 7,23 (d, 1H, J=7,54); 7,48 (s, 1H); 7,74 (d, 1H,
J=9,04); 7,88 (s, 1H); 8,02 (d, 1H, J=9,04); 11,93 (s,
1H).

Mpuknagmn 279-283

HacTynHi crnonykv opepxysBamym 3a [OMOMOrOHO
crnocoby, aHanoriYyHoro JO OMnMcaHoro B npuknagi
278.

ans

Dpmxnsa Cnesyes "H M & [ miz |
|mﬂ

m Bsrmmgn-d-4-[[[1,4- D180 ¢, 2L J.HH-:m.!Hx.l 477 | s
RS- L2 gn, 36 306 {m, 200 | 4T 223
niprour-2-injapienia) || 3.5 (1, ZH); 304 {5, M |

{ Eainno fimepaTn- - {400 {in, THY 2045 v e
| Lapcinoris-2-kapfoumma L, 1HY; 721 (m, 1H); 7.29
| wmesoTa | {m, H; 7,52 dm, 1)

' 1LY7 (3, TH)

W | Ebrpd O | 136 (m, 25, ZR3 m, THE | 465 | Mipmcom
mp- 5w L T1ois, IH); 306 {m, M | 467 a4
mipecy E-injkapSouiaj {359 ¢, 20 187 (5, 3y .

EMIND jmmepmnm- - L a0 ém, LLC); 756 {m, 3
ininnoe - captiomnea | 780 fm, LEL)
KBCnoTa |
B [T e aE 3.5 g 20, 2 i, 2HY | i | Mipmewn
AMLEOp-S-sETRE- TH- 208 s, THY 3,04 i, THY, | 40T x5
nip- E-injeaptieaia) | 381 {m, ZH]; £.05 {m, THYE
walin jmoepaEn-1- TAL4d, IH, 1=73); 7.58
I pimanin-2aaphomom | 2 TH), 7,068 (= THY; 7,80 |
KmanaT {m, TH 8,20, THY, I
1203 (5, LH)

FT7] Fanoo-[A-1[0 A4 155 m, T5F, 2,02 [m, ZH) | 4310 | Tipmstran
amnenp-i-nerhn-1H- 2,04 {5, HE 306 (e ZHY, | 443 ¥4
mipan-2-lnjsaphioaric) 3,57 |m, 23 3,9 s, 3005
miore | ninep - |- 355 m, THY 7,06 (L TH, 1
iaimnin-d-mplanens | =7,5) 7,55 s, 183 7,53
EHETL [, THY; 7,92 o, 260)
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| 2-(4={{3 A amerop-3 :J.N.I-:ru.. 2H); 140 {m, ZHY, | 38w
i weermir- | Fl-mipea-1- | L8 (o, Mg K06 {m, 2HY, | aua
| lnjeapfioniaJasine) ninepn | 249 (m, 2F); €02 {m, 1K

| I | oR i -4 ;'.',!'.‘.;:I, P I=77 822 |

{ s, THIE 11,99 {5, THY [
112,72 (e, TH) |

[
13

| EapliTRG EHCANTY

Mpvknag 284: 5-(4-{[(3,4-guxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-
in)HikoTMHamiIg,

BkasaHy B 3aronioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro Ao OnMcaHoro B
npuknagi 8, BUKOPUCTOBYIOUU K BUXIAHY PEYOBUHY 5-
(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap6oHin)amiHo}nine puanH-1-in)HiKOTUHOBY
kucnoTy (npuknag 291) i po3ymH amiaky B MeOH.

MC (ESP) (MH"): 396 ans C17H19Cl2N502

'H AMP 3: 1,60-1,73 (m, 2H); 1,89-1,92 (m, 2H);
2,17 (s, 3H); 2,98 (t, 2H); 3,79-3,84 (m, 2H); 3,97 (m,
1H); 7,33 (d, 1H); 7,51 (s, 1H); 7,69 (s, 1H); 8,09 (s,
1H); 8,41-8,44 (m, 2H); 12,04 (s, 1H).

Mpvknag 285: 5-(4-{[(3,4-guxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in-N-
METOKCUHIKOTUHaMIA

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnuMcaHoro B
npuknagi 8, BUKOPUCTOBYIOUMU AIK BUXIAHY PEYOBUHY 5-
(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kapOoHirn)amiHo}nine puanH-1-in)HiKOTUHOBY
KUCIOTY (Mpvknag 291) i rigpoxrnopus
MEeTOKCUMNaMmiHy.

MC (ESP) (MH"): 426 ans C1gH21CI2N503

'H AMP &: 1,59-1,70 (m, 2H); 1,89-1,92 (m, 2H);
2,17 (s, 3H); 2,99 (t, 2H); 3,72 (s, 3H); 3,79-3,84 (m,
2H); 4,00 (m, 1H); 7,25 (d, 1H); 7,56 (s, 1H); 8,27 (s,
1H); 8,47 (d, 1H); 11,85 (s, 1H); 11,96 (s, 1H).

Mpvknag 286: 4-(4-{[(3,4-guxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-N-
MeTOoKCUMipnanH-2-kapbokcamia

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro Ao OnMcaHoro B
npuknagi 8, BUKOPUCTOBYIOUM K BUXIAHY PEYOBUHY 4-
(4-{[(3,4-puxnop-5-metun-1H-nipon-2-
in)kap©oHin]amiHo}ninepuanH-1-in)nipngnH-2-
kapboHoBy kucroTy (npuknag 293) i rigpoxnopua
MEeTOKCUMNaMmiHy.

MC (ESP) (MH"): 426 ans C1gH21CI2N5O03

'H AMP 3: 1.52-1.62 (m, 2H); 1,87-1,95 (m, 2H);
2,17 (s, 3H); 3,11 (t, 2H); 3,67 (s, 3H); 3,93-3,98 (m,
2H); 4,07 (m, 1H); 7,01 (m, 1H); 7,26 (d, 1H); 7,39 (d,
1H); 8,15 (d, 1H); 11,82 (s, 1H); 11,97 (s, 1H).

Mpuknagmn 287 - 294

HacTynHi npuknagw ogepxysamu 3a A4ONOMOIOH0
crnocoby, aHamoriYyHoro JO OmnMcaHoro B Mpuknagi
310, BUKOPUCTOBYIOUU SK  BUXIOHY  PEYOBUHY
cKnagHum edip 1 2H. rigpokeua niTito.
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R | 298 7,58 fx, 1HY | e e B | AT 7,53-%68 m, 2081 11,97 (3,
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| S [ moerpa | T 71 iy T, LSRG, TR I — W Mermr e (d (34 | 14183 0m, 2H); 1B 152im, | 411 | [posbens
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ks RpeT | 6 THE L2004, TH) st | inepEn-1- | TAT (s, BH) 24 L THY, 11,50 45,

393 | 610 0. e T | TABL,00 i, 205 L1 00 0, T | P— [t ks
wenerfbmiposd: | 22,17 Is, 3101 3,05 (4, 26 400 us T L e A R
irmepbeemislaming} | fm, 11T 4,094, 36 {m, 260); 7,104, 3“'—‘-”““”"“'*3" AL AL, [ | e,

i) Dy 7.26.7:30 é, 360 747 o, micisep-Souetiie | 3H) 2,17 {5 THE 3041 ZHE e 144
P Ly, LL964s, 1Y, (265 e, TH) TH-nipas-2- 3,74-3,E2 [m, 2H); 157 (s, 3H);
it injezpaniin] 407 {m, [HI; T23 (4. THL 7,33 &
B | A0k A Dooop & | L5187 (m, 20 LOE 190 T MBS ORI F | VR SRR
in}niReTmT 1- L1156 (s, LE).
werar-THuipue-2- | 2HEG 218 8, AHY 2,31-5,35 (e 139
inimaploin] e ing) 7 nocen, 2H); 4,13 p—" i
-1l 4,18 (m 3HY; 7,14 i, THY 74107 36
iz -Lorgfnnins | (m TH), 7,99, THY 12,14 18, LH), Mpuknag 301: Memn  1-(4-{[(3,4-ouxnop-5-
- mMeTun-1H-nipon-2-in)kap6oHin]amiHo}ninepmuanH-1-

T84 | S8 110 At b | L3500 (=, FHE L0193 fm, 313 | Mpussan in)izoxiHoniH-3-kap6okcunat
wevae THAtiputed- | 2H03, 17 G 3HD: 9,00 0, 280 3,74 00 Y repMeTMyHOMY KOHTENHepI Mg BUCOKUM TUCKOM
spuagominjeslnn] | 3,85 (m, ZHE 00 i, THE 7,20 3 TednoHOBUM MOKpUTTAM 06'eAHyBarm meTun 1-
=g pm-1-int 43 {m, 280 T (s, THE AT (s Xropi3oxiHoniH-3-kapbokcunar  (NMpomikHa croryka
warminnn macarrs | THY 12,00, &, THY; 13,73 thra, LH). 86, 450Mr, 2MMOJ'I:), (1 ,7r, 4,4MMOJ'|b), i K2CO3 (1 ,7r)
T-oeict B 20mn TpeT-6yTaHoni. KoHTeriHep HarpiBanu npwu

Mpuknagn 295-300

HacTynHi cronyku ogepxysanuM 3a [OMOMOIOHO
crnocoby, aHanoriYyHoro JO OMnMcaHoro B npuknagi
118, BUMKOPUCTOBYIOUM $K BUXIOHY pe4doBuHy 3,4-
avxnop-5-meTtun-1H-nipon-2-kap6oHoBy Kucnoty
(npomixkHa cronyka 3) i MPOMiXKHI CroMyku, BKa3aHi B
Tab ML HUXKYe.

155°C npu nepemiwyBaHHi MPOTArOM 3 rO4WH.
Po34nH  KOHUEHTpyBanmu  LWMASXOM  POTOPHOro
BMMNapoOBYBaHHs 1 BigHOBMOBaM 3a AOMOMOrOH

EtOAc. OpraHiyHnn Wwap 40TVMpW pasu MpoMMBanM
H.O, i BucywyBanu Hag MgSOs. HeouuweHnwnin
NPOoAYKT ounwamm wnaxom new-Sii 36upanu 100mMr
XOBTOI TBEpAOi peyOBUHN.

MC (ES): 461 (M+H)", MC (ES): 459 (M-H).

'H AMP 5:,89 (m, 2H) 2,03 (s, 2H) 2,19 (s, 3H)
3,06-3,21 (m, 2 H) 3,89 (s, 2H) 4,05 (s, 1H) 7,33 (s,
1H) 7,79 (s, 2H) 8,11 (m, 2H) 8,19 (s, 1H) 12,02 (s,
1H).

Mpvknag 302: Metun 5-(4-{[(3,4-onxnop-5-
meTun-1H-nipon-2-in)kap6oHin]amiHo}ninepmuanH-1-
in)-1,3,4-okcapiaszon-2-kapbokcunat

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
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npuknagi 42 wnsaxom cronyyeHHs metun 5-{4-[(tpet-
6yTokcmkapboHin)amiHo]ninepuamH-1-in}-1,3,4-
okcafiazo n-2-kapbokcunaty (MpomikHa  croryka
160) 3 3,4-guxnop-5-meTun-1H-nipon-2-kapboHoBOIO
kucnototo  (npomikHa cronyka  3). De-BOC i
CMOJyYeHHs1 MOBUHHI SBNATM cOOOI OKpeMi cTagii.

MC (ESP): 402,0 (M+H) gna C45H17CI12NsO4

'H AMP &: 1,57 (m, 2H); 1,86 (d, 2H); 2,11 (s,
3H); 3,02 (m, 2H); 3,82 (s, 3H); 3,84 (d, 2H); 3,96 (m,
1H); 709 (d, 1H); 11,91 (s, 1H).

Mpuknag, 303: 3,4-gnxrnop-N-{1-[5-
(rinppokcumeTnn)-1,3,4-okcagiason-2-injninepuanH-4-
in}-5-metnn-1H-nipon-2-kap6okcamig

Mopwa giisobytmnanominito (0,94mn, 1M po3umH
y Tonyoni, 0,94Mmorb) Mo kpannax gogaeanmm go
posumHy  metun  5-(4-{[(3,4-gnxnop-5-meTnn-1H-
nipos-2-in)kap6oHinjamiHo}ninepuguH-1-in)-1,3,4-
okcapiason-2-kapbokcunaty (npuknag 302) (95wmr,
0,24mmorb) y TT® (8mn) npu 0°C. OTpumMaHy cymiL
3anMwanu  MOBiNMbHO  HarpiTca OO0  KiMHaTHOT
Temnepatypyu W nepemiwysanuM BcClO HiY. [o
peakuinHoi cymiwi gofasanu  KaniHaTpinTapTpart
(15mn, 10%-Hun BogHU po3uuH) i EtOAc (100mn) i

OTpuMMaHy  CyMmilWl  iHTEHCMBHO  MepemillyBanm
npoTArom 1 roavHu. OpraHiyHy dasy
BiJOKpemioBarMm, BWCyllyBanu Hag Cynbdatom
HaTpito, pinbTpyBanu n KOHLIeHTpyBanw.

HeounweHnn 3anuwok ouuwanu 3a [OMNoMOororo
npenapatvBHoi BTPX i3 obepHeHow  basoto
(rpagieHT Bopga/aueToHiTpun, 10-95%), opepxytoumn
45Mr BKa3aHOI B 3arosioBKy CMOMyKW.

MC (ESP): 374,0 (M+H) gnsa C14H47CI12Ns03

'H AMP &: 1,55 (m, 2H); 1,83 (d, 2H); 2,11 (s,
3H); 3,13 (t, 2H); 3,74 (d, 2H); 3,94 (m, 1H); 4,38 (s,
2H); 5,80 (brs, 1H); 7,19 (d, 1H); 11,90 (s, 1H).

Mpvknag 304: 5-(4-{[(3,4-auxnop-5-metun-1H-
nipos-2-in)kap6oHinjamiHo}ninepugnH-1-in)-1,3,4-
okcapiason-2-kapboHoBa kucrnoTa

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuvknagi 310, BukopwucToBytoum MeTun 5-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap6onin]jamiHo}ninepuaunH-1-in)-1,3,4-okcagiasorn-
2-kapbokcunart (npuknag 302).

MC (ESP): 388,0 (M+H) onsa C14H15CI2NsO4

'H AMP &: 1,55 (m, 2H); 1,81 (d, 2H); 2,11 (s,
3H); 3,10 (t, 2H); 3,72 (d, 2H); 3,94 (m, 1H); 7,31 (d,
1H); 6,80-7,40 (br. s, 2H).

Mpvknag 305: 3,4-guxnop-5-metn-N-[1-(1,3,4-
okcagiason-2-inyninepuanH-4-in]-1H-nipon-2-
kapbokcamia

BkasaHy B 3aronioBky CMOMyKy CMHTe3yBanu 3a
AoromMoror cnocoby, aHamnoriyHoro Ao OnMcaHoro B
npuknagi 310, BukopwucToBytoum MeTun 5-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap6onin]jamiHo}ninepuaunH-1-in)-1,3,4-okcagiasorn-
2-kapbokcunat  (npuknag  302)  (MuMOBINbHe
AekapbokcunioBaHHs BigbyBaeTbCs MpK rigporisi).

MC (ESP): 344,2 (M+H) gnsa C13H15CI2Ns02

Mpvknag  306:  34-guxiop-5-metun-N-{1-[2-
(meTunTio)nipumianH-4-in)ninepuauH-4-in}-1H-nipon-
2-kapbokcamig,

3,4-gnxnop-N-[1-(2-xnopnipumignH-4-
in)ninepunauH-4-in]-5-meTun-1H-nipon-2-kapbokcamig
(npuknag 307, 200mr, 0,515mmonb) i TiomeTokcug
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HaTtpito (108,2mr, 1,545Mmomb) 06'egHyBanu B8 MDA
(12mn) i HarpiBanm npu 90°C npoTarom 1 roavHw.
PeakuiiHy cymilw oxonomxyBamu OO  KiMHATHOT
Temnepartypy, possogum EtOAc i Bopow. Pasu
posainanu, i BogHy a3y Tpu pasu ekcTparyBanu
EtOAc. OG6'egHaHi opraHiyHi  nopuii npomuBanm
COMAHMM  po34nHOM, BucywyBann Hag NaxSOg,
(inbTpyBanM " KOHUEHTPYBanM Mpu  3HWKEHOMY
TUCKY, OOEepPXYlun TBepay Pe4vOBMHY MEPCMKOBOrO
konbopy (200mr, 0,499mmorb, Buxig 97%), Ky
BMKOPUCTOBYBanu 6e3 J04aTKOBOIO OUULLEHHS.

MC (ES): 398,12, 400,05 ansa C16H19CI2NsOS

"H AMP &: 1,25 (m, 2H); 1,62 (m, 2H); 1,93 (s,
3H); 2,17 (s, 3H); 2,86 (m, 2H); 3,83 (m, 1H); 4,07 (m,
2H); 6,35 (d, 1H); 7,00 (d, 1H); 7,76 (d, 1H); 11,72 (s,
1H)

Mpuknag, 307: 3,4-gnxnop-N-[1-(2-
xropnipumigunH-4-in)ninepuanH-4-in]-3-vetmn-1H-
nipon-2-kap6bokcamig,

3,4-anxnop-5-metun-N-ninepuanH-4-in-1H-nipon-
2-kapbokcamig rigpoxnopug (MpomikHa cronyka 1,
650mr, 2,08Mmonb), 2,4-guxnopnipyMiamH (309,7wr,
2,08mmork), i EtsN (0,6mn, 4,16Mmonb) 06'eqHyBanm
B OM®A (12mn) i HarpiBanm npu 90°C B atmocdepi
asoTty npotarom 1,5 roauvHu. Mpu OXONMOMKEHHI A0
KiMHaTHOT TeMnepaTtypu, peakLiiHy CyMmill po3Boaunu
EtOAc i Bopow. Pasu posginanu, i BogHy nopuito
ABidi  ekctparyBanm EtOAc. OG6'egHaHi  opraHivHi
ropuii npomvBanu ConsiHUM PO34YMHOM, BUCYLLYyBanu
Hag NaxSOs, inbTpyBanM 1 KOHLUEHTpyBanm mpu
3HWKEHOMY TUCKY, OOEpPXY4n SCHO-KOPUYHEBY
TBEPAY PEYvOBMHY. HeouuleHy peyoByHY po3Tupamm
B ropowok 3 xornogHum MeOH i dinbTpyBanu,
ogepxyroun 458mr (1,18mmornb, 57%) BkasaHoro B
3arorioBKy MPOAYKTY.

MC (ES’): 386,09,
C15H16CIsNsO

'H AMP &: 1,60 (m, 2H); 1,93 (m, 2H); 2,23 (s,
3H); 3,22 (m, 2H); 4,17 (m, 2H); 4,34 (m, 1H); 6,94 (d,
1H); 7,27 (d, 1H); 8,12 (d, 1H); 12,02 (s, 1H)

388,03, 389,83 pana

Mpvknag  308;  1-(6-x10p-4-uiaHonipManH-2-
in)ninepnauH-4-in  3,4-guxnop-5-metn-1H-nipon-2-
kapbokcunar

3,4-gnxnop-5-meTnn-1H-nipon-2-kap6oHoBy
kucnoty (mpomikHa crnonyka 3, 164wmr, 0,84Mmonb)
po3sumHanm B 6e3sogHomy TI® (3mn). OJogasanm 2-
Xriop-6-(4-rigpokcunine puanH-1-in)isoHIKOTMHOHITPUN
(npomixkHa crnonyka 26), 200wmr, 0,84MMonb ), NoTiM no
kpannax pgogasanu DEAD (133mkn, 0,84mmorb),
nicna uboro TpuderindocdiH (221mr, 0,84mmorb).
Cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTtypi
npotdarom 18 rogwH. CyMilw  KOHUEHTpyBamnu,
dinbTpyBanu n ounwanu LUMSAIXOM
HaniBnpenapaTtuesHoi BTPX i3 obepHeHol dasoto,
enotoun CH3CN/Bogoto (0,1% TOK). (135mr).

MC (ES, M+H): 413 gns C47H15CI3N4O2

'H AMP &: 1,63 (m, 2H); 1,80 (m, 2H); 2,08 (s,
3H); 3,70 (m, 4H); 5,21 (m, 1H); 7,14 (s, 1H); 7,32 (s,
1H); 12,12 (s, 1H)

Mpuknag, 309: 3,4-gnxnop-N-{1-[6-xnop-4-
(rigpasnHokap6oHiIn)nipuanH-2-innine puanH-4-iny-5-
meTun-1H-nipon-2-kapbokcamia

Hiisonponinetnnamin -~ (0,043mn,  0,25mmorb),
HATU (0,048r, 0,12mmom) i HOAT (0,017r,
0,12mmorb) AodaBany 4O MEPEMILLyBaHOTO PO3YMHY
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2-xnop-6-(4-{[(3,4-anxnop-5-memn-1H-nipon-2-
in)kapOoHin)amiHo}nine puanH-1-in)isoHIKOTMHOBOT
kucnoTu (npuknag 153; 0,055r, 0,12mmonb) y MDA
(2mn). OTpMMaHWI pO34YuH MEpPEMILLYBanN NMPOTSrom
5 xBunuH i gogasanm rigpasud (0,04mn, 0,12mMMorb).
Cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTtypi
npotarom 14 roAavH, po3nodinanu Mix BOAOK 1
EtOAc. Wapwu po3ginsnu 1 opraHiyHui wap Lwe asa

pasn npommBanu Bogotw. OpraHiyHy a3y
BUCYLLYBanu Hag, cynbdaTtom MarHito n
KOHLIEHTpYBanu, OOEepXKYlun BKasaHy B 3arofioBKy
cnonyky (30mr).

MC (ES): 445 (MH") anst C17H19CI3NsO2

Mpvknag 310: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-
MopdoniH-4-innipumignH-4-kap6oHoBa kucrnoTa

Metun  6-(4-{[(3,4-gnxnop-5-metn-1H-nipon-2-
in)kap©oHin)amiHo}nine puaunH-1-in)-2-mopdoniH-4-
innipumiguH-4-kapbokeunat  (Mpuknag 9, 224w,
0,45Mmorb) posunHarm B MeOH (5mn). OJopasanu
2H. rigpokcupg niTio  (2mMn) | peakuiHy cymil
nepemillysanu npu KiMHaTHIn TemnepaTtypi NpoTarom
3 roauvH. Cywmiw nigkmcnamm 3a gonomoroto 1H. HCI i
ekcTparysanm EtOAc (3x50mn), BucywyBamm Hag
NaxSO4 i KOHUEHTpyBamM Yy BakyyMmi, OOEepXKYLouu
200Mr BKa3aHOT B 3arosioBKy CrosTyKu.

MC (ESP): 483,4 (M+H) onsa C2oH24CI2NeO4

Mpvknag 311: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-
MeToKCUnipnMiamH-4-kapboHOBa KucrnoTa

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 312, BUKOPWUCTOBYOYM MeTUn 2-xnop-6-(4-
{[(3,4-puxnop-5-metun-1H-nipon-2-
in)kap©oHin]amiHo}ninepuauH-1-in)nipumignH-4-
kapbokcunaT (npuknag 6) i MeTokeua HaTpito.

MC (ES): 428 (M+1) gna C17H19CI2NsO4

'H AMP &: 1,54 (m, 2H); 1,88 (m, 2H); 2,16 (s,
3H); 3,20 (t, 2H); 3,86 (s, 3H); 4,10 (m, 1H); 4,40 (m,
2H); 7,05 (s, 1H); 7,24 (d, 1H); 11,97 (s, 1H).

Mpvknag 312: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-
eToKcunipumianH-4-kapboHoBa kucnoTta

PosunH etokcugy Hatpito (1mn, 3,0Mmornb,
21mac.% B EtOH) gogaBanu [O nepemillyBaHOro
po3umHy MeTun 2-xnop-6-(4-{[(3,4-auxnop-5-meTun-
1H-nipon-2-in)kap6oHin]jamiHo}ninepngnH-1-
in)nipymiguH-4-kapbokcunaty (mpuknag 6, 0,40r,
0,89mmorb) y AMPA (1,5mn). PeakuinHy cymiw
nepemillyBann BCI HiY, MOTIM peakuilo 3ynuHAnn
Bogoto (2mn) i EtOH Bugananu npu 3HWKeHOMy
Tcky. OTpUMMaHW BOOHUA PO3YMH MIOKUCTANM 3a
poromoroto 1H. HCI (pH~2) i ocamkeHnn mpoaykT
30upamm wnsxoMm inbTpauii 3 BiACMOKTYBaHHSM
(0,07r).

MC (ES): 442 (M+1) gnsa C1gH21CI2NsO4

"H AMP &: 1,28 (t, 3H); 1,49 (m, 2H); 1,86 (m,
2H); 2,15 (s, 3H); 3,16 (t, 2H); 4,07 (m, 1H); 4,27 (q,
2H); 4,29 (m, 2H); 6,99 (s, 1H); 7,19 (d, 1H); 11,95 (s,
1H)

Mpvknag 313: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuamH-1-in)-2-[(2,2-
avmeTun-1,3-giokconan-4-in)metokcu]-N-
MeToKcUunipyMianH-4-kapbokcamig
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BkasaHy B 3aronioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 8, BUKOPUCTOBYIOUM K BUXIAHY PEYOBUHY G-
(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap6oHin)amiHo}ninepuauH-1-in)-2-[(2,2-gumeTnn-
1,3-aiokconaH-4-in)meTtokeu]nipumianH-4-kapb6oHoBy
kucnoty  (nmpwknag  314) i rigpo  xmopug
MEeTOKCUMNaMmiHy.

MC (ES) MH": 557 ans C23H30Cl2NsOs

Mpvknag 314: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-[(2,2-
avmeTnn-1,3-giokconan-4-in)meTokeu]nipumignH-4-
kapboHoBa kucroTa

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamnoriyHoro A0 OnMcaHoro B
npuknagi 154, BUKOPUCTOBYIOYM K BUXIAHY PEYHOBUHY
(2,2-pumeTnn-1,3-giokconaH-4-in) MeOH
(komepUiiHO JOCTYMHWI) i rigpug HaTpito, | niggaryn
peakuii ankokcua, ytBopeHun in situ, 3 Metun 2-xrnop-
6-(4-{[(3,4-anxnop-5-memn-1H-nipon-2-
in)kap©oHin]amiHo}ninepuauH-1-in)nipumignH-4-
kapbokcunaTtom (npuknag 6).

MC (ES) MH*: 528 ans Ca2H27CIoNsOp6

Mpvknag 315: Metun 2-(4-{[(3,4-onxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-6-meTokcunipumignH-4-kapbokcunat

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 6, BUKOPUCTOBYIOYM SIK BUXIOHY PEYOBUHY
3,4-auxnop-5-metnn-N-ninepuauH-4-in-1H-nipon-2-
kapbokcamig rigpoxnopug (npomibkHa crnonyka 1) i
MeTun  2-xrnop-6-meTokcunipumignH-4-kapbokeunat
(npomixkHa crnornyka 88).

MC (ES) MH": 442 ans CqgH21CIoNsO4

Mpvknag 316: Metun 6-(4-{[(3,4-onxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-2-niponiamH-1-innipumiguH-4-kap6okcunat

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0rnomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npvknagi 9, BUKOPUCTOBYIOUM SIK BUXIOHY PEeYOBUHY
mMeTuny 2-xnop-6-(4-{[(3,4-guxnop-5-meTun-1H-
nipon-2-in)kap6oHin]amiHo}nine puamH-1-in)nipymignH-
4-kap6okcunart (npuknag 6), niponiguH n TEA.

MC (ES"): 479,34, 481,34

Mpvknag 317: Metun 6-(4-{[(3,4-onxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-2-ninepa3swuH-1-innipumianH-4-kapbokcunaT

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0rMomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npvknagi 9, BUKOPUCTOBYIOUM SIK BUXIOHY PEYOBUHY
MeTuny 2-xnop-6-(4-{[(3,4-guxnop-5-meTun-1H-
nipon-2-in)kap6oHin]amiHo}nine puamH-1-in)nipymiguH-
4-kapbokcunart (npuknag 6), ninepasuH i TEA.

MC (ES): 494,60, 496,59

Mpvknag 318: Metun 6-(4-{[(3,4-onxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-2-(4-meTunninepasuH-1-in)nipyumignH-4-
kapbokcunar

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npvknagi 9, BUKOPUCTOBYIOUM SIK BUXIOHY PEYOBUHY
MeTuny 2-xnop-6-(4-{[(3,4-guxnop-5-meTun-1H-
nipon-2-in)kap6oHinjamiHo}nine puamH-1-in)nipymiguH-
4-kapbokcunat (npuknag 6), 1-metunninepasvH 1
TEA.
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MC (ES"): 508,61, 510,60

Mpvknag 319:  2-(2-AmiHoeTokcn)-6-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
in)kap6oHin)amiHo}ninepuanH-1-in)-N-
MeToKCcUnipnMianH-4-kapbokcamig

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
goromoror crnocoby, aHaroriyHoro Ao OnuMcaHoro
Ana  npoMixHoi cnomyku 70, BUKOPUCTOBYHOUM $IK
BUXiOHY peyoBuHy TpeT-6ytnn 2-({4-(4-{[(3,4-anxmnop-
5-meTun-1H-nipon-2-in)kap6oHrinjamiHo}ninepugnn-1-
in)-6-[(meToKCiamiHO )kap OOHIN] NipUMIgUH-2-
imokcun)eTunkapbamaT (Mpuknag 322).

MC (ES) MH": 486 anst C1gH25Cl12N704

Mpvknag 320: Metun 2-(4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-1,3-Tiazon-5-kapbokcunar

3,4-auxnop-5-metun-M-ninepnanH-4-in-1H-
nipon-2-kapbokcamig, rigpoxnopug (NnpomikHa
crnonyka 1, 0,300r, 0,961Mmorb) po3unHsaim B8 NMP
(3mn). Oopasanu TEA (267mkn, 1,922MMonb), NOTiM
popjasanmu MeTtun 2-6pom-1,3-Tiazon-5-kapbokcunat
(0,213r, 0,961MMonb) Mpu KiMHaTHIA Temnepartypi.
BukopuctoBytoumn MIKDOXBUIMbOBUA  CUHTE3aTop
CwmiTa, cymiw niggaBanm Aii MiKpOXBUIlb B OOHOMY
pexumi npu 150°C npotarom 20 XBUIMH i
posnoginanu mik sogoto 1 EtOAc. OpraHiunui wap
npomvBanv BoAoo 1 06'egHaHO0 opraHiyHo ga3oro

BUCYLLYBanu Hag, cynbdaTtom MarHito n
KOHLIEHTPYBanu, OAepXYyloun HeOoOXigHWA MpOAYyKT.
(432wr).

MC (ES): 417 (MH+) ansa CqeH18ClaN4O3S

"H AMP &: 1,70 (m, 2H); 1,97 (m, 2H); 2,24 (s,
3H); 3,39 (m, 2H); 3,81 (s, 3H); 4,03 (m, 2H); 4,13 (m,
1H); 7,34 (d, 1H); 7,93 (s, 1H); 12,03 (s, 1H)

Mpvknag 321: 3,4-guxgop-N-[1-(5-uiaHo-1,3-
Tiazon-2-in)ninepnguH-4-in]-5-metun-1H-nipon-2-
kapbokcamia

[o posuuny rigpoxrnopugy 3,4-auxnop-5-meTtan-
N-ninepuauH-4-in-1H-nipon-2-kap6okcamigy
(npomixkHa cnonyka 1; 0,330r, 1,058mmorns) B NMP
(2mn) pogasanu TEA (0,150mn, 1,058 MMonb) noTim
aofasanu 2-6pom-1,3-tiazon-5-kapboHitpun
(otpumanun srigHo [F. Campagna 1 iH., Tet. Lett,
1977, 21, 1815-1816]) (0,200r, 1,058mmornb) npwm
KiMHaTHIn Temneparypi. BukopucToBytoumn
MIKpOXBWIbOBUIA cuHTesarop CwiTa, cymiLl
nigaasanu Aii MiKpOXBUMb B OAHOMY peXuMi mpu
150°C npoTarom 20 xBwWnWMH. HeouuweHy cymiw
possogurim EtOAc i pekinbka pasiB npomwuBanu
Bogot. Exkctpaktm o6'egHyBanu, BUCylyBammM Hapj,
cynbatoM MarHito M KOHUEHTpyBanu, ofepXxyrouu
HeobXxigHui npoaykT. (0,450r).

MC (ES): 384 (MH") ansi C15H15Cl12Ns0S

"H AMP &: 1,77 (m, 2H); 1,98 (m, 2H); 2,24 (s,
3H); 3,47 (m, 2H); 4,02 (m, 2H); 4,16 (m, 1H); 7,36 (d,
1H); 8,09 (s, 1H); 12,03 (s, 1H)

Mpwknag 322: Tpet-6yTnn 2-{(4-(4-{[(3,4-Anxnop-
5-meTun-1H-nipon-2-in)kap6oHrinjamiHo}ninepugnn-1-
in)-6-[(meToKCiamiHO )kap OOHIN] NipUMIQNH-2-
infokcn)etunkapbamat

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
A0rMomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 8, BUKOPUCTOBYIOUU K BUXIAHY PEYOBUHY 2-
{2-[(TpeT-06yTOKCMKapboOHin)amiHo]leTokem}-6-(4-{[(3,4-
anxnop-5-metun-1H-nipon-2-
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in)kap©oHin]amiHo}ninepuauH-1-in)nipumignH-4-
kapboHoBy kucroTy (npuknag 154) i rigpoxnopug
MEeTOKCUMNaMmiHy.

MC (ES) MH": 586 anst C24H33CI2N7Og

Mpuknagmn 323 - 328

HacTtynHi cknagHi edhipu opgepxyBarm 3a
A0rnomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 134, 3 rigpoxnopuay 3,4-guxnop-5-meTun-
N-ninepuauH-4-in-1H-nipon-2-kap6okcamigy
(npomixkHa crnonyka 1) i BKazaHUX BUXiZHWX peYOBUH.

.
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Mpvknag 329: 3,4-guxiop-5-metun-N-[1-(1,3-
Tiazon-2-in)ninepuaguH-4-in)-1H-nipon-2-kapbokcamia
3,4-anxnop-5-metnn-N-ninepuauH-4-in-1H-nipon-
2-kapbokcamig rigpoxnopug (MpomikHa cronyka 1;
1r, 3,2mmorb) posunHaim B NMP (10mn). Jogasanm
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6powmTiazon (2,65r; 16Mmomb), notim gogasanu N,N-
fiisonponineTunamin (2,75mn, 16MMorb).
BukopuctoBytoumn MIKDOXBUIMbOBUA  CUHTE3aTop
CwmiTta, cymiw niggaBanm Aii MikpOXBuIlb B OOHOMY
pexumi npu 150°C y uinomy npoTarom 3 roAuH.
Cymiw possogurm EtOAcC i peTernbHO npomuBanu
Bogoto, NaHCOs, consHum po3synHoM. OpraHiuHy
a3y Bucywysanm Hag NaxSOs i KOHUEHTpyBanu y
BaKyyMi, OJepXXYyloun BKka3aHy B 3arosioBKy CMOJyKy Y
BUIMSAAI KOPUYHEBOI TBEPAOiT PevoBuHN (692Mr).

MC (ES) MH*: 361 ansa Cq14H16CI2N4OS

'H AMP &: 1,78 (m, 2H); 1,98 (m, 2H); 2,26 (s,
3H); 3,28 (m, 2H); 3,95 (m, 2H); 4,12 (m, 1H); 6,93 (d,
1H); 7,22 (s, 1H); 7,31 (d, 1H); 12,10 (s, 1H).

Mpvknag  330:  1-(6-xnop-4-uiaHonipugnH-2-
in)ninepnanH-4-in-4-6pom-5-meTnn-1H-nipon-2-
kapbokcunar

BkasaHy B 3aronoBKy CMOMyKy odepXyBamm 3a
AornomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknaai 308, 3 2-xmop-6-(4-rigpokcuninepuanH-1-
in)i3OHIKOTMHOHITPMIY (NpoMbkHa cronyka 26) i 4-
6pom-5-meTun-1H-nipon-2-kap6oHoBoi KUCIOTH
(npomixkHa crnonyka 18).

MC (ES) M+H: 425 gnqa C17H16BrCIN4O

Mpvknag 331: Metun 2-(4-{[(5-meTun-1H-nipon-
2-in)kap6oHin)jamiHo}ninepuanH-1-in)-6-
XrOPi3OHIKOTUHAT

BkasaHy B 3aronoBKy CMOMyKy odepXyBamm 3a
A0rnomMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 18, BUKOPUCTOBYOUN AK BUXIOHY PEeYOBUHY
5-meTun-1H-nipon-2-kapboHoBy KMCROTYy (MPOMiXHa
cronyka 29) i xropuctoBogHeBY Cinb Metun 2-(4-
amiHoninepuaunH-1-in)-6-xnopisoHikoTMHaTY
(npomixkHa cronyka 93).

MC (ES. M+H): 376 ansa C1gH21CIN4O3

Mpwvknaa 332: 2-xnop-6-(4{[(5-memun-1H-nipon-2-
in)kap©oHin)amiHo}ninepuanH-1-in)isoHikoTMHOBA
KucnoTa

BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npvknagi 44, BUKOPUCTOBYOUN AK BUXIOHY PEeYOBUHY
mMeTuny 2-(4-{[(5-meTun-1H-nipon-2-
in)kap6oHin]amiHo}ninepuaunH-1-in)-6-
Xropi3oHikoTMHaT (Npuknag 331).

MC (ES. M+H): 362 ansa C17H19CIN4O3

Mpwvknag 333: MeTun 2-xnop-6-(4-{[(3,4-guxrop-
5-meTun-1H-nipon-2-in)kap6oHrinjamiHo}ninepugnn-1-
in)isoTkOTUHAT

BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 18, BUKOPUCTOBYOUN AK BUXIOHY PeYOBUHY
3,4-gnxnop-5-meTun-1H-nipon-2-kapboHoBY KUCMOTY
(npomixkHa crnonyka 3) | XNIopMCTOBOAHEBY Ciflb MEeTUN
2-(4-amiHoninepuamH-1-in)-6-x1opisoHiKOTUHAT
(npomixkHa cronyka 93).

MC (ES. M+H): 445,447 pna C1gH19C13N4O3

Mpvknag 334: Metun 2-(4-{[(3,4-gnxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-6-(MeTuncynb iHin)i3oHikoTUHAT

BkasaHy B 3aronoBKy CMOMyKy odepXyBamm 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 6, BUKOPUCTOBYIOUM SIK BUXIOHY PEYOBUHY
3,4-auxnop-5-metnn-H-ninepuauH-4-in-1H-nipon-2-
kapbokcamig rigpoxnopug (npomibkHa cronyka 1) i
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mMeTun 2-xnop-6-(MeTuncynbdiHin)izoHikoTHaT
(npomixkHa cronyka 84).

MC (ES, M+H): 473,471 gna C19H22C12N404S

Mpvknag 335: 6-(4-{[(3,4-auxnop-5-metun-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-
niponigux-1-innipyMiauH-4-kapboHoBa K1croTa

BkasaHy B 3arofioBky CMOMyKy CMHTe3yBanu 3a
JOrMoMoror crnocoby, aHaroriyHoro A0 OoAdepKaHHs
MPOMDKHOT Crnonykn 3, BUMKOPUCTOBYIOMM K BUXIOHY
pevoBuHy metuny 6-(4-{[(3,4-gnxnop-5-metTnn-1H-
nipon-2-in)kap6oHinjamiHo}ninepuanH-1-in)-2-
niponigux-1-innipymMiaunH-4-kapbokcunat (npuknag
316).

MC (ES): 465,3 (M-H) ons C2oH24Cl2NeO3

'H AMP &: 155 (q, 2H); 1,86 (br s, 4H); 2,11 (s,
3H); 3,21 (t, 2H); 3,49 (br s, 4H); 3,6-4,5 (m, 6H); 6,84
(s, 1H); 7,16 (d, 1H); 11,93 (s, 1H).

Mpwknag 336: Etun 2-(4-{[(3,4-gnxnop-5-meTtun-
1H-nipon-2-in)kap6oHinjamiHo}ninepuann-1-in)-1,3-
Tiazon-4-kapbokcunat

BkasaHy B 3aronoBKy CMOMyKy odepXyBamm 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 320, 3 rigpoxnopuay 3,4-guxnop-5-meTun-
N-ninepuauH-4-in-1H-nipon-2-kap6okcamigy
(npomixxHa crnonyka 1) i eun 2-6pom-1,3-Tiazon-4-
kapbokcunaTy (KOMepLIiHO OCTYNHUIA).

MC (ES) M+H: 431,433 gna C17H20C12N4O3S

Mpvknag 337: 3,4-guxnop-N-[1-(4-uiaHo-1,3-
Tiason-2-in)ninepugnH-4-in]-5-metnn-1H-nipon-2-
Kapbokcamia

BkasaHy B 3arofoBKy CrofyKy OAepXxyBamwu, sK
ormcaHo Ansa npuknagy 321, 3 rigpoxnopuay 3,4-
anxnop-5-metun-N-ninepuanH-4-in-1H-nipon-2-
kapbokcamigy (npomixkHa crnonyka 1) i 2-6pom-1,3-
Tiazon-4-kapboHiTpuny (OTpMMaHoro, sik onvcaHo B
[J.Am. Chem. Soc. 1952, 74, 5799]).

MC (ESI (M+H): 384 gns C15H15CI2NsOS

"H AMP d: 1,69-1,77 (m, 2H); 1,98 (dd, 2H); 2,24
(s, 3H); 3,42 (m, 2H); 3,97 (d, 2H); 4,10-4,16 (m, 1H);
7,34-7,36 (d, 1H); 8,09 (s, 1H); 12,03 (s, 1H).

Mpvknag 338: 4-6pom-N-[1-(4-giaHonipngnH-2-
in)ninepunauH-4-in]-5-meTnn-1H-nipon-2-kapbokcamig

BkasaHy B 3aronoBKy CMOMyKy odepXyBanm 3a
AOrMoMoror cnocoby, aHamoriyHoro A0 OnMcaHoro B
npuknagi 18, 3 34-guxnop-5-metun-1H-nipon-2-
kapboHOBOI KMCMoOTM  (MpomibkHa cromnyka 3) i
XNopucToBOAHEBOI  comi  2-(4-amiHoninepuamH-1-
in)i3OHIKOTUHOHITPMIY (MPOMiXKHa crnonyka 208).

MC (ES): 412 (M+H) gna C17H16CI3NsO

Mpuknag, 339: Etvn 4-[(TpeT-
6yTunamiHo)kapooHin]-2-(4-{[(3,4-gnxnop-5-meTnn-
1H-nipon-2-in)kap6oHinjamiHo}ninepuann-1-in)-1,3-
Tiason-5-kapbokcunat

Mpvknag 340: 5-TiasornkapboHoBa kucrnoTa, 4-
uiaHo-2-[4-[[(3,4-anxnop-5-meTun-1H-nipon-2-
in)kap6oHin)amiHo]-1-ninepuauHini-, eTunosui edip

Po3unH etun 2-{4-[(TpeT-
6yTokcmkapboHin)amiHo]ninepuanH-1-in}-4-uiaHo-1,3-
Tiazon-5-kapbokcunaty (MpomikHa cronyka 223)
(1,9r) i 15mMn TOK B 20mn XM nepemiwyBanm npu
KiMHaTHIn ~ Temnepatypi BCH  HiY.  PO34YMHHUK
BMAanamM n 3anuuok pecycneHgyBanv B OXM i
npomvBarm BogHuM NaxCOsz i CONsHUM PO3UYMHOM.
Mpn  3HeBogHioBaHHi  (MgSO4) | BuAaneHHi
po34MHHMKa ogepKyBanm 920Mr TeMHO-KOPUYHEBOrO
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macrna. [o posuuHy 880mr (3,1mMmork) macna 1
giizonponinemnaminy (0,7mn, 3,8mmonb) gogasamm
3,4-gnxnop-5-metun-1H-nipon-2-kapbowrin ~ xnopug
(npomixkHa cronyka 224) (800mr, 3,8MMonb), i Cymil
nepemillyBanu npu KiMHaTHIN TemnepaTypi BCKO Hid.
OopatkoBo gopasamm 3,4-guxnop-5-metun-1H-nipon-
2-kapboHin  xropug  (100mr), i npogoBXyBamm
nepemiwysaT npoTarom 2 roguH. Cymiw po3sogunm
EtOAc i mpomvBamm BOAOI W COMSIHUM PO3YMHOM.

Mpn  3HeBogHioBaHHi  (MgSOs4) | BuAaneHHi
PO3YMHHMKA ofepxyBsarmm macro, sike
xpomatorpadyBarm Ha cunikareni  (OXM, noTim

rpagieHTHUM enooBaHHAM Ao 5% MeOH y OXM).
Mpun 3HATTI TOK-3axucTy, crnocTepiranacs
i300yTNeHoBa peakuis 3 HITpUNbHOK Trpyrno And
JaHol cymiwi. Buainann OCHOBHY peyvoBUHY W
xpomatorpadyBarm wnaxom BTPX i3 obepHeHowo
asoto (45-65% rpagieHT CH3CN y Bogi 3 0,1% TOK).
Buginanu pasi pevoBuHwn. [lepoto enotoBanacs
crnonyka npuknagy 339:

MC (ES): 530,1 (M+H)"", 528,2 (M-H)"

"H AMP &: 1,22 (t, J=7,06Iu, 2H); 1,32 (s, 9H);
1,63 (s, 2H); 1,91 (s, 3H); 2,18 (s, 3H); 3,34 (s, 2H);
4,1 (m, 1H); 3,90 (s, 2H); 4,18 (q, J=7,16I'u, 2H); 7,30
(d, J=7,54I"u, 1H); 8,01 (s, 1H); 11,99 (s, 1H).

[pyroto entoroBanacs cnonyka npuknagy 340:

MC (ES): 456,0 (M+H)"" 454 1 (M-H)"

'H AMP &: 1,28 (t, J=7,06TL, 3H); 1,55-1,75 (m,
2H); 1,82 - 2,02 (m, 2H); 2,18 (s, 3H); 3,33-3,52 (m,
2H); 3,85-4,02 (m, 2H); 4,04 (s, 1H); 4,30 (q,
J=7,10l"u, 2H); 7,29 (d, J=7,72l'u, 1H); 11,80-12,17
(m, 1H).

Mpvknag  341:  4-uiaHo-2-(4-([(3,4-anxnop-5-
meTun-1H-nipon-2-in)kap6oHinjamiHo}ninepnanH-1-
in)-1,3-Tiazon-5-kapboHoBa kucnoTa

Po3unH eTun 4-[(TpeT-6yTUnamiHo)kapOoHin]-2-
(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuaunH-1-in)-1,3-Tiazon-5-
kapbokcunaty (npuknag 340; 140mr, 0,31MMorb) i
2H. LiOH vy Bogi (0,93mn, 1,86mmorb) B 6Mn 1:1
Tr®:MeOH Harpisanu npu 80°C npotarom 30 xBUNuH
y MikpoxBunboBomy peaktopi. Oogasamm 1H. HCI
(1,86mn) i cymiw possogurm Bopgot. OcamkeHy
peyoBuUHY inbTpyBann 1 peTenbHO NpoMuBanu
Bogoto. [lpy BucywyBaHHi ocagy Yy BaKyyMi
ofepxysanu 105 Mr npoaykTy.

MC (ES): 428,0 (M+H)

'H AMP &: 1,67 (s, 1H); 1,80-2,04 (m, 2H); 2,18
(s, 3H); 3,33 (s, 2H); 3,89 (s, 2H); 4,06 (d, J=5,09I'L,
1H); 7,30 (s, 1H); 12,03 (s, 1H); 13,92 (s, 1H).

Mpvknag 342: 4-[(tpeT-byTunamiHo)kap6oHin]-2-
(4-{[(3,4-puxnop-5-metn-1H-nipon-2-
in)kap6oHin]jamiHo}ninepuaunH-1-in)-1,3-Tiazon-5-
kapboHoBa kucroTa

Po3unH 5-tiazonkap6oHOBOI KMCMOTU, 4-LiaHO-2-
[4-[[(3,4-anxnop-5-meTun-1H-nipon-2-
in)kap©oHin]amiHo]-1-ninepuanHin]-, cKnagHoro
eTunosoro edipy (npuknag 339; 186mr, 0,35MMorb) i
2H. LiOH y Boai (0,35mn, 0,7mmonb) B 6mMn MeOH
HarpiBarm  npu  80°C  npoTarom 30 xBUnMH Y
MikpoxBunboBoMy peaktopi. [ogasarm 1H. HCI
(0,7mn) i cymiw possogurm Bopot. OcamkeHy
peyoBuHy inbTpyBanu, peTenbHO  MPOMMBaMM
BOJOIO N BUCYLLYBanu y BakyyMi, ogepxytoum 164 mr
npoaykty MC (ES): 502,1 (M+H)
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H AMP &: 1,20-1,57 (m, 9H); 1,66 (s, 2H); 1,90
(s, 2H); 2,18 (s, 3H); 3,34 (s, 2H); 4,00 (s, 3H); 7,31
(d, J=7,72I'y, 1H); 12,01 (s, 1H); 16,06 (s, 1H).

Mpuknagn 343-346

HacTynHi nmpuknagu ogepxysanm 3a LOMOMOIOH
MeToOuKM i3 npuknagy 223 i3 BKasaHuUX BUXIOHMX
PEYOBVH.
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