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HaHuit BUHaxXig CTocyeTbesl repbiumaHo akTMBHUX MipUAAsMHOBUX MOXIAHUX, a TaKOX CrnocobiB i
NPOMDKHUX CMONYK, 3aCTOCOBYBAHUX ANA OAEp)XaHHA Takux noxigHux. [JaHuin BuHaxiga A04aTKOBO
MOLLMPIOETLCA Ha repBiumaHi KoMNo3uuii, ki MICTATb Taki MOXiAHI, @ TaKO)X Ha 3aCTOCYBAHHSA TaKUX
CMONYK Ta KOMNO3WLiA ANA KOHTPOMIO POCTY HebarkaHWX POCMMH, 30KpeMa Ha 3acTOCYBaHHA AniA
KOHTPOIO BYpP'sHIB Y CiNbCbKOrocnogapcbknx KynbTypax KOPUCHUX POCIUH.

OaHunit BUHaxig 6as3yeTbcsa Ha BigKPUTTI TOro, WO NipuaasuHoBI noxiaHi popmynu (l), BU3HaYeHi B
OAaHOMYy OOKYMEHTI, BUSBNATb HA Noane aobpy repOiunaHy akTUBHICTb. TakMM YMHOM, BiANOBIAHO A0
JaHOro BMHaxoay npeacrasneHa cnonyka dopmynu (I) abo i1 arpoOHOMIMHO MPUIAHATHA Cinb abo
LBiTEP-IOHHI hopmMu:

R
A R®
B
N Q z
e
R N7 >< \(x)/
2 n
R R

(1,

e

R' BubpaHuii i3 rpynu, fka cknagaetbCa 3 BOAHIO, ranoreHy, Ci-Csankiny, C2-CeankeHiny, Co-
Cesankininy, Cs-Ceuuknoankiny, Ci-Csranorenanciny, -OR7, -OR™52, -N(R€)S(0O)=R"5, -N(R6)C(O)R'5, -
N(R®)C(O)OR?, -N(R€)C(O)NR'R"7, -N(R€)CHO, -N(R72)> Ta -S(O)R'°;

R?2 BUOpaHuit i3 rpynu, sika cknagaeTbCs 3 BOAHIO, ranoreHy, C1-Ceankiny Ta Ci-CsranoreHankiny;

i npu ubomy, sikwo R' BuGpaHwii i3 rpynu, aka cknagaetbea 3 -OR7, -OR'2, -N(R®)S(0)2R'S, -
N(R®)C(O)R', -N(R&)C(O)OR'®, -N(R8)C(O)NR'®R'", -N(R®)CHO, -N(R72)> Ta -S(O)R'>, R? BubpaHuii
i3 rpynu, sika cknagaetbes 3 BoaHo Ta C1-Ceankiny; abo

R'" Ta R pazoM 3 aToMOM BYIMELIO, A0 SKOTO BOHW NpueaHaHi, yTBopiooTb Cs-CelMKknoankinbHe
Kinbue abo 3-6-4neHHWin reTepouuknin, Skuin mictute 1 abo 2 retepoatomu, okpeMmo BubpaHi 3 N Ta
O;

Q siBnisie coboto (CR'2R%b)m;

m gopisHioe 0, 1, 2 abo 3;

KoxXHUI 3 R'@ Ta R? Heszane)kHo BMOpaHWI i3 rpynu, sika CKNaaaeTbCsl 3 BOAHIO, ranoreny, Cq-
Csankiny, Ci-CesranoreHankiny, -OH, -OR7, -OR'%2, -NHz, -NHR”, -NHR"%2, -N(R8)CHO, -NR"®R7c Ta -
S(O)R'5; abo

KOXXHMI 3 R'2 Ta R pasom 3 aToMOM BYrneui, A0 SIKOTO BOHW MpueaHaHi, yTBopioe Cs-
CesUmKnoankinbHe Kinbue abo 3-6-4NeHHUR reTepoLMKNin, AkMin MicTutb 1 abo 2 reTtepoaroMm, OKpeEMO
BubpaHi 3 N ta O;

R3, R* Ta R® HesanexHo BMOpaHi 3 rpynu, sika CKNafaeTbCs 3 BOAHIO, ranoreHy, WiaHo, HiTpo, -
S(O)R'S, C1-Ceankiny, Ci-CetpTopankiny, C1-CecbTopankokcu, C1-Ceankokcu, Ca-Csumknoankiny ta -
N(R®)z;

KOxKHMI R® HesanexHo Bubpanuii i3 BogHto Ta C1-Ceankiny;

KOXHMI R7 HesanexHo BubpaHuit i3 rpynu, sika cknagaetsca 3 C1-Csankiny, -S(O)2R®, -C(O)R'S, -
C(O)OR' 1a -C(O)NR'¢R'7;

KOXHMI R72 He3anexHo BUGpaHuii i3 rpynu, sika cknagaetben 3 -S(0)2R™®, -C(O)R'5, -C(O)OR'S -
C(O)NR'8R"7 1a -C(O)NR8R153;

R™ T1a R7¢ HesanexHo BUGpaHi 3 rpynu, sika cknagaetbca 3 Ci-Ceankiny, -S(O)2R", -C(O)R', -
C(O)OR', -C(O)NR'R'7 Ta cheHiny, i ae BkaszaHui deHin HeobOB'A3KOBO 3amiweHuit 1, 2 abo 3
3amicHukamu R®, siki MoxkyTb 6YyTU oagHaKkoBUMKM abo pisHUMK; abo

R™ ta R’ pasoM 3 artoMoM asoTy, A0 SIKOTO BOHW NpMWEdHaHi, YTBOPIOKTb 4-6-UneHHe
reTepoumMknineHe Kinbue, sike HeobOB'A3KOBO MICTUTb OAWH [A0AAaTKOBUW reTepoaToM, OKpPemMo
Bubpanun ia N, O ta S; ta

A aBnse coboto 6-uneHHU reTepoapun, akui Mictutb 1, 2, 3 a6o 4 atomu asoTy, i Ae retepoapun
Moxke OyTu HeoboB'sI3KOBO 3amiwleHuin 1, 2, 3 abo 4 3amicHukamm R8, siki MOXyTb OyTU OAHAKOBUMMU
abo pisHUMM,

i Npyu UbOMY, AKLLO A 3aMilleHun 1 abo 2 3amiCHUKaMK, KoxxHUI R HesanexHo BubpaHuii i3 rpynu,
AKa cknagaetbes 3 ranoreHy, HiTpo, uiaHo, -NHz, -NHR?, -N(R7)2, -OH, -OR7, -3(O)R"®, -NR8S(0O)2R "5,
-C(O)OR™, -C(O)R'5, -C(O)NR'®R'7, -S(O)2NR'®R'?, Ci-Ceankiny, Ci-Ceranorenankiny, Cs-
Csuuknoankiny, Cs-CsranoreHuuknoarnkiny, C3-CeslMKNOAanKoKey, C2-CeankeHiny, Co-
CeranoreHankeHiny, Cz-Csankininy, Ci-CsankokcuCi-Csankin-, rinpokcuCi-Ceankin-, C1-CzankokcuCi-
Csankokcu-, Ci-Ceranorenankokcu, Ci-CaranoreHankokcuCi-Csankin-, Cs-CesankeHinokcu, Cs-
Csankininoken, N-Cs.Csumknoankinamino, -C(R8)=NORS®, deHiny, 3-6-4uneHHOro retepoumkniny, skui
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MicTuTb 1 abo 2 retepoatomm, okpemo Budbpadi 3 N ta O, i 5- abo 6-4yneHHOro retepoapuny, sKun
Mictute 1, 2, 3 abo 4 rerepoaromm, okpemo Bubpadi 3 N, O 1a S, i npu Ubomy BKasaHi eHin,
retepoumknin abo retepoapun Heo6oB'sI3KOBO 3aMillieHi 1, 2 a6o 3 3amicHukamu R®, ki MoxyTb 6yTU
OOQHaKOBUMMK ab0 PisHUMU;

abo

AKkuo A 3amiwieHuint 3 abo 4 3amicHUKamu, KoxHuin R® HesanexkHo BuOGpaHwii i3 rpynu, sika
cknapgaetbca 3 ranoreHy, -NHz, -NHR?, -N(R7)2, -OH, -OR’, -C(O)NR'6R', -S(0O):NR'®R'", Ci-
Ceankiny i C1-CeranoreHankiny; i

KO>KHUI R° HesanexkHo BuOpaHui i3 rpynu, Ska CKrnagaeTbesa 3 ranoreHy, uiavo, -OH, -N(R®€)2, C1-
Csankiny, C1-Csankokeu, C1-CaranoreHankiny ta C1-C4ranoreHankokcu;

X Bubpanui i3 rpynu, ska cknagaetbca 3 Cs-Ceuuknoarnkiny, d¢ediny, 5- abo 6-uneHHoro
rerepoapuny, skuin mictutb 1, 2, 3 abo 4 retepoaromu, okpemo Bubpadi 3 N, O 1a S, i 4-6-4neHHoro
rerepoumnkniny, akun mictute 1, 2 abo 3 retepoaromu, okpemo Bubpadi 3 N, O 1a S, i npu UboMmy
BKa3aHi LUMKNoankinbHi, deHinbHi, retepoapunbHi abo retepouukninbHi doparmeHTn HeobOB'sI3KOBO
3amiuleHi 1 abo 2 3amicHUKkaMu, siki MOXyTb OyTW ogHakoBUMKU abo pisHMMM, BUBpaHumn 3 R®, i ge
BuLLeBKa3aHi hparmeHTn CR'R?, Q Ta Z MOXyTb ByTn npueaHaHi B Oyab-aKOMY MONOXEHHI BKasaHuX
LUMKNoankinbHmx, heHinsHux, retepoapunbHuX abo reTepoLmKITinbHUX pparmeHxTis;

n aopisHioe 0 abo 1;

Z BubpaHuil i3 rpynu, sika cknagaetbes 3 -C(O)OR™, -CH20H, -CHO, -C(O)NHOR™"!, -C(O)NHCN,
-OC(O)NHOR'"", -OC(O)NHCN, -NRSC(O)NHOR'', -NRSC(O)NHCN, -C(O)NHS(O):R'?, -
OC(O)NHS(0)2R2, -NRSC(O)NHS(0O)2R"?, -S(0)0R10, -OS(0)20R"0, -NRS(0)-0OR'°, -NR8S(O)OR',

NHS(0)2R™, -S(O)OR™, -OS(O)OR'™, -S(O)2NHCN, -S(O)}:NHC(O)R', -S(O):NHS(O):R'2, -
OS(0)aNHCN, -OS(0)2NHS(O)2R'2, -OS(0)2NHC(O)R'8, -NRES(O)o2NHCN, -NR6S(O):NHC(O)R'®, -
N(OH)C(O)R'S, -ONHC(O)R™, -NR6S(O):NHS(O)2R™, -P(O)(R'®)(OR™), -P(O)H(OR™), -
OP(O)(R'3)(OR?), -NRSP(O)(R'3)(OR®) i TeTpasony;

R0 BuGpaHuii i3 rpynu, sika cknagaetbcs 3 BogHio, C1-Csankiny, dpeHiny Ta 6eHsuny, i e BkasaHi
deHin abo 6GeH3un HeoOOB'I3KOBO 3awmilleHi 1, 2 abo 3 3amicHukamu RO, ski MOXyTb GyTu
OOQHaKOBMMM ab0 PisHUMU;

R™ BuGpaHuit i3 rpynu, sika cknagaetbcsl 3 BogHwo, C1-Ceankiny Ta deHiny, i ae BkasaHuin eHin
Heo6OB'sI3KOBO 3amilleHuin 1, 2 abo 3 3amicHMkamu R®, siki MoxyTb 6YTM oaHaKoBUMKU abo pisHUMU;

R'2 BuGpaHuit i3 rpynu, sika cknagaetbes 3 C1-Ceankiny, Ci1-Ceranorenankiny, Cq1-Cesankokcu, -OH,
-N(R®)2 Ta beHiny, i ge BkasaHuin peHin HeoboB'A3KOBO 3amileHui 1, 2 abo 3 3amicHukammn R, ki
MOXYTb 6yTK 0gHAKOBMMMK abo PisHUMMU;

R'2 Bubpanun i3 rpynu, sika cknagaetsca 3 -OH, Ci-Ceankiny, C1-Csankokcu Ta deniny;

R4 aBnsie coboto C1-CsranoreHankin;

R's BubpanHun i3 rpynu, sika cknagaetrbca 3 Ci-Ceankiny Ta deniny, i ae BkaszaHun eHin
HeobO0B'A3KOBO 3amilleHuit 1, 2 abo 3 3amicHMkaMu R®, aki MoxyTb 6yTn ogHAKOBMMM abo PisHUMM;

R'%2 apnsie coboto peHin, ae BkazaHuin )eHin Heo6oB'A3KOBO 3aMillleHnid 1, 2 a6o 3 3amicHMKaMu
R?, ki MOXyTb BYTW 0AHAKOBMMM abo pisHUMU;

R'® Ta R'7 HesanexHo BUOpaHi 3 rpynu, sika cknagaetbes 3 BogHto Ta C1-Ceankiny; abo

R ta R'” pasom 3 aTOMOM asoTy, A0 SKOr0 BOHM MpUEAHAaHi, YTBOPHOTbL 4-6-4neHHe
reTepoumnkninbHe Kinbue, sike HeobOOB'A3KOBO MICTUTb OAMH A0AATKOBUM TreTepoaToMm, OKPEMO
Bubpanun ia N, O ta S;

R'8 BubpaHui i3 rpynu, gka cknagaetbca 3 BoAaHto, Ci-Ceankiny, Ci-CsranoreHankiny, Ci-
Csankokcn, -N(R€)2 Ta deHiny, i ge BkasaHui peHin HeoboB'AskoBo 3amiweHun 1, 2 abo 3
3aMicHMKamm R?, ski MOXyTb 6yTWM ogHAKOBUMU ab0 pi3HUMU;

Ta

r gopisHtoe 0, 1 abo 2.

BianosigHo A0 Apyroro acnekTy AaHOro BUMHaxody npeAcTaBfieHa arpoxiMivHa Komnosuuisa, sika
MICTUTb TepBiunaAHO edEKTUBHY KinbkiCTb cnonyku dopmynum (I) Ta arpoxiMmivMHO MPUAHATHUIA
pospimkysady abo Hocii. Taka KOMMO3uUis, nNpu3HaYeHa Ansi 3acCTOCYBAHHA Y  CiNbCbKOMY
rocrnogapcTBi, MOXe 404aTKOBO MICTUTH LLIOHANMEHLLE OaWH A0AAaTKOBUIM aKTUBHUIW iHIPEAieHT.

BianoBigHO A0 TPETbLOr0 acnekTy AaHoro BMHAXOAy NpPeAcCTaBNEHWW Cnocid KoHTponio abo
nonepeapKeHHs pocTy HebaykaHUX POCNUH, Ae repbiunaHo ePEeKTUBHY KiNbKiCTb cnonyku dopmynu (1)
abo KOMNO3uLilo, sika MICTUTb AaHy CNONyKY AK aKTUBHWUI iHrpeaieHT, 3acTOCOBYHOTb LOAO POCIUH,
IXHiX YacTuH abo micusa ix 3poCTaHHs.

BianoBigHO A0 4eTBEPTOro acnekry AaHOro BUHAxXody NpPeACTaBrEeHe 3acTOCYBaHHSA CMONYKM
dopmynu (1) sk repGiumnay.

BianoBigHO A0 N'ATOr0 acnekTy AaHOro BMHAXOAy MpPeAcTaBNEHUR CMNoCi0 oaepXaHHs1 CMONyK

cdopmynu ().
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3aCTOCOBYBaHMI Yy OAHOMY JOKYMEHTI TepMiH "ramoren" abo "ranoreHo" CToCyeTbcs (hTopy
(¢bTop), xnopy (xnop), 6pomy (Gpom) abo noay (oa), nepeBaxkHo Topy, xnopy ado Gpomy.

3acTocoByBaHWUI y JaHOMY AOKYMEHTI TEPMiH "LiaHo" o3Havae rpyny -CN.

3acTocoByBaHWUM y JaHOMY AOKYMEHTI TEPMIH "rigpokeun” o3Havae rpyny -OH.

3aCTOCOBYBaAHMI Y AaHOMY AOKYMEHTI TEPMIH "HIiTpO" o3Ha4vae rpyny -NO-.

3actocoByBaHWM Yy AaHOMy JOKyMeHTi TepmiH "Ci-Ceankin" CTOCYETbCHA BYINEBOAHEBOIO
pagukana 3 npsaMumM abo po3rany>keHWM NaHLIOroMm, SKUW CKNagaeTbCa TiNbKM 3 aTOMIB BYIneLo Ta
BOAHIO, HE MICTUTb HEHacu4yeHUX 3B'A3KIB, Mae Big OAHOr0 A0 WECTU aTOMIB BYrneulww Ta Ak
npuegHaHWi A0 pewTn MOMEKYNnM oauHapHum 3B'a3koM. Ci-Csankin i Cs-Coankin cnig posymitu
BiANOBIAHUM YmHOM. Mpuknagn Ci-Ceankiny BknodawTb 6e3 o6mexeHHa metun (Me), etun (Et), H-
nponin, 1-meTuneTun (isonponin), H-6yTun i 1-guMeTuneTun (TpeT-6yTnn).

3acTOCOBYBaHUI Y AAHOMY AOKYMEHTI TepMiH "C1-Ceankokcu" CToCyeTbCa paaukana opmynu -
ORa, Ae Ra aBnge coboto Ci-CeankinbHUin pagukan, akuin 3aranom suaHaveHun suule. Cq1-Csankokcu
cnig po3ymitu BignoBigHMM 4uHOM. lMpuknagnm C1sanKoKCKU BKNOYalOThb 6€3 0OMEXEHHS METOKCH,
€TOKCH, MPONOKCH, i30MPONOKCU | TPET-OYTOKCH.

3acToCOoBYBaHUI Yy AAHOMY AOKYMeHTi TepmiH "Ci-CeranoreHankin” crocyerbca Ci-CeankinbHoro
pagukana, skuin 3aranom BU3HAYEHWN BULLE, 3aMilleHOro oaHum abo gekinbkoma ogHakoBumu abo
pisHMMK atomamu ranoreny. Cq-CqranoreHarnkin cnig posymitu BignosigHum udmHom. Mpuknagm Ci-
CeranoreHankiny BknodawTb 6e3 obMexeHHa xnopmeTtun, dTopMmeTun, dpTopetun, gudTopmeTnn,
TpudptTopmeTun i 2,2,2-TpudtopeTun.

3actocoByBaHWM y JaHOMY AOKyMeHTi TepMiH "C2-CeankeHin" CTocyeTbCs rpynu, sika sBnse
co00I10 BYIMEBOAHEBUM pagukan i3 npamvM abo posrany>keHWM JMaHUOroM, CKNnagaetbes Tinbku 3
aToMiB BYrneyto t1a BOAHIO, MICTUTb LLIOHAWMEHLIEe OAWH NOABIMHUIA 3B'A30K, AKMIA MOXE 3HaxXo04UTUCS
abo y (E)-, abo B (Z£)-koHdbirypauii, mae Big ABOX A0 LUECTU aTrOMIB BYIMEL, sika npuegHaHa ao
PELLTN MOMEKYNU OAMHAPHUM 3B'A3KOM. Co-CaamnkeHin cnig posymitu BignosiaHum YuHOM. Mpuknaau
Ca-CeankeHiny BknoyawTb 6e3 obmekeHHsa npon-1-eHin, anin (npon-2-eHin) i 6yT-1-eHin.

3actocoByBaHWM y JaHOMy [OOKyMeHTi TepMiH "Co-CeranoreHankenin" crocyerbca Co-
CsankeHinbHOTrO paaukana, sKMin 3aranom BU3HAYEeHWR BULLE, 3aMillleHoro ogHuM abo aekinbkoma
ogHakoBuMu abo pisHMMKM atomamu ranoreny. Mpuknagun Co-CeranoreHankeHiny BKkno4valoTb 6es
oOMeXxeHHa  xnopeTuneH, TopetuneH, 1,1-gudrtopetruneH, 1,1-auxnopetuneH i 1,1,2-
TPUXITOPETUIIEH.

3acTOCOBYBAHUI Y AAHOMY JOKYMEHTI TepMiH "C2-Ceankinin" cTocyeTbes rpynu, sika sense coboio
BYIMEBOAHEBUIA pagukan i3 npaMuMm abo posrany>kKeHUM NaHLUroM, CKNnagaeTbecs TiNbku 3 aToMiB
BYrfeulo Ta BOAHIO, MICTUTb LLUOHAWMeEHLUe OAMH NOTPINHUA 3B'A30K, Ma€ Big ABOX A0 LLUECTU aToMiB
BYIMELIO | AKa NpueaHaHa A0 PELUTU MOMNEKYNnU oauHapHuM 3B'A3koM. Co-CsankiHin cnig posymitu
BiANOBIAHUM 4YmHOM. TMpuknagu Co-CearnkiHiny BknwovawTb 6e3 obmexeHHs npon-1-iHin, nponaprin
(npon-2-iHin) i 6yT-1-nHin.

3actocoByBaHWM y JaHOMy AOKyMmeHTi TepmiH "Ci-CeranoreHankokcu" crocyerbcs Ci-
Cesankokcurpynu, BU3HA4YEHOT BULLE, 3aMilLEHOT oaHMM abo AekinbkoMa OAHaKOBUMU abo pisHUMU
atomamu ranoreHy. Ci-CsranoreHankokcu cnig pos3ymiTu BignoBigHum ymHom. [puknaam Cs-
CeranoreHankokcu BKMOYaOTL 0e3 obmexeHHA MTOPMETOKCU, AUPTOPMETOKCH, (DTOPETOKCH,
TPUPTOPMETOKCH | TPUDTOPETOKCHU.

3actocoByBaHWM y AaHOMYy AOKyMeHTi TepmiH "Ci-CsranoreHankokcmCq-Czankin" crocyeTbes
paagukana cdopmynu Ryp-O-Ra-, ae Ry aBnsae coboto Ci-CsranoreHankinbHUA paaukan, skui 3aranom
BU3HAYeHUI BUWE, Ta Ra siBnAe coboto Ci-CzankineHOBUIA paaukan, SKMin 3aranom BUSHAYEHUN
BULLE.

3acTocoByBaHWUM y AaHOMY AOKYMeHTi TepmiH "Ci-CsankokcuCi-Csankin" crocyeTbca pagukana
dopmynu Rp-O-Ra-, ae Ry sBngae coboto C1-CzankinbHUn pagukan, Sk 3aranom BU3HAYEHUIA BULLE,
Ta Ra aBnsie coboto C1-CzankineHoBUIR paaukan, SkKuMin 3aranoMm BUSHAYEHUIA BULLIE.

3actocoByBaHWM y JaHOMy JOKyMeHTi TepmiH "Ci-CsankokcmCi-Csankokcu-" CTOCYETbCSH
pagukana gopmynu Rp-O-Ra-O-, ne Rp gaBnse cobow Ci-CszankinbHUW pagukan, sikuin 3aranom
BU3HAYeHUI BUWE, Ta Ra siBnAe coboto Ci-CzankineHOBUIA paaukan, SKMin 3aranom BUSHAYEHUN
BULLE.

3acTocoByBaHWM y JaHOMY AOKyMeHTi TepMmiH "Cs-CeankeHinokcn" crocyeTtbca pagukana
dopmynun -ORa, Ae Ra aBnsie cobo1o Ca-CeankeHinbHUM pagukan, SKMin 3aranomM BU3HAYEHU BULLE.

3acToCOBYBaHUI y AaHOMY AOKYMEHTI TepMiH "Cs-CsankiHinokcu" ctocyeTbecs pagukana opmynu
-ORa, ae Ra aBnsie co6oto Cs-CeankiHiNnbHWUIA pagukan, Skuil 3aranom BU3HAYEHWUI BULLE.

3aCTOCOBYBaHMIM Y aHOMY AOKYMEHTI TepMiH "rigpokcnCi-Ceankin" crocyerbca Ci-CsankinbHOro
paaukana, skui 3aranomMm BU3HAYEHUN BULLE, 3aMilLIEHOTO odHielo abo AeKinbKkoMa rigpOoKCUTIPynamMu.
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3actocoByBaHWM y JaHOMy JOKyMeHTi TepmiH "Ci-CsankinkapOoHin" crTocyeTbCcsa pagukana
dopmynun -C(O)Ra, ae Ra aenge coboto Ci-CeankinbHUn pagukan, AKMin 3aranom BU3HAYEHNUA BULLE.

3acTocoByBaHWM y AaHOMY JOKYMeHTi TepMiH "Ci-CesankokcmkapboHin" CToCyeTbCs pagukana
dopmynun -C(O)ORa, ae Ra aense coboro Cq1-CeankinbHun pagukan, Skui 3aranom BU3HAYEHUN BULLE.

3aCTOCOBYBaHMI y AAHOMY AOKYMEHTI TEPMIH "amiHokapOoHIN" cTocyeTbca paaukana popMmynm -
C(O)NH-.

3acTocoByBaHWM Yy AaHOMY [JOKYMEHTi TepmiH "Cs-Csumknoankin" crocyerbca CTabinbHOro
MOHOLIMKNIYHOIO KiNbLEBOro paaukana, Skuin € Hacu4eHuM abo 4YaCcTKOBO HEHACMYEHUM i MICTUTb Big
3 po 6 artomi Byrmeuyto. Cs-Caumknoankin cnig po3ymitu BignosigHum 4nHom. [Mpuknagn Cs-
CesUmknoankiny BknoyawTb 6€3 0OMEXEHHA LMKNONPONin, LMKNoOyTun, LMKNONEHTHA i LMKITOTEKCUI.

3acTocoByBaHWM y AaHOMYy [AOKYMeHTi TepmiH "Cs-CeranoreHuyuknoankin® crocyetbca Ca-
CsUMKNOAnKiNnsHOro pagukana, sikuin 3aranomM BU3Ha4Y€HUN BULLE, 3aMilLEHOro oaHuM abo aekinbkoma
0HaKoBMMMW abo pisHUMKM aTomamu ranoreHy. Cs-CsranoreHuuknoankin cnig posyMitu BignosigHUM
YUHOM.

3acTocoByBaHWM y AaHOMy JOKYMeHTi TepMmiH "Cs-CeLMKNOAnNKoKcH" CTOCYETbCH pagukana
dopmynn -ORa, ge Ra aBnse cobow Cs-CelmknoankinbHWA pagvkan, SKMiA 3aranom BUSHAYEHUN
BULLE.

3acTocoByBaHWUi y AaHOMy AOKymeHTi TepMiH "N-Cs-CeuuknoankinamiHo" cTocyeTbca pagukana
dopmynn -NHRa, ae Ra aBnse coboto Cs-CelMKNOAnKiNbHUIA pagvkan, skui 3aranoM BUSHAYEHUN
BULLE.

3a BUHATKOM BMNaAKiB, KOSIM ABHO BKa3aHO iHLWIE, 3aCTOCOBYBaHWW Y OAHOMY OOKYMEHTI TEPMIH
"retepoapun” CTocyeTbcsl 5- abo 6-4NeHHOro MOHOLUMKMIYHOrO apoMaTUYHOTIO KinbUsl, ke MIiCTUTb 1,
2, 3 abo 4 reTepoaTomu, oOKpeMO BUOPaHi 3 a30Ty, KUCHIO Ta Cipku. F'eTepoapunbHUil pagukan Moxe
OyTun 3B'A3aHUIN i3 PELLTOK MOMNEKYNU 3a AOMNOMOrow atoma Byrneuio abo rerepoatoma. Mpuknagu
retepoapuny BKNoYaloTb dypun, niponin, iMigasonin, TieHin, nipasonin, Tiasonin, isoTiasonin,
oKca3sonin, i3okcasonin, Tpuasonin, TeTpasonin, nipasuHin, nipugasudin, nipumiann abo nipugun.

3a BUHATKOM BMMaaKiB, KONM ABHO BKa3aHO iHLUE, 3aCTOCOBYBAHWM Yy AAHOMY AOKYMEHTI TEPMIH
"reTepoumnknin” abo "reTepouuknivYHUA" CTOCYETLCH CTabINbHOIO 4-6-4YNEHHOTo HeapoMaTUYHOTO
MOHOLIMKNIYHOIO KinbLEBOro paaukana, skuin mictutb 1, 2 abo 3 retepoaromm, OKpeMo BUOpaHi 3
a30Ty, KUCHIO Ta Cipkn. FeTepouUuKNinbHUIA pagukan Moxe OyTu 3B'a3aHuii i3 peLLITol MONeKynu 3a
JOMOMOTOI atoma Byrneuo abo retepoaroma. MNpuknagn reTepounkniny BKNOYalTb 6€3 0OMEXeHHSA
niponiHin, niponiaun, TeTparigpocdypun, TeTparigpoTieHin, TeTparigpoTionipaHin, ninepuaun,
ninepasuHin, TeTparigponipatin, aurigpoizokcasonin, giokconasin, mopdonidin abo d-nakramin.

HasiBHiCTb 0gHOro abo AekinbKoX MOXMMBMX AaCUMETPUYHUX aTOMIB BYIMELO B cnonyui hopmMmynu
(I) o3Hayvae, Lo CNonykn MOXYTb TPANNATUCA B XipanbHUX i30MepPHUX popmax, TO6TO eHaHTIOMEPHUX
abo piactepeomepHux popmax. TakoxK aTponoisoMepn MOXYTb BUHUKATU B pe3ynbraTti 0OMexXeHoro
obepTaHHa HaBKOMO OAWHApHOro 3B'a3ky. lMepeabauaeTtbca, wo dopmyna (I) Bkmw4dae BCi Taki
MOXINUBI i3oMepHi popmm Ta iX cymiwi. JaHnin BMHaXig BKNKOYAE BCi Taki MOXMKBI i3oMepHi dhopmu
cnonykn chopmynu (I) Ta ix cymiwi. AHanoriyHo nepeabadaetses, wo dopmyna (I) BknMw4yae BCi
MOXINUBI TayToMepu (y TOMY YUCHi NakTam-nakTMMHY TayTOMEPIIO | KETO-€HOMbHY TayTOMEPIto), AKLLO
BOHM HasABHi. [aHun BuHaxig BKMNYae BCi MOXNKUBI TayTOMepHi dopmu cnonyku copmynu (I).
AHAanorivyHo y pasi aMsamileHnx ankeHiB BOHM MOXKyTb OyTu npeacraeneHi B E- abo Z-gopmi abo y
BUrNsAi cymien ob6ox y Oyab-skiin nponopuii. JaHui BUMHaXxXig BKNOYAE BCi TaKi MOXIMBI i30MEpHI
¢dopmu cnonykn popmynu (1) Ta X CymiLui.

Cnonykun cdopmynu (I) 6yayTb 3as3suyai npeactaBneHi y opMi arpoOHOMIMHO NPUAHSITHOT COni,
uBiTep-ioHa abo arpoHOMIYHO NPUAHATHOT coni UBiTep-ioHa. [daHuin BMHaxXid OXONME BCi Taki
arpoHOMIMHO MPUIHATHI CONi, UBITEP-iOHK Ta X CyMiLLi Y BCIX nponopuisx.

Hanpuknaa, cnonyka copmymm (I), ae Z nepeabavae KMCMOTHUIA NPOTOH, MOXE iCHyBatu y
BUrNSAiI UBiTep-ioHa, wo Bignosigae cnonyui popmynu (I-), abo y surnagi arpoHOMIMHO NPUAHATHOT
coni, wo sianosigae cnonyui popmynu (I-1l), Ak nokasaHo HUK4eE:
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ae Y apnsge coboro arpOHOMIMHO MPUAHATHUIA aHioH, i j Ta k ABNsOTbL coBol0 Uini yucna, ski
MOXyTb 6yTn BUBpaHi 3 1, 2 abo 3 3anexxHo Big 3apsay BiANOBiAHOro aHioHa Y.

Cnonyka popmynu (I) MOXKe TakoX icCHyBaTu y BUrNA4i arPOHOMIMHO NPURHATHOT CONi UBITEpP-iOHa,
wo signosigae cnonyui opmynu (I-111), 5K NOKa3aHO HuxMeE:

M,Y,

(I-111)

ae Y gaBnsie cobG0l0 arpOHOMIYHO MPUAHATHUIA aHioH, M aBnse cobol arpOHOMIMHO NPUIRHSATHUNA
KaTioH (104aTkOBO A0 KaTioHa nipuaasuHito), i uini yucna j, k Ta g Mmoxxyte 0yt Bubpadi 3 1, 2 abo 3
3anexHo Big 3apsaay BianosigHoro aHioHa Y i BignosigHoro katioHa M.

Takum 4mHOM, AKWO cnonyky dopmynu (I) 306pakeHO B AaHOMY AOKYMEHTI B MPOTOHOBAHIN
cdopmi, daxiButo B AaHin ranysi 6yae 3po3ymino, wo BoHa MOxe OyTu O0AHAKOBO MpeacTaBreHa B
HENPOTOHOBAHI aGo conboBin hopmi 3 ogHUM abo AeKinbkoma BiANOBIAHUMU MPOTUIOHAMM.

B ogHoMy BapiaHTi 34iMCHEHHA AaHOro BUMHaxoay npeacrasneHa cnonyka cdopmynu (I-1), ae k
JOpiBHIOE 2, j aopiBHIoE 1, i Y BUBpaHuUi i3 rpynu, ska CKnagaeTbCs 3 ranoreHy, TpudyropaueraTy ta
neHtadropnponioHatry. Y aaHOMy BapiaHTi 34iNCHEHHA aTom asoTy B KinbUi A MOXxe OyTu
npoToHOBaHMM, abo aToM asoTy, Akui MicTUTbca B R', R2, Q abo X, moxe OyTu MpOTOHOBaHUM
(Hanpuknag, gue. cnonyky A234 abo A235 y tabnuui A). MepesaxHo B cnonyui dopmymm (I-11) k
[JOpIBHIOE 2, j AopiBHIOE 1, i Y siBNAe coboto xnopua, Ae atoM asoTy B KinbLj A € MPOTOHOBaHUM.

MNpugaTtHi arpoOHOMIMHO NPUWAHATHI coni 3a AaHUM BUHAxXOA4OM, MpeAcTaBneHi aHioHoMm Y,
BKMoYaTb 6e3 obmexeHHa xnopua, Opowmia, noama, dropua, 2-HadTaniHcynbdoHaT, aueTart,
agunart, MeTOoKcua, eTokcua, nponokeua, Oytokeua, acnaprtat, 6eHsoncynbdoHat, ©GeHsoar,
GikapboHar, Oicynbdar, Oitaprpar, O6ytuncynbdar, OyruncynbdoHar, Oytupar, kamdopar,
KamcunaT, kanpaT, Kanpoar, kanpunar, kapboHat, uuTtpart, gudocdar, egetar, eaucunart, eHaHTar,
eTaHgucynbpoHaT, eTaHcynbdoHaT, etuncynbdar, dopmiaT, dymapar, rnouenTtar, rMNIOKOHaT,
rAOKOpOoHAaT, rnytamart, riigepodoccaTt, rentagekaHoaTt, rekcagekaHoar, rigpocynodar, rigpokcua,
rigpokcuHadpToaT, iseTioHaT, nakrart, naktobioHar, naypaT, manaT, mManeart, MaHgenar, mMe3unar,
MeTaHaucynboHat, MeTuncynbar, MykaT, MipucTaTt, Hancunart, HiTpaT, HOHagekaHoar,
oKTagekaHoaT, okcanaT, nenaproHart, neHTagekaHoat, neHtadTopnponioHar, nepxnopat, docdar,
nponioHat, nponincynsdar, nponincynsdoHaT, CykuMHar, cynbart, TaptpaTt, To3unar, Tpugeuunar,
Tpudpnat, TpudTopaueTar, yHaeuuniHaT i Banepar.

MpuaatHi kaTioHn, npeacTaBneHi y surnagi M, Bknovatots 6€3 06MeXXeHHS MeTanu, KOH'IOroBaHi 3
aMmiHaMW KWUCNOTU Ta oOpraHidHi kartioHu. lpuknagM npuaaTtHUX MeTaniB BKMOYalTb antoMiHin,
Kanbujin, uesin, Migb, NiTiin, MarHii, mapraHeub, Kanin, HaTpii, 3aniso i uMHK. MNMpuknagm npuaaTHuUx
aMiHiB BKIIOYAlOTbL aninamid, amiak, aminamiH, apriHiH, ©6eHeTamiH, OeH3aTuH, OyTeHin-2-amiH,
OytunamiH, OyTuneTaHonamMiH, UMKMNOreKkcunamiH, JeuunamiH, AgiaminamiH, aubyTMnamiH,
JieTaHonamid, AdieTunamiH, AdieTUneHTpuamid, AurenTunamid, Aurekcunamid, aiisoaminamiu,
giisonponinamid, gumeTunamid, AiOKTUNaMiH, AunponaHonamiH, aunponaprinamid, gunponinami,
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Jojeuunamid,  eTaHonamiH, eTtunamid, eTundéyTunamiH, eTUneHgiamiH, eTunrenTunamiH,
€TUNOKTMNaMiH, eTUNNPOoNaHonamid, rentTageyunamid, renTunamii, rekcageunnami, rekceHin-2-ami,
rekcunamiH, rekCUnrenTunamii, rekCUNoKTUNamiH, riCTUAWH, iHAONIH, i3oaminamiH, i3obyTaHonamix,
i3obyTunamin, isonponaHonamiH, isonponinamid, Ni3uH, MErMOMIH, METOKCMETUNamiH, METUMAaMiH,
METUNOYTMNaMiH, METUNETUNaMiH, MeTUNrekcunamid, MeTunisonponinamiH, MeTUMHOHINaMiH,
METUNOKTaAeLMnamiH, METUNNEHTaaeUMNamiH, MopdponiH, N, N-gieTunetaHonamit, N-
METUNNiNepasnH, HOHiNaMiH, okTageuunamii, OKTUNaMiH, oneinamiH, NeHTageuunamid, neHTeHin-2-
aMiH, beHOKCUEeTUNAMIH, NiKOMiH, NinepasuH, NinepuauH, NponaHonamii, nponinamid, nponineHaiamix,
nipuauH, niponiauH, BTop-6yTMnamiH, cteapunamii, TanoBuin aMiH, TeTpageuunamii, TpudyTunamiu,
TpuaeumMnamid, TPUMeTUNamiH, TPUrenTUnamii, TPUrekcunamii, TpuisobytTunamid, Tpuisoaeumnamit,
Tpuisonponinamid, TpUMETUNaMiH, TPUNEHTUNaMIH, Tpunponinamii, Tpuc(rigpokcumeTun)aMmiHomeTaH
Ta yHaeuunamid. [Mpuknagun npuaaTtHUX OpPraHidHMX KaTiOHIB BKMNIOYaKTb OEH3UNTPUOYTUNAMOHINR,

BGEH3UNTPUMETUNAMOHIN, 6eH3UNTPUPEHINDOCHOHINR, XOTiH, TeTpabyTUNaMoHin,
TeTpabyTundocooHin, TeTpaeTunamMmoHin, TeTpaeTundocoHin, TeTpameTUNamMOHii,
TeTpameTungpocdoHin, TeTpanponinamoHin, TeTpanponingocdoHin, TpubyTUNCYNbQOHINM,
TpUByTUNCYNbGOKCOHIN, TpUeTUncynbdgOoHiIn, TPUETUNCYNbAOKCOHIN, TPUMETUNCYNbAOHIN,

TPUMETUACYNbQOKCOHIN, TPMNPONINCYNbMOHIRA | TpUNpPonincynbdOKCOHIN.

MepeBaxkHi cnonykn copmynn (1), ae Z nepeadayae KUCMOTHUA NPOTOH, MOXYTb OyTu
npeacraenedi y surnsai aéo (I-1), abo (I-1l). ¥ pasi cnonyk cdopmynu (I-1) BuainsoTb coni, skwo Y
sasnae coboto xmopua, Gpomia, woawma, riapokeua, OikapboHaT, auetar, neHTadTOpnponioHar,
Tpudnat, TpudpTopaueraT, MeTUNCynbgart, To3unar i HiTpar, ae j Ta k gopisHioloTs 1. MNepesaxHo Y
anae cobow xnopua, Opowmia, noawa, riapokcua, OGikapboHar, auervar, TpudTopaueTar,
MeTuncynsart, To3unaT i HiTpaT, ge j Ta k gopisHiolote 1. Y pasi cnonyk dopmynu (I-1l) Buginawotb
Takox coni, Akwo Y gaensie cobow kapboHart i cynbdat, ae j gopisHioe 2, i k gopisHioe 1, i akwo Y
saBnse coboto dhocdar, ae j gopisHioe 3, i k gopiBHIoE 1.

Y BignosigHoMmy Bunagky cnonyku copmynu (I) Takox MoxyTb nepebysatu y dopmi (i/abo
3acrtocoByBaTuca y surnaai) N-okcuay.

Cnonyku popmynu (1), ae m gopieHioe 0, Ta n gopieHe 0, MOXKyTb 6YTU NpeaCTaBNeEHi CNONMYKO
dopmynu (I-1a), K nokazaHO HUXKYE:

R4
A RS
B
N’ z
~
R NT X
R R?2

(I-la)

ae R', R?2, R3, R4, RS, A Ta Z BusHaueHi ana cnonyk cdopmynu (1).

Cnonyku popmynu (1), ae m gopieHioe 1, Ta n aopieHwe 0, MOXKyTb 6YyTU NpeacTaBneHi CNONMYKO
dopmynu (I-Ib), sk nokazaHo HUx4eE:

R4
A R®
| \ R1a R2b
_N
R N7 7
R R?

(I-Ib)

ae R', R2, R, R2¢ R3 R* R°, A Ta Z BU3Ha4eHi ans cnonyk copmynu (1).
Cnonyku popmynu (1), ae m gOpiBHIOE 2, Ta n AopiBHIOE 0, MOXKYTb 6YTU NpeacTaBneHi CNONyKO
dopmynu (I-Ic), Ak noKka3aHO HUXME:
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_N. z
PSS
2

R R® Rfa R2

(I-lc)
ae R', R2, R, R2¢ R3 R* R°, A Ta Z BU3Ha4eHi ans cnonyk copmynu (1).
Cnonyku popmynu (1), ae m gopieHioe 3, Ta n AopiH0E 0, MOXKyTb 6YTU NpeacTaBneHi CNONMYKO
dopmynu (I- Id) SIK NOKa3aHO HUXYE:

R R1a R2b

(I-Id) (I-ld),

ae R', R2, R, R2¢ R3 R* R°, A Ta Z BU3Ha4eHi ans cnonyk copmynu (1).

Y HacTynHOMY nepeniky npeacTaBfieHi BU3HAYEHHS, Y TOMY YUCHi NepeBaXkHi BU3HAYEHHS, And
samicHukiB n, m, r, A, Q, X, Z, R, Rg, R'a, R% R2 R3, R4, RS R¢, R7, R7a, R’*, R7¢, R8, R9, R'0, R'",
R'2, R13, R4, R'5, R'%a R'6 R'7 Ta R'® 3 nocunaHHam Ha cnonyku dpopmynu (l) BignoBigHO A0 AaHOro
BuHaxoady. CTOCOBHO OyAb-SKOro 3 LUMX 3aMmiCHUKIB Byab-Ake 3 BUSHAYEHb, HABEAEHUX HUXKYE, MOXHA
KOMOiHYyBaTN 3 Oyab-IKMM BU3HAYEHHAM Oyab-AKOro iHLIOrO 3aMiCHMKA, HaBeAeHUM Huxiude abo B
iHLUMX YaCTMHaxX 4aHOro AOKYMEHTA.

R BuGpaHuin i3 rpynu, sika cknagaeTbcs 3 BoAHIO, ranoreny, Ci-Csankiny, Co-CsankeHiny, Co-
CeankiHiny, Cs-Csuuknoankiny, Ci-Ceranorenankiny, -OR”, -OR'52, -N(R8)S(O)2R'®, -N(R8)C(O)R'S, -
N(R®)C(O)OR™, -N(R®)C(O)NR'®R'", -N(R8)CHO, -N(R"@)2 Ta -S(O)R'S. MNepeBaxkHo R' BubpaHuii i3
rpynu, ska CKnagaetbca 3 BOAHI, ranoreny, Ci-Ceankiny, Ci-Cepropankiny, -OR7, -NHS(O)2R'S, -
NHC(O)R'5, -NHC(O)OR'S, -NHC(O)NR'®R'”, -N(R"2)> Ta -S(O)}R'®. Binbww nepesaxHo R' BubpaHum
i3 rpynu, sika cknagaeTbcs 3 BoAHio, ranoreHy, Cq-Ceankiny, Ci-Cepropankiny, -OR” i -N(R78)2. Le
GinbL nepeBaxkHo R Bubpanuii i3 rpynu, dka cknagaetbcs 3 BogHto, Ci-Ceankiny, -OR” i -N(R72).. LLe
Ginbw nepesaxHo R ABnse coboto BogeHb abo Cq-Ceankin. e Ginbw nepeBaxHo R ABnsie coGoto
BoAeHb abo meTun. Hanbinbli nepeBaxkHo R sisnsie coboto BOAEHD.

R? BuGpaHuii i3 rpynu, sika cknagaetbesl 3 BoAHto, ranoreHy, Ci-Csankiny i Ci-CeranoreHankiny.
MepeBaxxHo R2 BuGpaHuin i3 rpynu, sika cknagaeTbcsl 3 BOAHIO, ranoreHy, Ci-Ceankiny i Ci-
CstbTropankiny. binbLu nepeBaxHo R? sinsie coboto BoaeHb abo C1-Csankin. LLe GinbLu nepeBaxHo R?
saBnsie coboto BoaeHb abo MeTun. HaibinbLu nepeBaxHo R? siBnsie co60t0 BOAEHb.

Y pasi gkwo R' BuGpanuii i3 rpynu, Aka cknagaetbcs 3 -OR7, -OR™a -N(R8)S(0)2R'®, -
N(R&YC(O)R'5, -N(R8)C(O)OR'®, -N(RE)C(O)NR'R'7, -N(R®)CHO, -N(R72)2 Ta -S(O)R'5, R2 Bubpanun
i3 rpynu, Ska cknagaetbcs 3 BogH Ta Ci-Ceankiny. MepeBaxHo, akwo R' BubBpaHni i3 rpynu, sika
cknagaetbca 3 -OR7, -NHS(O)2R'®, -NHC(O)R™, -NHC(O)OR'5, -NHC(O)NR'R'", -N(R7@). T1a -
S(O):R™®, R2 Bubpanuii i3 rpynu, sika cknagaetscs 3 BOOQHIO Ta METUMY.

AnbTepHaTuBHo R' Ta R2 pasom 3 aTOMOM BYIMEL, A0 AKOr0 BOHW MpUEAHaHi, yTBopiowTb Ca-
CesUmKNoOAankinbHe Kinbue ado 3-6-4NeHHUI TETEPOLMKNIN, AKMA MiCTUTL 1 abo 2 reTepoatomMm, OKPEMO
BuGpaHi 3 N Ta O. MNepeBaxHo R' Ta R? pa3om 3 aTOMOM BYIMELIO, A0 SIKOTO BOHU NpUEAHaHi,
yTBOpPIOOTE C3-CsUmknoankinbHe kinbue. binbw nepesaxHo R' Ta R? pasom 3 atoMoM Byrneuto, 4o
SIKOr0 BOHW NPUEAHAHI, YTBOPIOWOTbL LMKNONPONInbLHE KinbLe.

B ogHomy BapiaHTi 3filicHeHHs R Ta R? siBNsil0Tb COBOI0 BOAEHb.

B iHLIOMY BapiaHTi 3aiicHeHHs R siBnsie co6oto MeTun, Ta R? siBnsie cob0to BOAEHb.

B iHLIOMY BapiaHTi 3aiiicHeHHs R siBnsie co6oto MeTun, Ta R? siBnsie coboto MeTun.

Q siBnsie coboio (CR'2R20)m,

m gopisHioe 0, 1, 2 abo 3. MNMepeBaxkHo M gopieHioe 0, 1 abo 2. binbLu NepeBa)kHO M AOpPiBHIOE 1
abo 2. HanbinbLu nepeBa)HO M AOpiBHIOE 1.

KoxkHuit 3 R'2 Ta R? He3zane)kHo BMOpaHMWii i3 rpynu, sika cknagaeTbCs 3 BOAHIO, ranoreny, Cq-
Csankiny, Ci-CesranoreHankiny, -OH, -OR7, -OR'%2, -NHz, -NHR”, -NHR"%2, -N(R8)CHO, -NR"®R7c Ta -
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S(O)R™>. MNepeBaxkHo KOXHUI 3 R Ta R HesanexHO BMOpaHWiA i3 rpynu, sika cKnagaeTbCs 3 BOAHIO,
ranoreHy, Ci-Ceankiny, Ci-CedbTopankiny, -OH, -NHz2 ta -NHR?. Binbw nepesaxkHo koxHui 3 R'a@ Ta
R2> HesanexxHo BUBpaHuWiA i3 rpynu, sika cknagaetbes 3 BoaHIo, Ci-Ceankiny, -OH 1a -NHa. LLe 6inbLu
nepeBa)kHo KOXHUI 3 R'2 Ta R HezanexHOo BUOpaHUiA i3 rpynu, sika cknagaeTbcs 3 BOAHIO, MeTUny, -
OH T1a -NH2. Le 6inbli nepeBaxHo KoxkHWii 3 R'@ Ta R2? HesanexHo BuOpaHuii i3 rpynu, sika
cknagaetbcs 3 BOAHIO Ta MeTuny. Haibinblu nepeaxkHo R'2 Ta R aBnsioTb cob00 BOAEHb.

B iHWwoMYy BapiaHTi 3giificHeHHs KoxHuii 3 R'@ Ta R? HesanexHo BuOpaHuii i3 rpynu, ska
cknagaetbcs 3 BogHw Ta Ci-Ceankiny.

AnNbTepHATUBHO KOoXHMI 3 R'@2 Ta R? pasom 3 aToOMOM BYIMELIO, A0 SIKOFO BOHW NPUEAHaHi,
ytBOptoe Cs-CeuuknoankinbHe Kinbue ado 3-6-4neHHuin retepouuknin, Akun mictute 1 abo 2
retrepoatomu, okpemo BubpaHi 3 N Ta O. MNepeBaxHo KoxkHMI 3 R Ta R? pazom 3 aToMOM Byrnewjo,
40 AKOro BOHM NpuegHadi, yteoptoe Cs-CelmknoankinbHe Kinbue. binbw nepesaxkHo koxkHui 3 R'a ta
R2b pasom 3 aTOMOM BYrneLto, 10 SSIKOro BOHU NPUEAHaHI, yTBOPIOE LIMKNONPOonNinbHe KinbLe.

R, R* Ta R5 He3anexHo BUBpaHi 3 rpynu, ska CKnagaeTtbCs 3 BOAHIO, ranoreHy, uiaHo, HiTpo, -
S(O)R'S, C1-Ceankiny, Ci-CetpTopankiny, C1-CecbTopankokcu, C1-Ceankokcu, Ca-Csumknoankiny ta -
N(R®)2. MepeaxxHo R3, R* Ta R® HesanexHO BMOpaHi 3 rpynu, fka cknagaetbcsi 3 BoAHH, Ci-
Csankiny, C1-CstbTopankiny, C1-CedpTopankokcu, Ci-Csankokcu, Cs-Ceuuknoankiny ta -N(R®)z. binbw
nepeBaxHo R3, R* Ta R® He3zanexHo BUGpaHi 3 rpynu, sika cknagaetbcs 3 BoaHio, C1-Csankiny Ta Cq-
Csankokecu. e 6inbw nepesaxHo R3, R* Ta R® He3anexxHOo BMOpaHi 3 rpynu, sika cknagaetbcs 3
BoaH Ta Ci-Ceankiny. Llle 6inbw nepeBaxHo R3, R* Ta R® HesanexHo BuOpaHi 3 rpynu, sika
CKNagaeTbes 3 BOAHIO Ta MeTuny. Hanbinbw nepeesaxHo R3, R* Ta R5 aBnAwTb 06010 BOAEHD.

KoxHui R® HesanexkHo BuOpaHuii i3 BogHio Ta Ci-Ceankiny. MepeBaxkHo koxxHMI RE HesanexHo
BUOpaHUI i3 BOAHIO Ta METUNY.

KoxHuit R7 He3anexHo BuOpaHuii i3 rpynu, sika cknagaetbcs 3 C1-Ceankiny, -S(0O)2R®, -C(O)R'®, -
C(O)OR™" i -C(O)NR'R7. MepeBa>kHo KOXHWUIN R7 He3anexkHo BUOpaHuii i3 rpynu, sika cknagaetbcs 3
Ci-Ceankiny, -C(O)R' i -C(O)NR'6R'. Binbll nepeBaxHO KkoxHUI R’ asnse coboto Ci-Cearnkin.
HaibinbLu nepeBaxHo koxHUI R7 siBnsie coboto meTun.

KoxkHuii R72 HesanexHo BuGpaHuii i3 rpynu, sika cknagaerbes 3 -S(0)2R'®, -C(O)R'®, -C(O)OR'® -
C(O)NR™R'" ta -C(O)NR®R™2. MepeBaxHo koxHuii R7@ HesanexHo sense cobow -C(O)R™ abo -
C(O)NR'SR7,

R™ T1a R7¢ HesanexHo BUGpaHi 3 rpynu, sika cknagaetbca 3 Ci-Ceankiny, -S(O)2R", -C(O)R', -
C(O)OR', -C(O)NR'6R'7 i heHiny, i ae BkazaHun eHin HeobOB'A3k0BO 3amiweHuin 1, 2 abo 3
3amicHukamu R®, aki moxxyTb OyTu ogHakoBumu abo pisHuMuK. MNepeBaxHo R T1a R7¢ HesaneHo
BMOpaHi 3 rpynu, ska cknagaetbca 3 C1-Ceankiny, -C(O)R'® i -C(O)NR'R'7. binbLu nepeBaxHo R Ta
R7c apnatoTb coboto C1-Ceankin. Hanbinbw nepesaxkHo R7° Ta R7¢ aBnstoTh co6ot0 MeTun.

AnbTepHaTuBHo R7 Ta R7¢ pazom 3 aToMOM asoTy, A0 SKOrO BOHW MpUeAHaHi, yTBOPIOWTb 4-6-
UNeHHe reTepouUuKninbHE Kinbue, sike He0B0B'A3KOBO MICTUTb OAMH AOAATKOBUIN FETEPOATOM, OKPEMO
BubpaHuit is N, O T1a S. MepeBaxHo R Ta R7¢ pasom 3 aTOMOM a30Ty, A0 SKOTO BOHU MpUEAHaHI,
YTBOPIOIOTE 5-6-UNEHHE reTepouunKninbHe Kinbue, fke HEeOOOB'A3KOBO MICTUTbL OAWH A0AATKOBUN
retepoartom, okpemo Bubpanuii i3 N Ta O. Binblw nepeBa)kHo R’ Ta R7¢ pa3oM 3 aToMOM asoTy, [0
SKOr0  BOHW MpUeaHaHi, YTBOPKOOTb MiPONigMNbLHY, OKCa3ONiAUHINLHY, iMiga30nNiaMHINbHY,
ninepuannbHy, ninepasuHinbHy abo MopdoniHinbLHY rpyny.

A aBnsie cobo B-uneHHU reTepoapun, akuin Mictutb 1, 2, 3 abo 4 atomu asoty, i NpU UbOMY
reTepoapun, SKLWO LUe MOXNUBO, Moxe OyTn HeoBoB'A3koBO 3amiweHunn 1, 2, 3 abo 4 saMicHukammn Ré,
AKi MOXKYTb 6YTM 0AHAKOBUMU aB0 PiHUMMU.

MepeBaxkHO A ABNsie cobOK0 6-YNEeHHUIA reTepoapun, skuin mictuts 1, 2, 3 abo 4 atomu asoTy, i
npyu UbOMY reTepoapun, SKWO LEe MOXMMBO, MOXe OyTu HeoboB'siskoBO 3amiweHun 1 abo 2
3aMiCHMKamMu R8, aki MOXyTb 6yTHM 0gHAKOBMMU ab0 Pi3HUMMU.

Binbw nepeBaxkHo A saBnse cob0l0 6-4NeHHUI reTepoapun, Skuin mMictuts 1 abo 2 atomu asory, i
npu UbOMY reTepoapun moxe byt HeoBOoB'sI3KOBO 3aMillleHnid 1 abo 2 3amicHUKamn R, ski MOXyTb
O6yTn ogHakoBuMK abo pPisHUMM.

Kpim Toro, Ginbli nepeBakHo A BMOpaHuin i3 rpynu, aka cknagaerbca 3 dopmyn A-I-A-VIII,
BKa3aHUX HIK4e,

R R?)p Ro)p R
N\ NS N
N& N \\N \Njy
A-| A-ll A-lll A-IV
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(R®)p

(R®)p (R®&)p (R&)p
N
N
| |
NN N
A-VI A-VII A-VIII

Ae namaHa niHisa no3Havyae TOYKY npuegHaHHa Ao pewrtu cnonyku popmynu (1), i p gopisHioe 0, 1
abo 2.

LLle Ginbw nepeBaxkHo A BMOpaHun i3 rpynu, aka cknagaetbcst 3 popmyn A-lI-A-VII, BkasaHux
HIKYE,

(Re)p (Ro)p (Ro)p RO)p
S Q \ |
N%ﬁ N \\N \N jy

A-ll A-lll A-IV

(R&)p (R&)p (R®)p

|N
N & A

A-VI A-VII

Ae namaHa niHia no3Havyae TOYKy npuegHaHHa 4o pewtu cnonyku dopmynu (1), i p gopisHioe 0, 1
abo 2.

LLe 6inbw nepeBaxkHo A BMOpaHum i3 rpynu, sika cknagaetbcst 3 opmyn A-1-A-V, BkasaHux
HIKYE,

(R¥p (R®p (R¥p (R®)p

A-ll A-ll

(R®)p

N

N

A-V

Ae namaHa niHia no3Havyae TOYKy npuegHaHHa 4o pewtu cnonyku dopmynu (1), i p gopisHioe 0, 1
abo 2.

LLle 6inbli nepeBaxkHO A BUBpaHuii i3 rpynu, gka cknagaetbcs 3 hopmyn A-1-A-V, i p gopisHioe 0
abo 1.

HaibinbLu nepeBaxkHo A BubpaHuii i3 rpynu, ska cknagaerbcea 3 opmyn A-l1-A-V, i p gopisHioe 0.

Akwio A samiweHuin 1 abo 2 3amiCHUKaMu, KOXHMIM R HesanexHo BMOpaHuin i3 rpynu, sika
cKnagaetbcs 3 ranoreHy, HiTpo, uiaHo, -NHz, -NHR?, -N(R")2, -OH, -OR7, -3(O)R"®, -NR¢S(O)2R", -
C(O)OR™, -C(O)R'5, -C(O)NR'R'"7, -S(O)NR'8R'7, Ci-Ceankiny, Ci-Ceranorenankiny, Cs-
Csuuknoankiny, Cs-CsranoreHuuknoarnkiny, C3-CeslMKNOAanKoKey, C2-CeankeHiny, Co-
CeranoreHankeHiny, Cz-Csankininy, Ci-CsankokcuCi-Csankin-, rinpokcuCi-Ceankin-, C1-CzankokcuCi-
Csankokcu-, Ci-Ceranorenankokcu, Ci-CaranoreHankokcuCi-Csankin-, Cs-CesankeHinokcu, Cs-
Csankininoken, N-Cs.Csumknoankinamino, -C(R8)=NORS®, deHiny, 3-6-4uneHHOro retepoumkniny, skui
MicTuTb 1 abo 2 retepoatomu, okpemo Bubpadi 3 N ta O, i 5- abo 6-yneHHOro retepoapuny, kUi
Mictute 1, 2, 3 abo 4 rerepoaromm, okpemo Bubpadi 3 N, O 1a S, i npu Ubomy BKasaHi eHin,
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rerepoumnknin abo retepoapun HeoBOOB'A3KOBO 3aMilleHi 1, 2 abo 3 3amicHukamu R®, aki MoxyTb B6yTn
OQHaKOBMMM ab0 PisHUMMN.

MepeBaxHo, AKLLO A 3amilleHunii 1 abo 2 3aMicHUKaMK, KOXHUIA R8 HesanexHo BUGpaHun is rpynu,
AKa CKNajaeTbCa 3 ranoreny, HiTpo, uiaHo, -NHz, -NHR?, -N(R”)z, -OH, -OR7, -S(O):R'5, -NR¢S(0)2R'®,
-C(O)OR™, -C(O)R'®, -C(O)NR™R'7, -S(0):NR'®R'/, Ci-Ceankiny, Ci-Ceranorenankiny, Cs-
Csuuknoankiny, Cs-CsranoreHuuknoarnkiny, C3-CeslMKNOAanKoKey, C2-CeankeHiny, Co-
CeranoreHankeHiny, Cz-Csankininy, Ci-CsankokcuCi-Csankin-, rinpokcuCi-Ceankin-, C1-CzankokcuCi-
Csankokcu-, Ci-Ceranorenankokcu, Ci-CaranoreHankokcuCi-Csankin-, Cs-CesankeHinokcu, Cs-
Csankininokeu, -C(R8)=NORS®, ceHiny i 5- abo 6-4neHHoro retepoapuny, akun mictute 1, 2, 3 abo 4
rerepoatoMmu, okpemo BubpaHi 3 N, O 1a S, i npu uboMmy BKasaHi eHin abo retepoapun
Heob0B'A3KOBO 3amilleHi 1, 2 abo 3 3amicHukamm R?, siki MoxkyTb OyTH 0AHaKoBUMM abo PisHUMM.

BinbLw nepeBa)kHO, AKWO A 3aMiweHnin 1 abo 2 3amicHUKaMK, KoxkHUI R8 HezanexHo BubpaHuit i3
rpynu, sika CKNajgaeTbCsa 3 ranoreHy, Hitpo, uiaHo, -NHz, -NHR?, -N(R7)2, -OH, -OR?, -S(O)R"5, -
NRSS(O)2R'5, -C(O)OR'?, -C(O)R™>, -C(O)NR'R"7, -S{0)2NR'6R'?, C1-Csankiny, Ci-CeranoreHarnkiny,
Cs-Csuuknoankiny, Ci-CsankokenCi-Czankin-, rigpokeuCi-Ceankin-, Ci-CsankokcuCi-Czankokcu-, Ci-
CeranoreHankokcu, eHiny i 6-4neHHoro retepoapuny, akMi Mictutb 1 abo 2 atoMmu asoTy, i npu
LbOMY BKasaHi ceHin abo retepoapun HeoboB'A3KOBO 3amilleHi 1 a6o 2 3amicHMkamn R2, siki MOXyTb
O6yTn ogHakoBuMK abo pPisHUMM.

LLle 6inbw nepeBaxHo, kWO A 3amilleHuin 1 abo 2 3aMiCHUKaMK, KOXHMIA R® HesanexkHo
BMOpaHWin i3 rpynu, sika cKnagaeTbca 3 ranoreHy, HiTpo, uiaHo, -NHz, -NHR?, -N(R7)2, -OH, -OR7, -
S(O)R™, -NR®S(0)2R™, -C(O)OR™, -C(O)R'5, -C(O)NR'R', -S(0O):NR'6R'’, Ci-Ceankiny, Ci-
Cesranorenankiny, Cs-Csuuknoankiny, rigpokcuCi.Ceankin-, Ci-CeranoreHankokcm i 6-4neHHoro
rerepoapuny, gkuin Mictute 1 abo 2 atommn asoTy, i NpU LUbOMY BKa3aHUn retepoapun HeoboB'sI3KOBO
3amileHunin 1 samicHukom RO,

Le 6inbw nepeBaxkHo, AkWO A 3amiweHui 1 abo 2 3aMiCHMKaMK, KOXHUA RE He3anexHo
BMOpaHWin i3 rpynu, sika cKnagaeTbea 3 ranoreHy, Hitpo, uiado, -NHz, -NHR?, -N(R7)2, -OH, -OR7, -
S(O)R™, -NR8S(0O)2R'5, -C(O)OR'?, -C(O)R™, -C(O)NR'®R'", -S(0O)2NR'®R'"", Ci-Ceankiny Ta Ci-
CeranoreHarniny.

Kpim Toro, uie 6Ginbll nepeBaxHo, sKWIO A 3aMilleHuit 1 abo 2 3amicHUKaMu, KoxHuii R8
Hesane>kHo BUBpaHunm i3 rpynu, ska CknagaeTbea 3 xnopy, ¢gpropy, yiaHo, -NHz, -N(Me)z, -OH, -OMe, -
S(0)2Me, -C(O)OMe, -C(O)OH, -C(O)Me, -C(O)NH2, -C(O)NHMe, -C(O)N(Me)2, meTtuny Ta
TpudTOpMETUNY.

Hainbinbll nepeBaxkHo, SAKWIO A 3aMiwleHuint 1 abo 2 3amiCHMKaMu, KOXHMIM R Heszane)Ho
BMOpaHuit i3 rpynu, sika cknagaetbca 3 xnopy, dTopy, uiaHo, -NHz, -N(Me):, -OMe, -S(O):Me, -
C(O)NHMe, -C(O)N(Me)2, meTuny Ta TpudTOpMeETUNY.

B ogHOoMy BapiaHTi 34iiCHEHHS, AKWO A 3aMiweHunin 1 abo 2 3amMiCHUKaMu, KoxHuIA R8 Hezane)kHo
BMOpaHWIA i3 rpynu, sika CKNagaceTbca 3 ranoredy, uiado, -NHz, -NHR7, -N(R7)2, -OH, -OR7, -3(0O)R", -
NR8S(O)2R'5, -C(O)OR'?, -C(O)R"™, -C(O)NR'"R"7, -S(0)2NR'6R'?, C1-Csankiny, Ci-CeranoreHarnkiny,
Cs-Ceymknoankiny, rigpokcnCi.Cearnkin- i 6-4neHHOro retepoapuny, kUi MicTUTb 2 aToMKu asoTy, i
npu LbOMY BKa3aHWI retepoapun HeoboB'A3KOBO 3amilleHuin 1 3amicHukoM R°. MNepeBaxHo, skLio A
3amiweHnin 1 abo 2 3amicHukamu, KoxHuin R® HeszanexHo BMOpaHWi i3 rpynu, sika cknagaeThes 3
xnopy, dTopy, uiaHo, -NH2, -N(Me)2, -OH, -OMe, -S(O)2Me, -C(O)OMe, -C(O)OH, -C(O)Me, -
C(O)NH2, -C(O)NHMe, -C(O)N(Me)2, -S(O)oNHMe, wmeTuny, TtpudTopMeTuny, UuKnonponiny,
rigpokcumeTus- i 6-xnopnipuaasnH-3-iny.

AnbTEepHATUBHO, AKLWIO A 3amiweHun 3 abo 4 3amMiCHUKaMu, KOXXHMIM R8 He3zanexxHo BUOpaHui i3
rpynu, sika cknagaetbcsa 3 ranoreny, -NHz, -NHR?, -N(R7)2, -OH, -OR?, -C(O)NR'6R'7, -S(O)2NR'6R"7,
Ci-Ceankiny ta Ci-Ceranorenankiny. MNepeBaxHo koxHui RE HesdanexHo Bubpanun i3 rpynu, ska
cknapgaetbc 3 -NH2, -NHR7, -N(R7?)2, -OH, -OR’, Ci-Ceankiny Ta Ci-CsranoreHankiny. binbu
nepeBaxkHo KOXHUI R® HesanexHo BMGpaHuid i3 rpynu, ska cknagaetbes 3 -NHz, -NHR?, -OR7, Ci-
Csankiny ta Ci-CsranoreHankiny. LLle 6inbw nepeBaxHo KoxHui R® HesanexxHo BubpaHuii i3 rpynu,
Aka cknagaetbes 3 C1-Ceankiny Ta C1-CeranoreHankiny.

KoxkHuii R® HesanexxHO BUOpaHuWiA i3 rpynu, sika cknagaeTbesa 3 ranoreny, diaHo, -OH, -N(R8)2, Ci-
Casankiny, Ci-Csankokcu, Ci-Casranorenankiny ta Ci-CasranoreHankokcu. [lMepeBaxkHo koxHuin R®
He3anexHo BMOpaHW i3 rpynu, sika cknagaetbca 3 ramnoreny, uiaHo, -N(R®)2, Ci-Csankiny, Ci-
Csankokemn, Ci-CaranoreHankiny ta Ci-CsranoreHankokcu. bBinblu nepeBaykHO KOXKHUI R° He3anexHo
BMOpaHWIA i3 Tpynu, sika cknagaetbea 3 ranoreHy, C1-Ciankiny, Ci-Csankokeu t1a Ci-CqranoreHankiny.
LLle 6inbLU nepeBaXkHO KOXHUI R® He3anexHo BUOpaHWiA i3 rpynu, sika cknagaetbes 3 ranoreHy 1a Cq-
Csankiny.

X Bubpanui i3 rpynu, ska cknagaetbca 3 Cs-Ceuuknoarnkiny, d¢ediny, 5- abo 6-uneHHoro
rerepoapuny, skuin mictutb 1, 2, 3 abo 4 retepoatomm, okpemo BubpaHi 3 N, O Ta S, i 4-6-4neHHoro
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rerepoumnkniny, akun mictute 1, 2 abo 3 retepoaromu, okpemo Bubpadi 3 N, O 1a S, i npu UboMmy
BKa3aHi LUMKNoAankinbHi, deHinbHi, retepoapunbHi abo retepouukninbHi pparMeHTn HeobOoB'sI3KOBO
3amiuleHi 1 abo 2 3amicHukamm, siki MOXKyTb OyTWM oaHakoBuMK abo pisHumM, BUBpaHumu 3 R, i ge
BuLLeBKa3aHi hparmeHTn CR'R?, Q Ta Z MOXyTb ByTn npueaHaHi B Oyab-aKOMY MONOXEHHI BKasaHuX
LUMKNoAankinbHMX, PeHinsHuX, retepoapunbHmMx abo reTepoLUMKinbHUX pparmeHTis.

MepeBaxkHO X BMOpaHUN i3 rpynu, ska cknagaeTbes 3 peHiny i 4-6-4neHHoro reTepoumnkniny, Akuin
Mictute 1 abo 2 retepoartomm, okpemo BubpaHi 3 N Ta O, i npu UbOMY BKasaHi peHinbHi abo
reTepoumMKknineHi parmeHTn HeoBOB'A3KOBO 3amilleHi 1 abo 2 3amiCcHMKaMu, SKi MOXyTb OyTu
ogHakoBuMu abo pisHumu, BubpaHumu 3 R®, i e BuuleBkasaHi dparmeHTn CR'R2, Q Ta Z MOXYTb
OyTu npueagHaHi B 6yab-AKOMY NOMNOXEHHI BKazaHUx peHinbHMX abo retepounkninbHUX parMeHTiB.

Binbw nepeBaxkHO X ABNAE CO00K0 4-6-uneHHuWi reTepoumknin, Akun mictute 1 abo 2
rerepoatomu, okpemo BubpaHi 3 N Ta O, i npu UbOMY BKa3aHi reTepouUuKninbHi parmeHTn
HeoboB'A3koBO 3amiweHi 1 abo 2 3amiCHMKamu, ki MOXyTb OyTM oaHakoBUMM abo PisHUMM,
BuOpaHumMu 3 R9, i ge Buweskasani pparmedtu CR'R2, Q Ta Z MOXyTb OyTW NpueaHaHi B 0yab-aKkoMy
NONOXEHHI BKAa3aHOro reTepouUnKnineHoro parmeHTa.

B ogHomy BapiaHTi 34iCHEHHS X sBNse COOOK 5-uUneHHWA reTepoumknin, skui MicTUTb 1
retepoaTom, A€ BKaszaHui retepoaTom siBnsie coboto N, i npu ubomy BULLEBKa3aHi dparmeHTn CR1R2,
Q Ta Z MOXyTb OYyTU NpueaHaHi B 6yab-aKOMY NOMOXEHHI BKA3aHOIo reTepoLUKINLEHOrO parmeHTa.
MepeBaxkHO X sIBMSE€ cOOOKO 5-YNEHHUI TETEepPOUMKNIN, SKMA MICTUTL 1 reTepoarom, A€ BKasaHui
retepoaTtom siBnsie coboto N, i npu uboMy BulleBKasaHi dparmeHTn CR'R2 i Q npueaHaHi nopsaa 3
aTtoMmom N, i bparmeHT Z npuegHaHuii go atoma N.

B iHwoMmy BapiaHTi 3gilicHeHHa X aBnsfe cobolo deHin, HeoboB'A3KOBO 3amiweHun 1 abo 2
3aMiCHMKamu, ki MOXyTb Oyt ogHakoBumu abo pisHumu, BubOpaHumm 3 R°, i ae BuULLEBKa3aHi
dparmeHTn CR'R?, Q Ta Z MmoxxyTb OyTW NpuegHaHi B Oyab-AKOMY MONOXKEHHI BKA3aHOTO PEHINbHOro
dparmeHTa. MNepeBaxHo X aBnse coboto deHin, i BuweskasaHi gparmeHtn CR'R2 i Q npueaHaHi B
napa-nonoXeHHi 4o dpparmeHTa Z.

n gopisHioe 0 abo 1. MepeBaxkHo n gopiHioe 0.

Z BubpaHuil i3 rpynu, sika cknagaetbes 3 -C(O)OR™, -CH20H, -CHO, -C(O)NHOR™"!, -C(O)NHCN,
-OC(O)NHOR'"", -OC(O)NHCN, -NRSC(O)NHOR'', -NRSC(O)NHCN, -C(O)NHS(O):R'?, -
OC(O)NHS(0)2R"2, -NREC(O)NHS(0)2R2, -S(0)20R"?, -0S(0)20R9, -NR8S(0)20R%, -NR8S(O)OR'?,
-NHS(O)2R', -S(O)OR'"?, -0OS(O)OR™, -S(O):NHCN, -S(O)2NHC(O)R™®, -S(0).NHS(O):R"?, -
OS(0)2NHCN, -OS(0)2NHS(O)2R"2, -OS(0)2NHC(O)R™, -NR8S(O)2NHCN, -NR¢S(O)2NHC(O)R'8, -
N(OH)C(O)R™, -ONHC(O)R'S, -NR®S(0O).NHS(O)2R'2, -P(O)(R™)}(OR'), -P(O)H(OR™"), -
OP(O)(R'3)(OR9), -NRéP(O)(R'3){(OR"%) i TeTpasony.

MepesaxHo Z BuOpaHui i3 rpynu, ska cknagaetbes 3 -C(O)OR'Y, -C(O)NHOR'", -OC(O)NHOR'",
-NREC(O)NHOR™, -C(O)NHS(O)2R™?, -OC(O)NHS(O)2R'2, -NREC(O)NHS(O)=R"?, -S(0O).0R", -
0S(0)20R"?,  -NR8S(0)20R'%, -NR8S(O)OR™, -NHS(O)R™, -S(O)OR'%, -OS(O)OR™, -
S(O)2NHC(O)R'8, -S(0O)2NHS(0)2R2, -OS(0)2NHS(0)2R"?, -OS(0)2NHC(O)R'8, -
NR8S(O)2NHC(O)R'®, -N(OH)C(O)R™, -ONHC(O)R'®, -NR®S(0)2:NHS(0O)2R'?, -P(O)(R™)(OR'9), -
P(O)H(OR'), -OP(0)(R3)(OR'%) Ta -NRSP(O)(R'%)(OR'°).

Binbw nepeBaxkHo Z BuMGpaHwuii i3 rpynu, aka cknagaetbca 3 -C(O)OR'™, -C(O)NHOR',
C(O)NHS(0)2R'2, -S(0)20R'", -0S(0)0R'?, -NRES(0)20R'0, -NHS(0)2R', -S(O)OR™ Ta -
P(O)}R)(OR19),

LLe 6inbw nepesaxxHo Z BuOpaHuii i3 rpynu, sika cknagaetbcs 3 -C(O)OR'?, -C(O)NHS(O)2R2,
S(0)20R19, Ta -P(O)}(R'3)}(OR19).

e 6inbw nepeBaxkHo Z BuOpaHui i3 rpynu, sika cknagaetbcs 3 -C(O)OH, -C(O)OCHs, -
C(O)OCH2CHs, -C(O)OCH(CHs)2, -C(O)OC(CHa)s, -C(O)OCH2CsHs, -C(O)OCsHs, -C(O)NHS(O)2CHs,
-S(0)20H, -P(O){(OH)}(OCH2CHa) Ta -P{O)(OCH2CH3s)(OCH2CHea).

Hariibinbw nepesaxHo Z sinse coboto -C(O)OH abo -S(0)20H.

B ogHomy BapiaHTi 3gilficHeHHA Z BuOpaHuii i3 rpynu, aka cknagaetbes 3 -C(O)OR™, -CH20H, -
C(O)NHOR'™, -C(O)NHCN, -C(O)NHS(O)2R'™2, -S(0)20R™, -0S(0)20R™, -NR8S(O):0R'?,
NHS(0)2R™, -P(O}R'3)(OR') i TeTpasony. NepeBaxHo Z BUGpaHuit i3 rpynu, sika cknagaerbecs 3
C(O)OH, -C(O)OCHs, -C(O)OCH2CHs, -C(O)OCH(CHs)2, -C(O)OC(CHas)s, -C(O)OCH2CeHs, -
C(0O)OCeHs, -CH20H, -C(O)NHOMe, -C(O)NHCN, -C(O)NHS(O)2N(Me)2, -C(O)NHS(O)=Me,
C(O)NHS(O)2CHs, -S(0)20H, -0S(0)20H, -NHS(0)20H, -NHS(O)CFs, -P(O){(OH)(OH),
P(O)}(OCHa3)(OCHas), -P(O}OH)}OCHs), -P(O)(OH)(OCH2CH3), -P(O){(OCH2CH3)(OCH2CH3) i
TeTpasony.

R0 Bubpanuii i3 rpynu, gka cknagaetbca 3 BogHio, C1-Ceankiny, deHiny ta 6eH3uny, i Ae BkasaHi
deHin abo 6eH3un HeobOB'sSI3KOBO 3amiweHi 1, 2 abo 3 3amicHukamm RO, ki MOXyTb OyTu
ogHakoBuMu abo pisHumu. MNepeBaxHo R0 BuGpaHui i3 rpynu, sika cknagaetbcsl 3 BOAHIO, Ci-
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Ceankiny, deniny Ta 6eHsuny. binbw nepesaxkHo R BuGpaHui i3 rpynu, sika cKNagaeTbCca 3 BOAHIO
Ta Ci-Ceankiny. Hanbinbw nepesaxkHo R0 gense coboo BOAEHD.

R™ BuGpaHuit i3 rpynu, sika cknagaetbcsl 3 BoAHO, C1-Ceankiny Ta deHiny, i ae BkasaHuin eHin
Heo6OB'sI3KOBO 3amilleHuit 1, 2 abo 3 3amicHukamn R®, ki MoXyTb OyTU ogHakoBUMKU abo pisHUMM.
MepeBaxxHo R'' BMOpaHuin i3 rpynu, sika cknagaetbes 3 BoaHo, Ci-Csankiny ta deHiny. BinbL
nepeBaxHo R'' BubpaHwuii i3 rpynu, sika cknagaetbes 3 BoagHio Ta C1-Csankiny. LLe 6inbLu nepeBaxHo
R™ aBnse coboto C1-Ceankin. Haibinbw neperaxHo R aBnse coboto meTun.

R'2 BuGpaHuit i3 rpynu, sika cknagaetbes 3 C1-Ceankiny, Ci1-Ceranorenankiny, C1-Cesankokcu, -OH,
-N(R®)2 Ta eHiny, i ge BkasaHun eHin HeoboB'A3KOBO 3aMilleHni 1, 2 abo 3 3amicHukammn R, ki
MOXYTb OyTW ogHakoBUMM abo pisHuMK. MNepeBaxxHo R'2 BubGpaHun i3 rpynu, ska cknagaerbcsa 3 Cq-
Ceanikiny, Ci-Ceranorenankiny, Ci-Csankokcu, -OH, -N(R8)2 i deniny. binbw nepesaxHo R'2
BuOpaHui i3 rpynu, ska cknagaetbca 3 Ci-Ceankiny, Ci-Ceranorenankiny i -N(R6)2. Lle 6inbw
nepesBaxkHo R'2 Bubpanuii i3 rpynu, gka cknagaetbea 3 metuny, -N(Me)z i Tpudptopmetnny. HanbinbLu
nepeBaxkHo R'2 apnsie cob6oto MeTun.

R'® Bubpanuin i3 rpynu, sika cknagaetbcsa 3 -OH, Ci-Csankiny, Ci-Csankokcu Ta cpeHiny.
MepeBaxHo R'3 Bubpanun i3 rpynu, sika cknagaetbes 3 -OH, Cq-Csankiny ta Ci-Csankokcu. BinbLu
nepeBaxHo R'3 BubpaHuii i3 rpynu, sika cknagaetbcs 3 -OH i Ci-Ceankokcu. LLle 6inbLu nepeBaxHo
R'3 BubpaHui i3 rpynu, sika cknagaetbesa 3 -OH, meTokcn Ta eTokeu. HaibinbLu nepeBaxHo RS agnsie
coboio -OH.

R' aBnse coboto C1-CeranoreHnarkin. MNMepesaxHo R'* asnsie coboto TpucdbTopMeTUnn.

R's BubpanHun i3 rpynu, sika cknagaetbca 3 Ci-Ceankiny Ta deHiny, i ae BkaszaHuni dpeHin
HeobO0B'A3KOBO 3amilleHun 1, 2 abo 3 3amicHMkamm R2, siki MOXKyTb OyTu 0gHAKOBMMMK ab0 PISHUMMN.
MepeBaxkHo R'® BubpaHuii i3 rpynu, aka cknagaetsca 3 C1-Ceankiny ta deniny. binbw nepesaxHo RS
asnse coboto Ci-Ceankin. Hanbinbw nepesaxHo R apnsae coboto meTun.

R152 apnsie coboto peHin, ae BkaszaHun yeHin HeoOOB'A3KOBO 3amilleHui 1, 2 abo 3 3amicHukamm
R?, ki moxyTb 6yTW oaHakoBuMuK abo pisHUMU. MepeBaxHo R'52 aBnsie coboto deHin, Heo6oB'A3KOBO
3amiwleHunin 1 samicHkom R®. BinbLu nepeBaxHo R'%2 aensie coboto deHin.

R'® Ta R'7 He3sanexHo BUOpaHi 3 rpynu, sika cknagaeTbest 3 BoagHio 1a Ci-Ceankiny. MepeBaxHo
R'® Ta R'7 He3anexHo BUOpaHi 3 rpynu, sika cknagaeTbcs 3 BOAHIO Ta METUNY.

AnbTepHaTtueHo R'® Ta R'7 pasom 3 aTOMOM a30Ty, A0 SKOrO BOHW MpUeaHaHi, yTBOPIOWOTb 4-6-
UNeHHe reTepoUUKNINbHE Kinbue, siIke HEOBO0B'A3KOBO MICTUTb OAMH AOAATKOBUI FETEPOATOM, OKPEMO
Bubpanunm i3 N, O Ta S. lNepeBaxHo R'® ta R'7 pazom 3 aTOMOM a30Ty, A0 SIKOTO BOHW MPUEAHAHI,
YTBOPIOIOTE 5-6-UNeHHe reTepouuKninbHe Kinbue, Ake HeoOOB'A3KOBO MICTUTL OAWH AOOATKOBUN
rerepoatoM, okpemo BubpaHui i3 N Ta O. binbw nepesaxkHo R'® Ta R'7 pasom 3 atomom asoty, Ao
SKOr0  BOHW  MpuUegHaHi, YTBOPKOOTb MIPONiAMNbHY, OKCa3OoNiAWHINLHY, iMiga30NigNHINbLHY,
ninepuannbHy, ninepasuHinbHy abo MopdoniHinbLHY rpyny.

R'8 BubpaHui i3 rpynu, gka cknagaetbca 3 BoaHto, Ci-Ceankiny, Ci-CsranoreHankiny, Ci-
Csankokem, -N{R°®)2 i cbeHiny, i ae BkasaHuin deHin HeoGoB'A3KOBO 3amileHnit 1, 2 abo 3 3aMicHUKamm
R?, aki moxkyTb ByTW ogHakoBuUMK abo pisHumK. MNepeBaxHo R'® BUGpaHuii i3 rpynu, sika cknagaeTbest
3 BogHto, C1-Cearnkiny, Ci-Ceranorenarnkiny, Ci-Csankokcu, -N(R€)2 i ceniny. Binbw nepeeaxHo R'®
BMOpaHui i3 rpynu, Aka cknagaerbca 3 BoaHo, C1-Ceankiny Ta Ci-Ceranorenankiny. Kpim toro, 6inbLu
nepeBaxHo R'® Bubpanuit i3 rpynu, sika cknapaetbcs 3 Ci-Ceankiny ta Ci-CeranoreHankiny.
HaibinbLu nepeBaxkHo R18 aense coboto meTun abo TpudptopmeTun.

r aopisHtoe 0, 1 abo 2. MNMepeBakHo r gopisHioe 0 abo 2.

Y rpyni nepeBakHUX BapiaHTiB 34iMCHEHHA Yy cnonyui signosigHo Ao dopmynu (I) 3a gaHum
BUHaX0A0M:

R' aBnsie co6oto BogeHb abo Ci-Ceankin;

R2 asnsie coboto BogeHb abo MeTunm;

Q sBnse coboto (CR12RZ)y,;

m gopisHioe 0, 1 abo 2;

R'a Ta R2 HesanexxHo BUOpaHi 3 rpynu, sika cknagaetbes 3 BogHw, Ci-Ceankiny, -OH Ta -NHz;

R3, R* Ta R® HesanexHo BMGpaHi 3 rpynu, sika cknaaaeTbhesi 3 BogHio Ta C1-Ceankiny;

KoXXHUI R® HesanexHo BUGpaHWiA i3 BOAHIO Ta METUNY,

KoXHui R7 saBnsie coboto Ci-Ceankin;

A siBnsie cobol0 6-4neHHUn reTepoapun, sSikMn MictuTb 1 abo 2 atoMu asoTy, i Ae retepoapun
Moxke OyTM HeoBOB'A3KOBO 3aMilleHuin 1 abo 2 3amicHUKamMu R8, ski MoxyTb 6yTu ogHakoBumMu abo
pisHMMU;

KOXHMIT R8 HesanexxHo BMOpaHuMiA i3 rpynu, ska CKNagaeTbecs 3 ranoreHy, HiTpo, uiaHo, -NHa, -
NHR?, -N(R7")2, -OH, -OR7, -S(O)}R'", -NRéS(O)2R'®, -C(O)OR™, -C(O)R'5, -C(O)NR'R'7, -
S(0)2NR'8R'7, C1-Csankiny Ta Ci-CsranoreHankiny;
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n gopisHioe 0;

Z Bubpanun i3 rpynu, saka cknagaetbca 3 -C(O)OR'™0, -C(O)NHS(0O)2R'™2, -S(0)20R" | -
P(O)(R™}(OR?);

R0 BubpaHun i3 rpynu, sika cknagaeTtbesi 3 BogHio, C1-Ceankiny, dpeHiny Ta 6eHauny;

R'2 BuGpaHuii i3 rpynu, sika cknapaetbes 3 C1-Ceankiny, Ci-Csranorenankiny ta -N(R8)z;

R'2 BubpaHun i3 rpynu, sika cknagaetbcs 3 -OH i C1-Csankokeu;

RS aBnse coboto Ci-Ceankin;

R'® Ta R'7 HesanexHo BUOpaHi 3 rpynu, sika CKkNagaeTbcs 3 BOAHIO Ta METUNY, Ta

r aopisHtoe 0 abo 2.

BinbL nepeBaxHo:

R aBnsie coboto BogeHb abo MeTunm;

R2 asnsie coboto BogeHb abo meTun;

Q siBnisie coboto (CR'2R%b)m;

m gopieHioe 1 abo 2;

R'a Ta R? HesanexHo BUGPaHi 3 rpynu, sika CKNaJaeTbCs 3 BOJHIO Ta METUNY;

R3, R* Ta R® He3zanexHo BMOpaHi 3 rpynu, sika cknaaaeTbes 3 BOAHIO Ta METUNY;

A BUOpaHum i3 rpynu, sika cknagaerbcs 3 popmyn A-1-A-V, i p gopisHioe 0, 1 abo 2;

KoxxHUI R® Hesane)kHO BMOpaHuMi i3 rpynu, sika cknagaeTbcs 3 xnopy, dtopy, uiaHo, -NH2, -
N(Me)2, -OH, -OMg, -S(O)=Me, -C(O)OMe, -C(O)OH, -C(O)Me, -C(O)NH2, -C(O)NHMe, -C(O)N(Me)z,
METUNY Ta TPUPTOPMETUNY;

n gopisHioe 0; i

Z BubpaHun i3 rpynu, ska cknagaetbca 3 -C(O)OH, -C(O)OCHs, -C(O)OCH2CHs, -
C(O)OCH(CHas)2, -C(O)OC(CHa)s, -C(O)OCH2CeHs, -C(O)OCsHs, -C(O)NHS(O)2CHs, -S(0)20H, -
P(O)}(OH)(OCH2CHs) Ta -P(O)}{OCH2CHz)(OCH2CHs).

Y AodaTkoBiNM rpyni nepeBakHUX BapiaHTiB 34iIMCHEHHA cronyka BignosiaHo Ao dopmynu (1)
BubpaHa 3i cnonyku dropmynu (I-a), (I-b), (I-c), (I-d), (I-e), (I-f), (I-g), (I-h), (I-)) abo (I-k),

(R¥p
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(R®)p

N z
NN
N

(-9) (I-h)
(R¥)p (R¥)p

N
E\ H AN
N
N/ | N Z | AN
NN N2 NN

(I-D (I-k)

ae B cnonyui dhopmynu (I-a), (I-b), (I-c), (I-d), (I-e), (I-f), (I-g), (I-h}, (I-j) abo (I-k)

p aopisHioe 0, 1 abo 2;

KOxHMIn R8 Hesane)xHO BMOpaHWin i3 rpynu, fka CKNagaeTbca 3 Xnopy, topy, uiaHo, -NHa, -
N(Me)z, -OH, -OMe, -S(0)2Me, -C(O)OMe, -C(O)OH, -C(O)Me, -C(O)NH2, -C(O)NHMe, -C(O})N(Me)2,
METUNY Ta TpupTopmMeTUny; i

Z Bubpanun i3 rpynu, ska cknagaetbca 3 -C(O)OH, -C(O)OCHs, -C(O)OCH2CHs, -
C(O)OCH(CHa)2, -C(O)OC(CHa)s, -C(O)OCH2CsHs, -C(O)OCsHs, -C(O)NHS(O)2CHs, -S(0)20H, -
P(O)}(OH)(OCH2CHs) Ta -P(O)}{OCH2CHz)(OCH2CHs).

Y nopatkoBin BinbLu NepeBaykHil rpyni BapiaHTIiB 34iMCHEHHA cnonyka BignosiaHo o dopmynu (1)
BubpaHa 3i cnonyku cpopmynu (I-m), (I-n}, (I-p), (I-q), (I-r}, (I-s), (I-1}, (I-u), (I-v) abo (I-w),
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NT N
L

o

(I-) (I-u)
N
N/ | AN N X
NN N > N~
(I-v) (I-w)

Ae B cnonyui cpopmynu (I-m), (I-n}, (I-p), (I-q), (I-r}, (I-s), (I-t}, (I-u), (I-v} abo (I-w)
Z asnse coboro -C(O)OH abo -S(0O)20H.
5 B iHWIiN nepeBakHin rpyni BapiaHTiB 3a4iNCHEHHS cnonyka BiANOBIgHO Ao dopmynu (1) BubpaHa 3i
cnonykn dhopmynu (l-aa), (I-bb), (I-cc), (I-dd) abo (l-ee),
(R®)p

(R®&p
NN

(I-cc) (I-dd)
(R¥p
N
Il
N
= | AN
AN
(I-ee) ,
10 ae B cnonyui dopmynu (I-aa), (I-bb), (I-cc), (I-dd) abo (I-ee):

p aopisHioe 0, 1 abo 2;
KoxxHUi R® Hesane)kHO BMOpaHuMi i3 rpynu, sika cknagaetbcs 3 xnopy, dgTopy, uiaHo, -NH2, -
N(Me)z, -OH, -OMe, -S(0)2Me, -C(O)OMe, -C(O)OH, -C(O)Me, -C(O)NH2, -C(O)NHMe, -C(O})N(Me)2,
METUNY Ta TpupTopmMeTUny; i
15 Z BubpaHuin i3 rpynu, <aka cknagaetbcs 3 -C{(O)OH, -C(O)OCHs, -C(O)OCH2CHas, -
C(O)OCH(CHa)2, -C(O)OC(CHa)s, -C(O)OCH2CsHs, -C(O)OCsHs, -C(O)NHS(O)2CHs, -S(0)20H, -
P(O)}(OH)(OCH2CHs) Ta -P(O)}{OCH2CHz)(OCH2CHs).
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B ogHin rpyni BapiaHTiB 34iMCHEHHA cnonyka BignosigHo Ao dopmynu (1) Bubpana 3i cnonyk Al-
A251, nepenivyeHnx y Tabnuui A.

B iHWin Oinbll nepeBakHin rpyni BapiaHTiB 34iNCHEHHA cnonyka BignosigHo Ao dopmynu (1)
BuOpaHa 3i cnonyku opmymu (I-ff}, (I-gg), (I-hh), (I-jj} abo (I-kk),

5
(I-hh) (-
NT N
|l
N
= | X
N//sz
(I-kk)
ae B cnonyui hopmynu (I-ff), (I-gg), (I-hh), (I-jj} abo (I-kk) Z saense coboto -C(O)OH abo -S(O)0H.
Takox npeacraBneHnn cnocié oaepxaxHa cnonyk dopmynu (1):
R4
A R®
| AN
/N+ Q /z
R N~ >< 0,
2
10 R™ R W,
ae Q, Z, X, n, R, R2, R3, R4, R®Ta A BU3Ha4eHi y JaHOMY JOKYMEHTI;
KU BKNIOYae
(i) abo
(a) 3pincHeHHa peakuii cnonyku dopmynu (H),
15 A—Hal popmyna (H),
ne
A BMU3Ha4YeHUIn y AaHOMY AOKyMeHTi, | Hal aBnsie coboto ranoreH abo nceeaoranoreH, 3i Cnonykowo
copmynu (J),
R4
Y3 R®
| N
/N
R~ N chopmyna (J),
20 ae

R3, R* Ta R® BU3HaueHi y aaHomy AokymeHTi, i M' ssBnsie coboto opraHocTaHaH abo opraHo6opaH
(Hanpuknag, opraHoG0pPOHOBY KUCNOTY, eCTep opraHo60poHOBOT kKucnotTu abo opraHotpudptopbopar),
Yy NPUCYTHOCTI Nanaaiesoro karanisatopa 3 ogep»xaHHsam cnonyku dopmynu (X),
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R
A R®
| AN
N
=
R~ N chopmyna (X),
abo
(b) 3aincHeHHa peakuil cnonyku popmynu (K),
R4
Hal R®
B
N
=
R NZ

topmyna (K),

ne R3 R4 i R® BU3HaueHi y gaHomy gokymeHTi, i Hal sBnsie coboto ranoreH abo nceBaoranorex, 3i
cnonykoto chopmynu (L),

A—M" popmyna (L)

ae

A BM3HA4YeHUn y gaHomy AokymeHTi, Ta M' sBnse cobow opraHoctaHaH abo opraHoGopaH
(Hanpuknag, opraHoG0pPOHOBY KUCNOTY, eCTep opraHo60poHOBOT kKucnotTu abo opraHotpudptopbopar),
Yy NPUCYTHOCTI Nanaaiesoro karanisatopa 3 ogepxaHHam cnonyku dopmynu (X);

(i) 3gincHenHa peakuii cnonyku dhopmynu (X) 3 ankinysanbHum 3acodom popmynu (W),

LG Q. _z
PaRD
ROR bopmyna (W)

ae R, R2, Q, X, Z i n BU3Ha4veHi y agaHomy gOKyMeHTi, Ta LG aBnsie coboto npuaartHy rpyny, Lo
BiAXOAWUTb, B iIHEPTHOMY PO3YMHHMKY ab0 CyMiLli iHEPTHMX PO3YMHHKKIB 3a Temnepatypum Big -78 °C ao
150 °C 3 ogepxxaHHsaM cnonyku copmynu (1);

(iiiy He0B0B'A3KOBO

34iMCHEHHsT YacTKoBoro abo nmoBHOro rigponisy cnonykn cdopmynu (I) y npucyTHOCTI npuaaTtHoi
KUCMOTHU.

BianoBigHO A0 OaHOro BMHAxXo4y TaKOX MpPeacTaBfieHe 3acTOCyBaHHA Cnonyku dopmynu (J),
BU3HAYEHOT Yy OAHOMYy AOKYMEHTI, y cnocolbi BMrotoBneHHs crnonyku dopmynu (l), BU3HAYEHOT Y
JaHoMy OoKymeHTi. [MepeBaxkHo B cronyui dopmynu (J) M' aBnse coboio opraHoCTaHaH,
opraHoGOpOHOBY KUCNOTY, ecTep OpraHobopoHoBOT kucnotn abo opraHoTpudTopbopar. binbL
nepeBaxkHo B crnonyui hopmynu (J) M' sBnsie coboto opraHocTaHaH. Hanbinblu nepeBa)kHo B cnonyui
dopmynu (J) M' sinsie coboto TpubyTuncraHa.

B iHWoOMY BapiaHTi 34iMCHEHHA AaHOr0 BMHAXO4y TaKOX MPEeACTaBfEHE 3aCTOCYBAHHA CMOMyKK
dopmynu (X), BU3HAYEHOT y AAHOMY [AOKYMEHTI, y cnocobi BMroToBneHHs cnonyku dopmynu (1),
BU3HAYEHOT Yy AaHOMYy [OKymeHTi. [epeBaxkHo cnonyka dopmynu (X) BubpaHa 3 rpynu, ska
cKnagaeTbesi 3 2-nipugasunH-4-innipyumignny, 4-nipuaasunH-4-innipumiganHy, 3-nipnaasuH-4-
innipugasunny, 2-nipugasvH-4-innipasuny i 4-nipugasvH-4-innipugasvuyy.

BianosigHoO 00 A4aHOro BMHAXOAy TaKoX npeacTtaBneHi HOBi NPOMiKHI cnonyku chopmynu (X), ae
cnonyka dopmynun (X) BubpaHa 3 rpynu, sika CKNagaerbcs 3 2-nipuaasuH-4-innipumiaunHy, 4-
nipuaasuH-4-innipuMiguuy, 3-nipugasvH-4-innipugasuniy i 2-nipuaasuH-4-innipasuny.

Cnig posymitu, wo cnonyku cdopmynu (I) MOXyTb iCHyBaTW/GyTWU BUroTOBNEHUMKU siK "dhopma-
nonepeaHuk repdiumay”, B AKid BOHM MicTaTb rpyny "G". Taki CnoOnNykM HasuMBalwTb Yy AAHOMY
JokymeHTi cnonykamu coopmynu (I-1V).

G gaBnse coboro rpyny, dka moxe OyTu BuganeHa B POCMMHI 3a gonomorolo Oyab-AKOro
BiANOBIAHOIO MexaHi3My, y TOMy 4ucni 6e3 obmexxeHHA meTaboniaMy i XiMiYHOrO pPO3LUENneEHHs, 3
oaepxaHHam cnonyku opmynun (I-1), (I-1) ado (I-ll), ge Z MiCTUTbL KUCNOTHUI NPOTOH, Hanpuknag,
OUB. CXEMY HUKYE.
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R* R*
A R® A R
AN AN
| N _a z | N_ _Q z
~ N N ~ ~
R¥ N7 X 0, G RY N7 >< 0,
RT R R" 'R?
(-IV) (-1
Toai Ak Taki rpynn G MOXyTb PO3rnsagatucs sk Taki, wo 3abesnedyoTb opmy "nonepeaHuka
repbiunay", i, TakMm 4YMHOM, 3abe3nevyloTb OAEPXKAHHA aKTMBHUX repdiumaHMx cnonyk nicns

BUAANEHHS, CMOMYKW, AKi MICTATb Taki rpynu, MOXYTb TakoXX BUSIBMATU repdiumaHy akTMBHICTb
CaMOCTIiNHO. Y Takux Bunagkax y cnonyui dopmynu (I-1V) Z-G moxe Bknodatn 6e3 obmexkeHHs dyab-
aky 3 (G1) - (G7), BkasaHuX Hxk4e, Ta E BKasye Ha TOUKY NPUEAHAHHA 40 pewTn cnonyku bopmMynu

o o. O
Vi X
/G S\ G \S/ G
E o] E\hfl O/ M?‘\ON/ \O/
G1) (G2) E (G3)
0
RZ \\s// G | [l
N, U =] P
’\ll E)al \OR19 E)al \R20
) o]
E \G \G
(G4) (G5) (G6)
0
I e
E\hll\o/
0
e
(G7)

Y BapiaHTax 3pincHeHHs, ae Z-G nepegbavae (G1) - (G7), G, R'™, R®, R2' R2 1a R%
BM3HAYaKOTbCA HACTYNMHUM YNHOM:;

G saBnsie coboto C1-Ceankin, Cz-CeankeHin, Cz-CsankiHin, -C(R?'R?2)OC(O)R'®, deHin abo deHin-
Ci-Cqankin-, e BkasaHui peHinbHWUA parMeHT HeOOOB'A3KOBO 3amilleHuin 1-5 3amicHukamu,
Hesane>kHo BuOpaHuMK 3 ranoreHy, uiaHo, HiTpo, Ci-Ceankiny, Ci-Ceranorenankiny ato Ci-
Csarnkokcm.

R'% aBnsie coboto C1-Csankin abo deHin,

R20 agnge coboto rigpokeun, Ci1-Ceankin, C1-Ceankoken abo deHin,

R2'" aBnsie coboto BogeHb abo meTun,

R22 apnsie coboto BogeHb abo meTun,

R22 asnse coboto BoaeHb abo Ci-Ceankin.

Cnonykn B Tabnuusix 1-27 HW>KYE iMOCTPYIOTb CMONYKKU 3@ AaHUM BUHaxodoMm. daxiBuUlo B AaHin
ranysi Texikn 6yage 3po3ymino, wo cnonyku dpopmynu () MOXyTb iCHYBaTWU y BUTNSAi arpOHOMIYHO
NPUAHATHOT COMi, UBITEp-ioHa abo arpoOHOMIYHO MPUAHATHOT CONi UBITEP-iOHA, K ONUCAHO y AaHOMY
OOKYMEHTI BULLE.

Tabnuuga 1

Y ganin Tabnuui po3kpuTi 53 KOHKpeTHI cnonykn dopmynm (T-1),
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(T-1),

ae m, Q, R% R* R5iZ BusHaueHi y Tabnuui 1, R' Ta R? saBnsitoTh cob0oto BOAEHb, Ta n aopisHIoe 0.

Tabnuugs 1
Homep | ps | g RS z m
CNOnyKu
1.001 H H H -C(O)OH 0
1.002 H H H -C(O)OMe 0
1.003 H H H -C(O)NHOMe 0
1.004 H H H -OC(O)NHOMe 0
1.005 H H H -NHC(O)NHOMe 0
1.006 H H H -NMeC(O)NHOMe 0
1.007 H H H -C(O)NHS(O)=Me 0
1.008 H H H -OC(O)NHS(O)Me 0
1.009 H H H -NHC(O)NHS(O)=Me 0
1.010 H H H -NMeC(O)NHS(O)2Me 0
1.011 H H H -S(0)=0H 0
1.012 H H H -0OS(0)=0H 0
1.013 H H H -NHS(O).OH 0
1.014 H H H -NMeS(0)CH 0
1.015 H H H -S(O)OH 0
1.016 H H H -OS(0O)OH 0
1.017 H H H -NHS(O)OH 0
1.018 H H H -NMeS(O)OH 0
1.019 H H H -NHS(O)>CF3 0
1.020 H H H -S(0O)2NHC(O)Me 0
1.021 H H H -OS(0)2NHC(O)Me 0
1.022 H H H -NHS(O)2NHC(O)Me 0
1.023 H H H -NMeS(O)2NHC(O}Me 0
1.024 H H H -P(O)}{OH)(OMe) 0
1.025 H H H -P(O)}{OH)(OH) 0
1.026 H H H -OP(O)(OH)(OMe) 0
1.027 H H H -OP(O)}{OH)(CH) 0
1.028 H H H -NHP(O)(CH)(OMe) 0
1.029 H H H -NHP(O)(OH)}{(OH) 0
1.030 H H H -NMeP(O)(OH)(OMe) 0
1.031 H H H -NMeP(O)(OH)(OH) 0
1.032 H H H -TeTpason 0
1.033 H H H -S(0)=0H 1
1.033 H H H -C(O)OH 1
1.035 H H H -S(0)=0H 2
1.036 H H H -C(O)OH 2
1.037 H H H -S(0)=0H 1
1.038 H H H -C(O)OH 1
1.039 H H H -C(O)NHCN 0
1.040 H H H -OC(O)NHCN 0
1.041 H H H -NHC(O)NHCN 0
1.042 H H H -NMeC(O}NHCN 0
1.043 H H H -S(O)2NHCN 0
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MpoaoexxeHHA Tabnuui 1

1.044 H H H -OS(0)2NHCN 0 -
1.045 H H H -NHS(O)2NHCN 0 -
1.046 H H H -NMeS(O)2NHCN 0 -
1.047 H H H -S(0)2NHS(O)Me 0 -
1.048 H H H -OS(0)2NHS(O)2Me 0 -
1.049 H H H -NHS(O)2NHS(0O)2Me 0 -
1.050 H H H -NMeS(0)2NHS(O)2Me 0 -
1.051 H H H -P(O)H(OH) 0 -
1.052 H H H -N(OH)C(O)Me 0 -
1.053 H H H -ONHC(O)}Me 0 -
Tabnuua 2

Y pauin Tabnuui po3kpuTi 49 KOHKPETHMX cnonyk dpopmynu (T-2),

FN R*
| =

N

+

R

NS /N Q. _-
N,
R2

z

(T-2),
ae m, Q, R% R#* R5iZ BusHaueHi y Tabnuui 2, R' Ta R? sBnsitoTh cob0to BOAEHb, Ta n aopiBHIoe 0.
Tabnuuga 2

Homep | s | R RS z m Q

cnonyku

2.001 H H H -C(O)OH 1 CH:2
2.002 H H H -C{O)OMe 1 CH:2
2.003 H H H -C(O)NHOMe 1 CH:2
2.004 H H H -OC(O)NHOMe 1 CH:2
2.005 H H H -NHC(O)NHOMe 1 CH:2
2.006 H H H -NMeC({O)NHOMe 1 CH:2
2.007 H H H -C(O)NHS(O)=Me 1 CH:2
2.008 H H H -OC(O)NHS(O)=Me 1 CH:2
2.009 H H H -NHC(O)NHS(O)2Me 1 CH:2
2.010 H H H -NMeC(O)NHS(0O):Me 1 CH:2
2.011 H H H -S(0)20H 1 CH:2
2.012 H H H -0S(0)0H 1 CH:2
2.013 H H H -NHS(O)-0OH 1 CH:2
2.014 H H H -NMeS(0)20H 1 CH>
2.015 H H H -S(O)OH 1 CH:2
2.016 H H H -OS(O)OH 1 CH:2
2.017 H H H -NHS(O)OH 1 CH:2
2.018 H H H -NMeS(O)OH 1 CH:2
2.019 H H H -NHS(0O)2CF3 1 CH:2
2.020 H H H -S(0)2NHC(O)Me 1 CH:2
2.021 H H H -0OS(0)NHC(O)Me 1 CH:2
2.022 H H H -NHS(O):NHC(O)Me 1 CH:2
2.023 H H H -NMeS(O)2NHC(O)Me 1 CH:2
2.024 H H H -P(O)(OH)(OMe) 1 CH:2
2.025 H H H -P(O)(OH)(OH) 1 CH:2
2.026 H H H -OP(O){OH){OMe) 1 CH:2
2.027 H H H -OP(O)(OH)(OH) 1 CH:2
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MpoaoexxeHHa Tabnuui 2

2.028 H H H -NHP{O){(OH){OMe) 1 CH>
2.029 H H H -NHP(O)(OH)(OH) 1 CH>
2.030 H H H -NMeP(O)(OH)(OMe) 1 CH>
2.031 H H H -NMeP(O)(OH)(OH) 1 CH>
2.032 H H H -TETpason 1 CH:
2.033 H H H -S(0)20H 2 |CH2CH(NH2)
2.034 H H H -C(O)OH 2 | CH2CH(NH2)
2.035 H H H -C(O)NHCN 1 CH>
2.036 H H H -OC(O)NHCN 1 CH>
2.037 H H H -NHC(O)NHCN 1 CH>
2.038 H H H -NMeC(O)NHCN 1 CH>
2.039 H H H -S(O)2NHCN 1 CH>
2.040 H H H -OS(0)2NHCN 1 CH>
2.041 H H H -NHS(O)2NHCN 1 CH>
2.042 H H H -NMeS(0)2NHCN 1 CH>
2.043 H H H -S(0)2NHS(O)2Me 1 CH>
2.044 H H H -0O8(0)2NHS(0)=2Me 1 CH>
2.045 H H H -NHS(O)NHS(O)Me 1 CH>
2.046 H H H -NMeS(0)2NHS(O)2Me 1 CH>
2.047 H H H -P(O)H(OH) 1 CH>
2.048 H H H -N(OH)C(O)Me 1 CH>
2.049 H H H -ONHC(O)Me 1 CH>
Tabnuua 3

Y panin Tabnuui po3kpuTi 49 KOHKPETHMX cnonyk dpopmynu (T-3),

(]
|/

N

NS /N+ Q. _-
N,
R" 'R?

(T-3),
ae m, Q, R3 R#* R5iZ BusHaueHi y Tabnuui 3, R' Ta R? sBnsitoTh cob0to BOAEHb, Ta n aopisHIoe 0.
Tabnuua 3

Homep | s | R RS z m Q
cnonyku

3.001 H H H -C(O)OH 2 CH2CH:>

3.002 H H H -C{O)OMe 2 CH2CH:>

3.003 H H H -C(O)NHOMe 2 CH2CH:>

3.004 H H H -OC(O)NHOMe 2 CH2CH:>

3.005 H H H -NHC(O)NHOMe 2 CH2CH:>

3.006 H H H -NMeC({O)NHOMe 2 CH2CH:>

3.007 H H H -C(O)NHS(O)=Me 2 CH2CH:>

3.008 H H H -OC(O)NHS(O)=Me 2 CH2CH:>

3.009 H H H -NHC(O)NHS(O)2Me 2 CH2CH:>

3.010 H H H -NMeC(O)NHS(0O):Me 2 CH2CH:>

3.011 H H H -S(0)20H 2 CH2CH:>

3.012 H H H -0S(0)0H 2 CH2CH:>

3.013 H H H -NHS(O)-0OH 2 CH2CH:>

3.014 H H H -NMeS(0)20H 2 CH2CH:>

3.015 H H H -S(O)OH 2 CH2CH:>
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MpoaoexeHHA Tabnuui 3

3.016 H H H -OS(O)OH 2 |CH2CHo
3.017 H H H -NHS(O)OH 2 |CH2CHo
3.018 H H H -NMeS(O)OH 2 |CH2CHo
3.019 H H H -NHS(O)2CFs3 2 |CH2CH:
3.020 H H H -S(O)2NHC(O)Me 2 |CH2CH:
3.021 H H H -OS(0)2NHC(O)Me 2 |CH2CH:
3.022 H H H -NHS(O)2NHC(O)Me 2 |CH2CH:
3.023 H H H -NMeS(0)2NHC(O)Me 2 |CH2CH:
3.024 H H H -P(O)}(OH)(OMe) 2 |CH2CHo
3.025 H H H -P(O)}(OH)(OH) 2 |CH2CHo
3.026 H H H -OP(O)(OH)(OMe) 2 |CH2CHo
3.027 H H H -OP(O){(OH)(OH) 2 |CH2CHo
3.028 H H H -NHP(Q){(OH)(OMe) 2 |CH2CHo
3.029 H H H -NHP(Q){(OH)(OH) 2 |CH2CHo
3.030 H H H -NMeP(Q)(OH)(OMe) 2 |CH2CHo
3.031 H H H -NMeP(Q)(OH)}(OH) 2 |CH2CHo
3.032 H H H -TeTpason 2 CH2CH:>
3.033 H H H -S(0)20H 3  |CH2CH2CH(NH2)
3.034 H H H -C(O)OH 3  |CH2CH2CH(NH2)
3.035 H H H -C(O)NHCN 2 |CH2CHo
3.036 H H H -OC(O)NHCN 2 |CH2CHo
3.037 H H H -NHC(O)NHCN 2 |CH2CHo
3.038 H H H -NMeC(O)NHCN 2 |CH2CHo
3.039 H H H -S(O)2NHCN 2 |CH2CH:
3.040 H H H -OS(0O)2NHCN 2 |CH2CH:
3.041 H H H -NHS(O)2NHCN 2 |CH2CH:
3.042 H H H -NMeS(0O)2NHCN 2 |CH2CH:
3.043 H H H -S(0)2NHS(0O)2Me 2 |CH2CH:
3.044 H H H -0S(0)2NHS(0)2Me 2 |CH2CH:
3.045 H H H -NHS(O)2NHS(0O)2Me 2 |CH2CH:
3.046 H H H -NMeS(0Q)2NHS(0O)2Me 2 |CH2CH:
3.047 H H H -P(O)H(OH) 2 |CH2CHo
3.048 H H H -N(OH)C(O)Me 2 |CH2CHo
3.049 H H H -ONHC(O)Me 2 |CH2CHo
Tabnuua 4
Y ganin Tabnuui po3kpuTi 53 KOHKpeTHI cnonykn dopmynu (T-4),
N
R3
N N a z
RN 00,
5 R' R® (T-4),
ae m, Q, R%, R* R5 i Z BusHaueHi Buule y tabnuui 1, R' Ta R? aBnsoTb co60l0 BOAEHbL, Ta N
aopisHioe 0.
Tabnuua 5
10 Y panin Tabnuui po3kpuTi 49 KOHKpETHMX cnonyk cdopmynu (T-5),
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+

~ N Q. _“Z
RN T,
2
ROR (T-5),
ae m, Q, R%, R* R5 i Z BusHaueHi Buule y tabnuui 2, R' Ta R? aBnsioTb co60l0 BOAEHbL, Ta N
aopisHioe 0.
5 Tabnuua 6

Y panin Tabnuui po3kpuTi 49 KOHKPETHMX cnonyk dpopmynu (T-6),

~ N a. _Z
R NT X,
2
ROR (T-6),
ae m, Q, R3 R* RS i Z BusHaueHni Buwe y Tabnuui 3, R' Ta R? gBnatoTb cobo0 BOAEHb, Ta n
aopisHioe 0.
10
Tabnuua 7

Y gauin Tabnuui po3kpuTi 53 KOHKpeTHI cnonykn dopmynm (T-7),

X N a. _Z
N,
ROR (T-7),
ae m, Q, R%, R* R5 i Z BusHaueHi Buule y tabnuui 1, R' Ta R? aBnsoTb co60l0 BOAEHbL, Ta N

15 aopisHioe 0.

Tabnuua 8
Y panin Tabnuui po3kpuTi 49 KOHKPETHMX cnonyk dopmynu (T-8),

~ N a. _Z
RN T,
2
ROR (T-8),
20 ae m, Q, R3 R* RS i Z BusHaueHni Buwe y Tabnuui 2, R Ta R? gBnatoTb cobo0 BOAEHb, Ta n
aopisHioe 0.
Tabnuua 9

Y pauin Tabnuui po3kpuTi 49 KOHKPETHMX cnonyk popmynm (T-9),
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~ N a. _Z
RN T,
2
ROR (T-9),
ae m, Q, R%, R* R5 i Z BusHaueHi Buule y tabnuui 3, R' Ta R? aBnsioTb co60l0 BOAEHbL, Ta N
aopisHioe 0.
5 Tabnuua 10

Y ganin Tabnuui po3kpuTi 53 KOHKpPeTHI cnonykn cdopmynm (T-10),

N

|\

[/
N

R
X N Q A
R NT X,
2
R* R (T-10),
ae m, Q, R3 R* RS i Z BusHaueHni Buwe y Tabnuui 1, R Ta R? gBnatoTb cobol0 BOAEHb, Ta n
aopisHioe 0.
10
Tabnuua 11

Y panin Tabnuui po3kpuTi 49 KOHKPETHMX cnonyk dopmynu (T-11),

N
| AN
[ ~
N
(T-11),

ae m, Q, R%, R* R5 i Z BusHaueHi Buule y tabnuui 2, R' Ta R? aBnsioTb co60l0 BOAEHbL, Ta N
15 aopisHioe 0.

Tabnuua 12
Y pauin Tabnuui po3kpuTi 49 KOHKPETHUX cnonyk popmynu (T-12),

N
| N
[ =
N

~ N a. _Z
RN T,
2
R* R (T-12),
20 ae m, Q, R3 R* RS i Z BusHaueHni Buwe y Tabnuui 3, R' Ta R? gBnatoTb cobo0 BOAEHb, Ta n
aopisHioe 0.
Tabnuua 13

Y ganin Tabnuui po3kpuTi 53 KOHKpPeTHI cnonykn cdopmynm (T-13),
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~ N a. _Z
RN T,
2
R R (T-13),
ae m, Q, R%, R* R5 i Z BusHaueHi Buule y tabnuui 1, R' Ta R? aBnsoTb co60l0 BOAEHbL, Ta N
aopisHioe 0.
5 Tabnuua 14

Y pauin Tabnuui po3kpuTi 49 KOHKPETHUX cnonyk popmynu (T-14),

(T-14),
ae m, Q, R3 R* RS i Z BusHaueHni Buwe y Tabnuui 2, R Ta R? gBnatoTb cobo0 BOAEHb, Ta n
aopisHioe 0.
10
Tabnuua 15
Y panin Tabnuui po3kpuTi 49 KOHKPETHMX cnonyk dopmynu (T-15),

X N a. _Z
N,
2
R R (T-15),
ae m, Q, R%, R* R5 i Z BusHaueHi Buule y tabnuui 3, R' Ta R? aBnsioTb co60l0 BOAEHbL, Ta N

15 aopisHioe 0.

Tabnuua 16
Y ganin Tabnuui po3kpuTi 53 KOHKpPeTHI cnonykn cdopmynm (T-16),

(T-16),
20 ae m, Q, R3 R* RS i Z BusHaueHni Buwe y Tabnuui 1, R Ta R? gBnatoTb cobol0 BOAEHb, Ta n
aopisHioe 0.
Tabnuua 17

Y pauin Tabnuui po3kpuTi 49 KOHKPETHUX cnonyk dopmynu (T-17),

25



UA 125599 C2

~ N a. _Z
RN T,
2
R* R (T-17),
ae m, Q, R%, R* R5 i Z BusHaueHi Buule y tabnuui 2, R' Ta R? aABnsioTb co60l0 BOAEHbL, Ta N
aopisHioe 0.
5 Tabnuua 18

Y panin Tabnuui po3kpuTi 49 KOHKPETHMX cnonyk dopmynu (T-18),

(T-18),
ae m, Q, R3 R* RS i Z BusHaueHni Buwe y Tabnuui 3, R' Ta R? gBnatoTb cobol0 BOAEHb, Ta n
aopisHioe 0.
10
Tabnuua 19

Y ganin Tabnuui po3kpuTi 53 KOHKpPETHI cnonykn cdopmynu (T-19),

X N a. _Z
N,
2
R* R (T-19),
ae m, Q, R%, R* R5 i Z BusHaueHi Buule y tabnuui 1, R' Ta R? aBnsoTb co60l0 BOAEHbL, Ta N

15 aopisHioe 0.

Tabnuua 20
Y panin Tabnuui po3kpuTi 49 KOHKPETHMX cnonyk opmynu (T-20),

~ N a. _Z
RN T,
2
R* R (T-20),
20 ae m, Q, R3 R* RS i Z BusHaueHni Buwe y Tabnuui 2, R Ta R? gBnatoTb cobo0 BOAEHb, Ta n
aopisHioe 0.
Tabnuua 21

Y pauin Tabnuui po3kpuTi 49 KOHKPETHMX cnonyk popmynu (T-21),
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~ N a. _Z
RN T,
2
R* R (T-21),
ae m, Q, R%, R* R5 i Z BusHaueHi Buule y tabnuui 3, R' Ta R? aBnsioTb co60l0 BOAEHbL, Ta N
aopisHioe 0.
5 Tabnuua 22

Y panin Tabnuui po3kpuTi 53 KOHKpPeTHI cnonykn cdopmynm (T-22),

(T-22),
ae m, Q, R3 R* RS i Z BusHaueHni Buwe y Tabnuui 1, R Ta R? gBnatotb cobo0 BOAEHb, Ta n
aopisHioe 0.
10
Tabnuua 23

Y panin Tabnuui po3kpuTi 49 KOHKPETHMX cnonyk dopmynu (T-23),

X N a. _Z
N,
2
R* R (T-23),
ae m, Q, R%, R* R5 i Z BusHaueHi Buule y tabnuui 2, R' Ta R? aBnsioTb co60l0 BOAEHbL, Ta N

15 aopisHioe 0.

Tabnuua 24
Y pauin Tabnuui po3kpuTi 49 KOHKPETHUX cnonyk popmynu (T-24),

(T-24),
20 ae m, Q, R3 R* RS i Z BusHaueHni Buwe y Tabnuui 3, R' Ta R? gBnatoTb cobol0 BOAEHb, Ta n
aopisHioe 0.
Tabnuua 25

Y ganin Tabnuui po3kpuTi 53 KOHKpPETHI cnonykn cdopmynu (T-25),
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~ N a. _Z
RN T,
2
R* R (T-25),

ae m, Q, R%, R* R5 i Z BusHaueHi Buule y tabnuui 1, R' Ta R? aBnsoTb co60l0 BOAEHbL, Ta N
aopisHioe 0.

Tabnuua 26
Y panin Tabnuui po3kpuTi 49 KOHKPETHUX cnonyk opmynu (T-26),

(T-26),
ae m, Q, R3 R* RS i Z BusHaueHni Buwe y Tabnuui 2, R Ta R? gBnatoTb cobo0 BOAEHb, Ta n
aopisHioe 0.

Tabnuua 27
Y panin Tabnuui po3kpuTi 49 KOHKPETHUX cnonyk dopmynu (T-27),

N
(\
N =2

N~ N a. _Z
R NT O,
2
R* R (T-27),
ae m, Q, R%, R* R5 i Z BusHaueHi Buule y tabnuui 3, R' Ta R? aBnsoTb co60lo BOAEHb, Ta N
aopisHioe 0.

Cnonyku 3a AaHuM BUHAXO0O0M MOXyTb OyTU oaepskaHi BiANOBIAHO A0 HACTYMNHUX CXEM, Ha SKUX
samicHukn n, m, r, A, Q, X, Z, R'", R2, R'3, R?, R?, R?, R4, R®, R8, R7, R7a, R’® R’¢, R8, R% R0, R R'2,
R'3, R4, R'5, RS2 R'6 R'7 Ta R'8 BU3Hau4eHi y JaHOMy AOKYMEHTI BULUE, SIKLLO SIBHO HE BKA3aHO iHLUE.
Takum YMHOM, CNORYKX 3 NIONEPEAHIX Tabnuuk 1-27 MOXYTh BYTU 00EPKAHI aHANOTIMHO.

Cnonyku chopmynu (I) MOXXyTb OyTU OaepXKaHi LUNAXOM ankinyBaHHa cnonyk dopmynu (X), ae RS,
R4, R5 ta A BusHauveHi ana cnonyk copmynu (I), 3a 4ONOMOroK0 NPUMAATHOIO ankinyesanbHOro 3acody
dopmynn (W), ge R', R2, Q, X, n i Z Bu3HaueHi ana cnonyk ¢dopmynu (I), Ta LG sBnae coboio
npuaartHy rpyny, WO BiaxoAuTb, Hanpuknag ranoreHigq abo ncesaoranoreHia, Takuin gk Tpudnar,
MesunaT abo To3unar, y npuaaTtHOMY PO3YMHHUMKY 38 MpUAatHOT TeMNepaTypu, K OMUCaHO Ha CXEMi
peakuii 1. InocTpaTUBHI YMOBW BKMOYAIOTb NepeMillyBaHHS cnonykn dopmynu (X) 3 ankinysanbHUM
3acobom cdopmynu (W) B pO3YMHHMKY ab0 CyMilli PO3YMHHUKIB, TAKMX SK AUETOH, AWXIOPMETaH,
anxnopetaH, N, N-gumetundopmamia, auetoHitpun, 1,4-giokcaH, Boaa, ourtoBa kucnota abo
TpudTOopOUTOBA KUCNOTA, 3a Temnepartypu Big -78 °C ao 150 °C. AnkinyBanbHun 3acié dpopmynu (W)
MOXe BKItodatn 6e3 obmexxeHHss OGpOoMOUTOBY KWUCNOTY, MeTunbpomauertar, 3-O6poMnponioHOBY
KucnoTy, MeTun-3-6pomnponioHat, 2-6poM-N-meTokcnaueTamig, 2-6pometaHcynedoHaT HaTpito, 2,2-
anMeTtunnponin-2-(tpudropmeTuncynbdoHinokcu)etTaHcynbgoHar, 2-6pom-N-
MeTaHcynbdOoHINnayeTamia, 3-6pom-N-meTaHcynbdOHINNponaHaMia,
anmetokcudocdopunmeTuntpudTtopmetTadcynsdoHaT, aumeTtun-3-6pomnponindocdonar, 3-xnop-
2,2-AUMETUNNPONAHOBY KUCNOTY Ta Adietun-2-6pometundocdoHar. Taki ankinysanbHi 3acobu Ta
crnopiaHeHi cnonykn abo BigoMi 3 nirepatypu, abo MoxyTb OYTW ogepXaHi 3a A0MNOMOroLo BigoOMMUX i3
nitepatypu cnoco6iB. Cnonyku copmynu (1), ski MOXyTb OyTM onucaHi sik ectepu N-ankinbHUX
KACNOT, #AKi BKMOYaloTb 0e3 0OMeXeHHs ecTepu KapOOHOBUX KUCNOT, POCKHOHOBUX KUCHOT,
HOCHhIHOBUX KMCNOT, CYNbGOHOBUX KUCHOT i CynbdiHOBUX KUCNOT, MOXYTb ByTh NoTiM YacTkoBo abo
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MOBHICTIO TigpONi3oBaHi LNAXOM 0OpOOKM NpuaaTHAM peareHTOM, Hanpuknag BOAHWM PO3YMHOM
XMOPUCTOBOAHEBOT KUCNOTU ab0o TPUMETUNCUNINOPOMIAOM, Yy NPMAATHOMY PO3YMHHUKY 3a NpUAaaTHOT
Temnepatypu Big 0 °C go 100 °C.

Cxema peakuii 1

LG Q. .z
R4 >< , X)n R4

RT R \

3 A R

A N chopmyna (W) | A
- . Z
N _N Q P
RS N7 R N7 X ),
R' R?
cdopmyna (X) ¢opmyna (1)

Kpim Toro, cnonykun cdopmynu (I) MOXyTb OyTWM oaeprkaHi LUNSAXOM 34INCHEHHSA peakuil crnonyk
dopmynn (X), ae R3, R* R5 ta A BusHaueHi ansa cnonyk cdopmynu (l), i3 BianoBiAHUM YMHOM
aKkTUBOBaHMM enekTpodinbHuM ankeHom dopmynu (B), ae Z saense cobowo -S(O)0R™M, -
P(O)}(R™)(OR'") abo -C(O)OR™, ta R', R?, R'3, R'® ta R'® BusHaueHi ana cnonyk cdopmynm (I), y
npuaaTHOMY PO3YMHHUKY 3a npuaatHol Temneparypu. Cnonyku cdhopmynu (B) Bigomi 3 nitepatypu
abo mMoxyTb OyTu oaepxkaHi 3a AONOMOrOK BiAOMMX cnocoBiB. INIOCTpPATUBHI peareHTU BKNIOYAlOTb
6e3 OoOMEXeHHs akpumnoBy KWACNOTY, METaKPUIIOBY KUCMOTY, KPOTOHOBY kucnoty, 3,3-
OUMETUNAKPUIOBY KUCRNOTY, METUNAKPUNAT, ETEHCYNbGOHOBY KUCNOTY, i3onponineTuneHcynbgoHar,
2,2-gumetunnponineteHcynbdoHaT i aumMeTuneiHindoccoHaT. beanocepeaHi NpoaykTH LMX peakuin,
AKi MOXKYTb OyTu onucaHi sik ectepu N-ankinbHUX KUCNOT, sIKi BKNOYalTb 6€3 0OMEKEeHHsT ecTepu
kapOoHOBUX KMCNOT, POCHOHOBUX KUCNOT, POCHIHOBUX KUCNOT, CyNb(POHOBUX KUCHOT i CynbgiHOBUX
KMCNOT, MOXyTb OYyTM NOTIM 4acTkoBO ab0 MOBHICTIO TiaAponi3oBaHi LNAXoM 006pobkM npuaaTHUM
peareHTOM y NpuaaTHOMY PO3YMHHUKY 3a NpUAaTHOT TeMnepaTypu, 9K ONMCaHo Ha CXemi peakuii 2.

Cxema peakuji 2

R1a

1
R 4
3
A R® R? A N A R®
= dopmyna (B) | riaponis X

N LN | 0 z

R NZ R N X ), e ~_ -
R' R?

R' R?
chopmyna (X) topmyna (1), ne copmyna (1), oe
m=1, n=0, i m=1, n=0, i
Z=5(0),0R®, P(O)(R'3)(OR10), Z=S0O,H, P(O)(R"3)(OH),
C(O)OR!10 C(O)OH

Y cnopigHeHin peakuii cnonyku copmynu (1), ae Q aensae coboto C(R'2R2), m gopisHioe 1, 2 abo
3, n=0, i Z asnse cobot -S{0)20H, -0S(0)20H abo -NRES(O)20H, mMoxyTb OyTW oaeprkaHi WnsxomM
3aiicHeHHs peakuil cnonyk copmynu (X), ae R3, R4, R5 ta A Bu3sHaueHi ansi cnonyk cdopmynu (I), i3
LUMKNiMHUMM ankinyBanbHum 3acobom dopmynu (E), (F) abo (AF), ae Y2 asnsie coboio C(R'2R%), O
abo NR®, Ta R', R2, R'@ Ta R? BusHaueHi ansa cnonyk cdopmynu (I), y npuaaTHOMy PO3YMHHUKY 3a
npuaaTHOI TemnepaTtypu, 9K ONWCAHO Ha cxemi peakuii 3. lNMpuaaTtHi pPO34YMHHWKKM Ta npuaaTHi
TeMnepaTypu onucaHi Buwe. AnkinysanbHunm 3acié dopmynu (E) abo (F) moxe Bknodatu 6es
obmMexkeHHA 1,3-nponaHcynbToH, 1,4-0yTaHCyNbTOH, eTuneHcynbdar, 1,3-nponineHcynsdar 1a 1,2,3-
okcariasoniguH-2,2-giokena. Taki ankinyBanbHi 3acobu Ta cnopigHeHi crnonyku abo Bigomi 3
nitepatypu, abo MOXyTb OYTK 0AEpXKaHi 3a AONOMOTOI0 BiAOMMX i3 NiTepatypu cnocobis.

Cxema peakuii 3
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0.0
\V/4
s
7
%
4 R'I R2b R4
R RZ R'Ia 3
A R® A R
AN dopmyna (E), ae N
m=1,i n=0 | . ,
> N Q
~ ~ -
R' R?
o 0
opmyna (X \
opmyna (X) N4 bopmyna (1), fe
O/ \Ya m=1, 2 a6o 3, n=0, i
Z=SO,H, OSO,H abo
R R2b NRESO,H
R2 R'Ia
R1a R2b

¢dopmyna (F), ae m=2, i n=0

abo
O
|l
O0—S=0
R1 R2b
R2 R'Ia

topmyna (AF),
ne m=1, in=0
Cnonyka cdopmynu (), ae m gopisHioe 0, n gopisHioe 0, | Z anae coboto -S(O)20H, moxe 6ytu
oaepxaHa 3i cnonykn opmynu (l), ae m gopisHioe 0, n gopisHioe 0, i Z aensAe coboto C(O)OR'0,
wrsxom obpobku 3a JONOMOroK TPUMETUNCUNINXNOPCYNbMOHATY B NPUAATHOMY PO3YMHHUKY 3a
npuaaTHOI TeMnepaTypu, K ONUCaHO Ha cxeMi peakuil 4. MNepeBarkHi YyMOBU BKNIOYAIOTb HarpiBaHHA
KapOOKCMNAaTHOro NonepeaHMka B YNCTOMY TPUMETUNCUMINXNopcynbdoHaTi 3a TemnepaTtypu Big 25
°C go 150 °C.
Cxema peakuji 4

@]
R4 AN //O
S R4
7N\
3 Cl O/SI
A R .
AN o N\ A R
- | N @]
N - . N0
R NZ ~N s”
OR?® R N~ N
R R2 5 OH
R R

dopmyna (1), ae

m=0,n=0, | Z=C(O)OR10 dopmyna (1), e

m=0,n=0, i Z=C(O)OR"0

Kpim TOro, cnonyku cpopmynu (I} MoxyTb OyTW oAeprkaHi LLNAXOM 34iINCHEHHA peakuil cnonyk
dopmynu (X), ae R3, R* R® ta A BuM3HaueHi ana crnonyk copmynu (I}, i3 npuagaTHUM CNUPTOM
dopmynu (WW), ge R', R?, Q, X, n i Z Bu3Ha4eHi ana cnonyk cdopmynu (1), B ymoBax Tuny peakuii
MiuyHoOy, Takmx Ak ymoBu, onucaHi Petit et al, Tet. Lett. 2008, 49 (22), 3663. MpugatHi ocdiqu
BKMNOYalOTh TpudpeHindgocdin, npuaaTHi asogukapbokcunaru BKNIOYAIOTb
aiisonponinasogukapdokcunar, i npuaatHi KMCNOTW BKMOYaTb (GTOPOOPHY KMUCNOTY, TpudnaTtHy
kucnoTy Ta Bic(TpudtopmeTuncynbdoHin)amMid, ik ONMCaHO Ha cxemi peakuii 5. Taki cnuptn abo
Bigomi 3 nitepatypu, abo MoxxyTb OyTK oaepxkaHi 3a AONOMOrol0 BigOMUX i3 niTepaTypu cnocobiB.
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Cxema peakuii 5

4 HO Q. .z R
R >, ,
A R
A R3 R R
N chopmyna (WW) .

P

T NS /N QL /Z
N R,

I J\ R><R2

thopmyna (X) YO\H/NQN)J\ o cdopmyna (1)

O
kucnota, Ph,P

Crnonyku dopmynu (l) Takok MOXKyTb OyTW OfepkaHi LNIsAXoM 3A4IMCHEHHS peakuii cnonyk
dopmynu (C), ge Q, Z, X, n, R", R?, R3, R4, R® Ta A Bu3HadeHi ana cnonyk copmynu (1), i3 rigpasmHom
dopmynu (D) B npugatHOMY PO3YUHHMKY ab0 CyMilli PO3YMHHUKIB Y NPUCYTHOCTI NPUAATHOT KNUCNOTK
3a npugaTtHoi Temnepartypu Big -78°C po 150°C, Ak onucaHo Ha cxemi peakuii 6. MNMpuaaTHi
pO34MHHUKM abo ix Cymiwi BKMOYalOTL 0e3 OOMEXEHHS CMUPTW, Taki K MeTaHosn, eTaHon Ta
isonponaHon, Bo4y, BOAHWIA PO3YNH XNOPUCTOBOAHEBOT KUCNOTU, BOAHWUA PO3YMH CipYaHOT KUCIOTH,
OLUTOBY KWCNOTY Ta TpudTopouToBy kucnoTy. liapasuHosi cnonyku dopmynu (D), Hanpuknag 2,2-
AUMeTUnnponin-2-rigpasuHoeTaHcynbgoHat, abo Bigomi 3 niteparypu, abo MoxyTb OyTU oaepXKaHi
3a JONOMOroI0 BidOMUX i3 niTeparypu cnocobis.

Cxema peakuji 6

H
A Re N QL -z R*
U .
mo | RS R" 'R? A R
topmyna (D)

R' ° b—r > X AN Q. ¢
—° RTINS e,

cpopmyna (C) R" 'R?

R'=H, C,-C, ankin,

C,-C,ankinkap6oHin topmyna (1)

Cnonyku popmynu (C) MOxKyTb OYTU OAep>KaHi LUNAXOM 34iIMCHEHHA peakuii cnonyk dopmynu (G),
ae R®, R4 R® T1a A BusHaueHi ans cnonyk dgopmynu (l), 3 OKMCHIOBanNbHUM 3aco60M y npuaaTtHoOMY
PO3YMHHKUKY 3a nNpuaaTtHoi Temnepatypu Big -78 °C o 150 °C HeOOOB'SA3KOBO Y MPUCYTHOCTI
NpUAaTHOT OCHOBU, SIK OMUCAHO Ha cxeMi peakuii 7. MpuaaTHi OKMCHIOBaNbHI 3acobu BKMoYalTh 6e3
0OMEXeHHA OpoM, | NpuAAaTHI PO3YMHHUKU BKNIOYAOTb 6e3 OOMEXEHHS CNUPTU, Taki SK METaHOmM,
eTaHon Ta isonponaHon. NpuaatHi OCHOBK BKMoYaloTh 6€3 oOMexkeHHs GikapboHaT HaTpito, kapboHaT
HaTpito, GikapboHaT kanito, kapboHaTt kanito i auetar kanito. NoaibHi peakuii Bigomi B niTteparypi
(nanpuknag, Hufford, D. L.; Tarbell, D. S.; Koszalka, T. R. J. Amer. Chem. Soc., 1952, 3014). dypaHu
dopmynu (G) Bigomi 3 nitepatrypu abo MoxyTb OYyTU oaepXKaHi i3 3aCTOCyBaHHAM Crnocobis, BiaoMux
i3 niTepaTtypu. INocTpaTMBHI cnocobun BKMYaOTh 6e3 0OMEXXEHHA peakuil KPOC-CMOMNy4YeHHs, B AKUX
3aCTOCOBYIOTb nepexigHi Metanu, Taki Ak peakuia Ctinne (Hanpuknaa, Farina, V.; Krishnamurthy, V.;
Scott, W. J. Organic Reactions, Vol. 50. 1997 i Gazzard, L. et al. J. Med. Chem., 2015, 5053), Cy3yki-
Misypu (Hanpuknag, Ando, S.; Matsunaga, H.; Ishizuka, T. J. Org. Chem. 2017, 1266-1272 n Ernst, J.
B.; Rakers, L.; Glorius, F. Synthesis, 2017, 260), Heriwi (Hanpuknag, Yang, Y.; Oldenhius, N. J,;
Buchwald, S. L. Angew. Chem. Int. Ed. 2013, 615 i Braendvang, M.; Gundersen, L. Bioorg. Med.
Chem. 2005, 6360) i Kymapga (Hanpuknag, Heravi, M. M.; Hajiabbasi, P. Monatsh. Chem., 2012,
1575). KOMNOHEHTH AnA peakuii cnonyvyeHHsa MOXyTb OyTu BMOpaHi Ha OCHOBI KOHKPETHOI peakuii
KpOC-CMoNMy4yeHHs Ta UinboBOro Npoaykty. Katanizatopu Ha OCHOBI NepexigHux MeTanis, niraHau,
OCHOBM, PO3YMHHUKM Ta 3HAYEHHA TEMNEPATYPU MOXKYTb OyTU BUBPaHi Ha OCHOBI HEOOXIAHOTO KpoC-
CMONyYeHHa Ta Bigomi B nitepartypi. Peakuil Kpoc-Ccnony4YeHHa i3 3acTOCyBaHHAM MCeBAOranoreHis, y
TOMy uucrni 6e3 obmexxeHHs TpudbnaTiB, ME3MNaTie, TO3UNATIB Ta aAHI30NIB, TAKOX MOXYTb OyTu
3abe3neveHi y BiANOBIAHUX yMOBAaX.
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Cxema peakuji 7

A R
R4
A J—

R'OH RS R3
/ \ > R' o — R

=5 ms OKUCHIOBATbHU I o o

o 3acib,
OCHOBA dopmyna (C)

R'=H, C,-C ,ankin,

G
dopmyna (G) C,-C,ankinkapBoHin

B iHwomMmy nigxoai cnonyka dopmynu (I}, ge Q, Z, X, n, R', R?, R3, R4, R® Ta A BM3HayeHi ans
cnonyk cdopmynu (I}, moxe 6ytn ogepxkana 3i cnonykn dopmynu (R) Ta OKUCHMKA B npugaTHOMY
PO3UYMHHWKY 3a NpuaaTHOI TemnepaTypu, sik BKa3aHO Ha cxemi peakuii 8. InoCcTpaTuBHI OKUCHUKK
BKMoYawTb 06e3  oOMexeHHs 2 3-auxnop-5,6-guuiaHo-1,4-6eH30XIHOH, TeTpaxnop-n-6€H30XiHOH,
nepMaHraHaT Kanio, Jiokeua mapraduw, 2,2,6,6-teTpaMeTun-1-ninepuauHinokcn Tta  6pom.
CnopiagHeHi peakuii BigoMi B nitepartypi.

Cxema peakuji 8

R* R
A R 3 A X R®
N OKUCHIOBAHHA |
B + z
N Q P4 _N Q -
WK N
R1 R2 R'] R2
dopmyna (R) ¢opmyna (I)

Cnonyka cdopmynu (R), gokncHioBanbHe Q, Z, X, n, R', R2, R3, R4, R® Ta A BM3Ha4eHi 4nsa cnonyk
dopmynu (l), moxke 6yTn ogepxkaHa 3i cnonyku copmynu (S), ge Q, Z, X, n, R', R2, R3, R* ta R®
BM3HauYeHi Anda cnonyk opmynu (1), ae i metanoprasivyHoi cnonykn cdopmynu (T), ge M" Bkniovae 6e3
0OMEXXEHHA MarHinopraHivHi, NiTINOPraHivHi, MigbopraHivHi Ta UMHKOPraHiyHi peareHTu, y npuaarHomy
PO3YMHHUKY 3a NpUAATHOT TeMnepaTypu HEOBOB'A3KOBO Y NPUCYTHOCTI A0AaTKOBOT A00aBKU HA OCHOBI
nepexigHoro MeTany, fK BKa3aHO Ha CXeMi peakuil 9. IniocTpaTuBHi yMOBU BKIIOYalOTb 0OpoOKy
cnonyku copmynu (S) peaktusom [piHbsipa opmynu (T) y npucytHocTti 0,05-100 mon. % noaunay
Miai B PO34YMHHUKY, TakoMy $K TeTparigpodypaH, 3a Temnepatypu Big -78 °C pgo 100 °C.
MeTanopraniyuHi crnonyku c¢opmynu (T) Bigomi B nitepatypi abo MoxyTb OyTu oaepxaHi 3a
JOMOMOro BigoMux i3 nitepatypu cnocoBie. Cnonyku cdopmynu (S) mMoxkyTb OyTn ogepxaHi 3a
AONOMOIOI0 peakuin, aHanoriMHMX peakuiaMm Ana oaepxaHHa cnonyk copmynu (I) 3i cnonyku
dopmynu (XX).

Cxema peakuji 9

R* R*
5 HobaBka Ha OCHOBI 5
H R nepexigHoro A R
" | A metany N
~ + . —_—
A N Q Z >~ _N Q Az
R¥ SNT X (), RY N7 X (),
opmyna
¢popmyna (T) R R2 R R2
topmyna (S) thopmyna (R)

Biapunnipugasuin  dopmynu (X) Bigomi B nitepatypi abo MOxyTb OyTu oaepxaHi i3
3aCTOCYBaHHAM BiAOMMX i3 niTepatypu cnocobis. IMocTpaTuBHi cnocobu BkNOYaoTb 6€3 0OMeEXEHHS
peakuilo KpOC-CMOMy4YeHHs, B Kk BMKOPUCTOBYIOTbH MepexiaHi metanu, cnonyk dopmynu (H) i
dopmynu (J) abo anbTepHatuBHo cnonyk dopmynu (K) i bopmynu (L), e B cnonykax cdopmynu (J) i
dopmynu (L) M' sBnse coboio Oyab-140 3 OpraHocTaHaHy, opraHoOOpOHOBOT kUCnoTu abo ectepy,
opraHoTpudTopbopaTy, MarHiiopraHiuHoOi CNOnyku, MiAbOPraHivHOT cnomnyku abo UMHKOPraHivHoi
CMOMyKW, sIK BKaszaHoO Ha cxemi peakuii 10. Hal Bu3HaueHuit sk ranoreH abo nceBaoranore,
Hanpuknag Tpudpnart, Mesunat i TosunaTt. Taki peakuil Kpoc-CnonyyeHHA BKNOYaloTh peakuii CTinne
(Hanpuknag, Sauer, J.; Heldmann, D. K. Tetrahedron, 1998, 4297), Cysyki-Miaypu (Hanpuknag,
Luebbers, T.; Flohr, A.; Jolidon, S.; David-Pierson, P.; Jacobsen, H.; Ozmen, L.; Baumann, K. Bioorg.
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Med. Chem. Lett., 2011, 6554), Heriwi (Hanpuknaga, Imahori, T.; Suzawa, K.; Kondo, Y. Heterocycles,
2008, 1057) i Kymaga (Hanpuknag, Heravi, M. M.; Hajiabbasi, P. Monatsh. Chem., 2012, 1575).
KoMnoHeHTH Ang peakuii cnonyydeHHs1 MOXyTb OyTu BuOpaHi Ha OCHOBI KOHKPETHOT peakuii Kpoc-
CMONyYeHHA Ta UinboBOro npoAykry. Katanisatopn Ha OCHOBI nepexigHux meTanis, niraHAu, OCHOBY,
PO3YMHHUKM Ta 3HAYEHHA TemnepaTypu MoOxyTb OyTu BuOpaHi Ha OCHOBI HeOBXiAHOro Kpoc-
cnonyyeHHa Ta Bigomi B nitepatypi. Cnonykn dopmynu (H), dopmynu (K) i bopmynu (L) Bigomi B
nitepatypi abo MoxxyTb 6yTK ogeprkaHi 3a AONOMOroo BiAOMUX i3 niTepaTypu cnocobis.
Cxema peakuii 10

R* KaTanbizatop Ha R4
} OCHOBI NepexiaHoro
M R® MeTany, A R3
N nirang AN
A—Hal + e
N
~ N
N7 R N7
¢opmyna (H)
chopmyna (J) hopmyna (X)
4 4
R KaTtanbisaTop Ha R
Hal R3 OCHOBI NepexiaHoro s
a MeTany, A R
N niraHa AN
A—M 4 -
N N
N R N ’d
copmyna (L)
d)opmyna (K) d)opmyrla (X)

Cnonyka opmynu (J), ae M' aensie coboro 6yab-LU10 3 OpraHoCTaHaHy, OpraHoGoPOHOBOT KUCNOTH
abo ecrepy, opraHoTpudTopbopaTy, MarHiMopraHivyHOT CNonyku, MiabopraHiyHoi cnonyku abo
LUHKOPraHivyHOT CNonyku, Moxe 0yTu ogepxkaHa 3i cnonyku dopmynun (XX), ae R3, R* Ta R® Bu3HaveHi
ana cnonyk copmynu (1), LUNAXOM MeTanoBaHHSA, SIK BKasaHO Ha cxemi peakuii 11. AHanorivHi peakuit
BiZomi B nitepatypi (Hanpuknag, Ramphal et al, WO 2015/153683, Unsinn et al., Organic Letters, 15
(5), 1128-1131; 2013, Sadler et al., Organic & Biomolecular Chemistry, 12 (37), 7318-7327; 2014).
AnbTepHaTUBHO MeTanopraHiyHa cnonyka dopmynu (J) moxke 6yTu ogepkaHa 3i cnonyk dhopMmynu
(K), ae R3, R* R® BusHaueHi ansa cnonyk dopmynu (l), i Hal BusHauyeHuin sk ranoreH abo
ncesaoranoreH, Hanpuknaa tpudnar, Mesunat i To3unaTt, K onucaHo Ha cxemi 11. IMCTpaTUBHI
YMOBU ofep>kaHHA cnonyku opmynun (J), ge M' aBnsie cobolo opraHoCTaHaH, BKNIOYaloTb 06pobky
cnonykn dopmynu (K) KoMnmekcom niTio 3 TpUOYTMNONOBOM Y BiAMOBIAHOMY PO3YMHHMKY 3a
BiANOBIAHOT Temnepatypu (Hanpuknag, aus. WO 2010/038465). InOCTpaTUBHI YMOBU OAEPXKAHHSA
cnonyku cdopmynu (J), ae M' asnse coboto opraHobopoHOBY kUCnoTy abo ecTep, BKNIOYaKTh 06pobky
cnonykm copmynu (K) 3a pgonomoroto Gic(niHakonato)aubopy B NPUCYTHOCTI  BignoBigHOrO
Karanisatopa Ha OCHOBIi MepexigHOro MeTany, BiANOBIAHOrO niraHdy, BiANOBIAHOT OCHOBKU Y
BiANOBIAHOMY PO3UYMHHWKY 3a BignosigHoOT Temnepatypu (Hanpuknag, KR 2015135626). Cnonyku
dopmynn (K) i popmynu (XX) abo Bigomi B nitrepartypi, abo moxxyTb GyTu ogepxkaHi 3a AONOMOrow
BiaoMux cnocobis.

Cxema peakuii 11

R* R* R*
3 M R 3 3
Hal R H R
AN N AN
—_— -
N N N
R NZ R N~ R N7
dopmyna (K) copmyna (J) chopmyna (XX)

B iHwomy nigxodi MeTanopraHiyHa cnonyka dopmynu (J), B Akin M' ABnse cobow abo
opraHoctaHaH, abo opraHo60pOoHOBY KMCNOTY, abo ecTtep, Moxe OyTK oaepkaHa 3i cnonyku opmMynm
(N) i cnonyku cbopmynu (O), ae R3, R* Ta R® BusHaueHi ana cnonyk dopmynu (l), ik BKazaHo Ha Cxemi
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peakuii 12. MNpuknaau Takoi peakuii Bigomi B nitepartypi, Hanpuknag, Helm et al., Org. and Biomed.
Chem., 2006, 4 (23), 4278, Sauer et al., Eur. J. Org. Chem., 1998, 12, 2885 i Helm, M. D.; Moore, J.
E.; Plant, A.; Harrity, J. P. A., Angew. Chem. Int. Ed., 2005, 3889. Cnonyku popmynu (N) i cbopmynu
(O) Bigomi B niTeparypi.

Cxema peakuji 12

R
3 | 3
R* N R M R
/ N/ N AN
= + )l\ _— =
M =N N
R N” R NZ
¢popmyna (N) ¢hopmyna (O) ¢popmyna (J)

Cnonyku dopmynu (X}, ge R3, R4, R® Ta A Bu3HaueHi BuLE, MOXKYTb OyTHU ogepxkaHi 3i cnonyk
dopmynu (P) Ta dbopmynu (O) y BigNOBIAHOMY PO3YMHHMKY 32 BigNoOBIAHOT TEMNEPATYPU, AK BKA3aHO
Ha cxemi peakuii 13. Mpuknagn Takoi peakuii Bigomi B nitepatypi, Hanpuknag, Sauer et al., Eur. J.
Org. Chem., 1998, 12, 2885. Cnonyku dhopmynu (P) Bigomi B nitepatypi abo MOXyTb OyTu oaepKaHi
3a JOMNOMOrolo 34iNCHEHHS BigoMux cnocobis.

Cxema peakuii 13

R
R* A R®
A R N//N
dopmyna (P) dopmyna (O) dopmyna (X)

Y popatkoBoMy nigaxoai crnonyka copmynu (X), ae R®, R* R® ta A Bu3HaudeHi Ana cnonyk
dopmynu (1), moxke 6yTn ogepxkaHa 3i cnonyk popmynu (C) i rigpasuHy y BignoBigHOMY PO3YMHHUKY
3a BiAMOBIAHOT TEMMNEpPATYPM, SIK BKA3aHO Ha cxeMi peakuii 14. Takox He0BOB'A3KOBO AaHa peakuis
MOxke OyTu 3dilMCHEeHa B MPUCYTHOCTI KUCMOTKU, HAanNpuknaa BOAHOIO PO34YMHY CipyaHoi kucnotu abo
BOAHOMO PoO34MHY XMOPUCTOBOAHEBOT KACMOTWU. AHanOoriyHi peakuii BigoMi B nitepaTypi (Hanpuknag,
DE 102005029094 i Chen, B.; Bohnert, T.; Zhou, X.; Dedon, P. C. Chem. Res. Toxicol., 2004, 14086).
Cnonyku chopmynu (C) moxxyTb OyTU oaepxKaHi, K yKa3aHo BULLE.

Cxema peakuji 14

A R* R
5 = 5 , A R®
R R rigpasuH N
—_—
e O - D s N
R—O O0—R R NZ
¢popmyna (C) hopmyna (X)

R'=H, C,-C ankin,

C,-C ankinkapboHin

Cnonyku BIiANOBIAHO A0 [AAHOrO BMHAXO0AQy MOXHA 3aCcTOCOBYBaTM Ak repdiumaHi 3acobu B
HemoaudikoBaHin dopmi, ane 3asBuyan iX pisHUMKM cnocobamy CknagarTb y KOMMO3udii i3
3aCTOCYBaHHAM AOMOMKHUX PEYOBUH ANSA CKMaAaHHSA, TakMX AK HOCII, PO3YMHHUKM Ta NOBEPXHEBO-
aKTUBHI pe4voBUHU. Ckragn MOXyTb nepebyBaTtu B pisHMX isnuHux opmax, Hanpuknag, y opmi
NOPOLUKIB, SAKi PO3NUIIOOTLCA, FeniB, 3MOYyBaHUX MOPOLLKIB, rpaHyn, Lo AUCNEPrylTbCA Yy BOAI,
TabneTok, Wo AWUCNEPTYIOTLCHA y BOAI, LWUMNYYUX Apake, KOHUEHTpaTIB, 34aTHUX A0 €MYJSIbryBaHHS,
KOHUEHTpaTiB, 34aTHUX OO0 YTBOPEHHA MIKPOEMYNbCIn, eMynbCin Tuny "Macno y Bogi", mMacnsHux
NAWHHUX CKNagie, BOAHUX AWMCNEPCIA, MacnsaHUX AWCNEPCiin, CyCnoemMynbCiin, KancynbHUX CYCREH3IN,
30aTHUX OO0 €MyNblyBaHHS rpaHyrn, PO34YMHHUX PiguH, BOAOPO3YMHHUX KOHLUEHTpaTiB (i3 Bogow abo
3MiLLYBaHMM i3 BOAOIO OPraHivyHMM PO3YMHHUKOM SIK HOCIEM), MPOCOYEHUX NOMiMEPHUX NNiBoK abo B
iHwmx ¢popmax, BigoMux, Hanpuknag, i3 Manual on Development and Use of FAO and WHO
Specifications for Pesticides, United Nations, First Edition, Second Revision (2010). Taki cknagu
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MOXHa 3acTocoByBaTu abo 6esnocepeaHbo, abo po3baBnATM nepen 3acTOCyBaHHAM. Po3BedeHHs
MOXHA 34iNCHIOBATU, HANpPUKNaa, 3a AOMNOMOrol BOAU, Piakmx AOOPUB, NOXUBHUX MIKPOENEMEHTIB,
6ionoriyHMx opraHismie, Macna abo pO34YMHHUKIB.

Cknagn MOXHa oJepxkaTu, Hanpuknag, LWhAaxoM 3MmillyBaHHSA akKTUMBHOMO iHrpegieHta 3
OONOMDKHUMW PEeYOBUHAMW ONA CKNagaHHA 3 ogepXaHHAM KOMNo3uuin y dopMi TOHKOAWCMIEPCHUX
TBEPAUX PEYOBUH, TPaHyM, PO3YMHIB, AUCNEPCIH abo eMynbCin. AKTUBHI iHTPEAIEHTU TaKOX MOXHA
cknagatu 3 iHWUMW AOMNOMIKHAMM PEYOBUHAMMU, TakKMMKU SIK TOHKOAMCNEPCHI TBEpPAi PEYOBUHM,
MiHepanbHi Macna, Macna pOCNUHHOIO abo TBAPWHHOTO MOXOMKEHHA, MoAMIKOBaHI macna
POCNMHHOTO abo TBAPUHHOIO MNOXOOXKEHHHA, OPraHiyHi PO3YMHHWKKM, BOAA, NOBEPXHEBO-AKTUBHI
pe4voBuHK abo ix koMOBiHaUji.

AKTUBHI iHIpEdIiEHTN TakoX MOXYTb MICTUTUCA B Aye ApibHUX Mikpokancynax. Mikpokancynu
MIiCTSITb aKTUBHI iHTPEAIEHTM B NOPUCTOMY HOCII. Lle 3abGe3nevye BUBINbHEHHA aKTUBHUX IHIPEAIEHTIB Y
HaBKOMULLUHE CEPedoBULLE B KOHTPOSIbOBAHUX KiNbKOCTAX (Hanpuknag, nNOBiflbHE BUBINbHEHHS).
Mikpokancynu 3assudain matotb giameTtp Big 0,1 ao 500 MikpoHiB. BOHU MICTATb aKTUBHI IHFPedieHTn y
KinbkoCTi Big npubnusaHo 25 go 95 % 3a Barow Big Barm Kancynu. AKTUBHI IHIPEdIEHTU MOXKYTb
nepebyBaTtun y hOpmMi MOHONITHOT TBEPAOT PEHOBUHU, Y POPMI APIBHMUX YaCTUHOK y TBEpAin abo piakin
aucnepcii abo y dopmi npugaTtHoro posvmMHy. MembpaHu aAnga iHkancynsauii MOXYTb MICTUTH,
Hanpuknag, NpUpoaHi abo CUHTETUYHI Kaydyku, LENIONno3y, ChiBnomnimepu ctupony Ta OyTtaaieny,
noniakpUNoHITPUN, Noniakpunar, NoniecTtepu, noniamian, MNomnicev4oBuHU, noniypetaH abo XiMmidHO
MoauMdiKOBaHi noniMepu Ta kcaHTatn Kpoxmanto abo iHwi nonimepwu, BigomMi daxiBuio B AaHin ranysi
TEXHIKA. ANbTEPHATMBHO MOXYTb OYTWM YTBOpPEHi AyXe ApiOHI Mikpokancynu, B SKMX aKTUBHUIA
iHrpegieHT MIiCTUTBCA Y (POPMI TOHKOAUCNEPCHUX YaCTUHOK Yy TBEPAiA Matpuli OCHOBHOI PEYOBUHM,
ane BnacHe MiKpoKancysnu He € iHKancynboBaHUMN.

LonomikHi pe4YoBUHM ANA CknagaHHA, AKi € npuaaTHUMKU ANg ogepXkaHHsa KOMMOo3uUin BignoBigHo
00 AaHOro BMHaxoay, BiaoMmi per se. Ak pigki HOCIT MO)xHa 3acToCOBYBaTU BOAY, TONYOM, KCMMON,
NeTpoNenHUin eTep, POCHMHHI Onil, aueToH, METUNETUNKETOH, LUMKMNOreKCaHOH, aHriapugu KWUCnoT,
aueToHITPUN, aueTodeHoH, aminauerar, 2-0yTaHoH, 6yTuneHkapboHar, xnopbeH30on, LUKMNOreKkcaH,
LMKIIOreKkcaHon, arnkinosi ecrepu OUTOBOI KACNOTWU, AiaueTOHOBMA cnupT, 1,2-gMXNopnponad,
JieTaHonamiH, n-gieTunbeH3on, AieTUNEeHrnikonb, AieTunenrnikono abietar, OyTunoBui eTep
DIETUNEHINIKOMNID, €TUNOBUMI eTep AieTUNEHNIKoMN, MeTunoBuin etep aietunedrnikonio, N, N-
auMetundopmamia, agumetuncynodokena, 1,4-giokcaH, AWNPONINEHINIKONb, METUNOBUW eTep
aunponineHrnikonto, aubeHsoar AUNPONINEHINIKOMNO, AMNPOKCUTON, ankinniponigoH, eTunauerar, 2-
eTunrekcaHon, etuneHkapbonar, 1,1,1-TpuxnoperaH, 2-reNTaHOH, anbda-niHeH, d-nNiMOHEH,
€TUNNaKTar, €TUNEHrNikonb, OGYyTUNOBUIA €Tep ETUNMEHIMIKOM, METUNOBUIA €Tep ETUNEHNIKONIo,
ramma-6yTMponakToH, rniuepuH, aueTaT rniuepuHy, Aaiauerar rniuepuHy, TpuaueTtaT T[filepuHy,
rekcagekaH, rE€KCUIIEHITIKONb, isoaminauerar, isobopHinaueTar, i300KTaH, i30¢popoH,
isonponin6eHson, isonponinmipucrar, MOJIOYHY  KWUCHOTY, naypunamiH, ME3UTUNOKCUA,
METOKCMMPONAHON, METUMI30aMifIKeTOH, METUNI30OYTUMKETOH, MeTunnaypat, MeTUIOKTaHoar,
MeTMMonear, METUNIEHXNOPUA, M-KCUSOM, H-TeKCaH, H-OKTUNaMmiH, OKTageKaHOBY KUCHOTY,
oKTUnamiHaueTaT, OneiHOBY KUCMOTY, oneinamii, o-Kcunon, deHon, NonieTUNeHrnikons, NponioHoBY
KMCNOTY, nponinnakrar, nponineHkapboHar, nNponineHrnikons, METUNOBMIA €Tep NPOMINEHrNIKONto, n-
Kcunon, Tonyon, TpueTundocdar, TPUETUNEHINIKONb, KCUNONCcynbOHOBY KUCAOTY, napadiH,
MiHEpanbHE Macno, TPUXJIOPETUNIEH, NEPXIIOPETUNEH, eTunauerar, aminaudetar, OyTtunauerar,
METUMNOBUA eTep MPONINEHrniKoNo, MEeTUNOBUIW eTep AIeTUNEHrNIKON, MeTaHon, eTadon,
isonponaHon i BUCOKOMONEKYNSPHi CNMPTU, Taki SK aminoBui cnupt, TeTpariapodypdypunosui
CMUPT, reKCaHon, OKTaHOS, ETUNEHITIKOMb, NPONINEHINIKONb, rniuepuH, N-MeTun-2-niposigoH Towo.

MNpugaTHUMKU TBEPAUMU HOCIAMW €, Hanpuknag, TanbK, Aiokcua TuTaHy, nipodpinitoBa rnuua,
JioKcua KpeMHilo, aTanynbritoBa rnuHa, Kisenoryp, BanHsK, kapboHaTt KanbLio, 6EHTOHIT, KanbLi€BUi
MOHTMOPWSIOHIT, NYLUNUHHA HAaCiHHA 6aBOBHUKY, MWEHMYHE OOPOLUHO, COeBe OOPOLUHO, nem3a,
AepeBHe 6OPOLLHO, NoApibHeHa LWKapanyna BONOCbKUX ropixie, NirHiH i nogiéHi pe4oBUHM.

Benuky KinbKiCTb MOBEPXHEBO-aKTUBHUX PEYOBWH MOXKHA YCMILLHO BUKOPUCTOBYBATU K Y TBEPAUX,
Tak i y piakMx cknagax, 30Kpema B Takux cKrnagax, ski MoxHa po3baBWTM HOCIEM nepej
3aCTOCYyBaHHAM. [1OBEPXHEBO-AKTUBHI  PEYOBMHM  MOXYTb  OyTM  @HIOHHUMU,  KATIOHHUMM,
HEIOHOTEHHUMKU ab0 MOMIMEPHUMU, Ta iIX MOXHA BUKOPUCTOBYBATU SK €MyNbratopu, 3MOYyBasbHi
3acobu abo cycneHayBanbHi 3acobu abo Ansa iHWOT MeTU. TUNOBi NOBEPXHEBO-AKTUBHI PEYOBUHM
BKMNIOYaloTb, Hanpuknag, coni ankincynbdartie, Taki fK AieTaHONamMoHilo naypuncynecpat; coni
ankinapuncynboHaTtis, Taki Kk agogeuunbeHsoncynbdOHAT KanbUilo; NPOAYKTU NPUEAHAHHSA
ankindeHony/ankineHokcuay, Taki K HOHINd)eHOny  eTokcunaT, NPOAYKTU  MPUEOHaHHS
cnupTy/ankineHokcuay, Taki 9K eTokcunaT TpuAeuusnoBoro CNUpTy; MWUNa, Taki K cTeapaT HaTpilo;
coni ankinHadTaniHcynbdoHaTiB, Taki Ak HaTpilo aunbytunHadTaniHcynbdOHAT; Aiankinosi ecrtepu
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CyNb(OCYKUMHATHUX CONEN, Taki K HaTpito An(2-eTunrekcmn)cynbOCyKUMHAT; ectepu copbiTy, Taki
K copbiTonear; YeTBEPTUHHI aMiHK, Taki KK NaypUNTPUMETUNAMOHIO XNOpuA, NONieTUNEHINIKONEBI
€CTEPU XUPHUX KUCNOT, Taki Ak cTeapart nomnieTUneHrnikono; Gnok-cnisnonimepu eTuneHokcugy Ta
nponineHokcuay ta cosli MOHO- Ta AiankindgocdartHux ecTepiB; a TakoX A0AATKOBI PEYOBUHU, LIO
onucadi, Hanpuknaa, y McCutcheon's Detergents and Emulsifiers Annual, MC Publishing Corp.,
Ridgewood New Jersey (1981).

HoaaTtkoBi OONOMDKHI PEYOBUHKU, HKI MOXHA BUKOPUCTOBYBATM B NECTUUMAHUX CKhajax,
BKIMIOYAIOTL iHriGITOpK KpucTtanisadii, moaudikatopn B'A3KOCTi, cycneHayBanbHi 3acobu, GapBHUKM,
AHTUOKCUAAHTM, CNiHIOBadi, NOrMuHadi CBiTNa, AOMNOMIXHI 3acobu Ana 3MillyBaHHA, NiHOTACHUKM,
KOMMMNEKCOYTBOPIOBanNbHi 3acobu, pedoBuHn T1a Gydepu ana HewTpanisaudii abo moaudikauii pH,
iHriGITOpM KOPO3ii, 3analuHi pPe4YoBUHWU, 3MOYYBanbHi 3acobu, nigcumnioBayvi NOrMUHAHHA, MOXWBHI
MIKpPOENEMEHTU, NNACTUAIKATOPU, KOB3HI PEYOBUHU, 3MaLlyBarnbHi 3acobu, gucneprysanbHi 3acobu,
3arycHukm, aHtudppuan, mikpodioumnan i piaki Ta Teepai Ao6puea.

Komno3auuii BignoBiAHO A0 AAHOrO0 BMHAX0Ay MOXYTb BKMYaTu AoOaBKy, WO BKMOYAE MACNO
POCMUHHOIO abo TBAPMHHOIO MOXOMKEHHS, MiHEpanbHe Macno, ankinoBi ecrepu Takux macen abo
CyMmiWi Takux macen i noxigHux macen. KinbkicTb mMacnaHoi gobaBku y koMnosuuii BignoBigHO A0
AaHoro BuHaxoay 3assuyan ctaHoBuTb Big 0,01 4o 10 % y nepepaxyHKy Ha cymiw, wo nignarae
3acTocyBaHH0. Hanpuknag, macnsHy gobaBky MOxHa BHOCMTM B pesepByap obnpuckyBada y
HeOoOXigHI KOHUEHTpaUil nicna oaepXaHHA CyMmiwi ANs po3nuneHHA. MNepeBaxkHi macnsHi godaeku
BKIMOYAOTb MiHEpanbHi macna abo onildo POCMUHHOIO MOXOAXKEHHS, HAMNPWUKNaZ pinakoBy Oito,
ONUBKOBY Onitl0 ab0 COHSILLHMKOBY Onil0, €MynbroBaHy pPOCNUHHY ONito, ankinoei ecrepu onin
POCIMHHOTO MOXOZKEHHS, Hanpuknag MeTunosi noxigHi, abo mMacno TBAPUHHOIO NOXOMKEHHS, Take
K pub'auun xup abo anosuye cano. MNepeBaxkHi MacnsiHi Ao6aBKM BKMIOYAKOTb ankinosi ectepu Cs-
Co2-KMpHUX KMCNOT, 0coBnmMBO MeTunoBi NoxigHi Ci2-Cis-KUPHUX KWUCMOT, Hanpuknag MeTWMOBi
ecTepu naypuHOBOT KUCAOTWU, NanbMITUHOBOT KUCAOTW Ta ONEiHOBOT kucnotu (Metunnaypar,
MeTunnanbMmiTaT i MeTunonear BignosigHo). Barato 3 noxigHux macen Bigomi 3 Compendium of
Herbicide Adjuvants, 10t Edition, Southern lllinois University, 2010.

FepGiumaHi komno3uuii 3azeuyan mictsatb Big 0,1 4o 99 % 3a Barow, 3okpema Big 0,1 o0 95 % 3a
Barot crionyk cdopmynu (1) i Big 1 4o 99,9 % 3a Baro AONOMDKHOT PEYOBUHU ANA CKNadaHHA, sika
nepesaxkHo Bkrtovae Big 0 oo 25 % 3a Baroto NOBEPXHEBO-AaKTUBHOT pevyoBuHW. KoMnosuuii 3a gaHum
BUHaxo4oM 3asBuyan Mictatb Big 0,1 oo 99 % 3a Baroto, 3okpema Big 0,1 4o 95 % 3a Barow cnonyk
3a gaHuM BuUHaxoaom i Big 1 Ao 99,9 % 3a Barol AONOMDKHOT PEYOBMHWM ANA CKMadaHHA, dka
nepesaxkHo BknoYae Big 0 4o 25 % 3a Baro NOBEPXHEBO-AKTUBHOT pevyoBUHU. OCKINbKU KOMeEPLiiHi
NPOAYKTU MEPEBAKHO MOXYTb OYyTM CKNageHi y BUIMSAAI KOHUEHTpAaTiB, TO KHLUEBMIA CroXuBad
3a3Buyan 6yge BUKOPUCTOBYBATU po3BaBneHi cknaau.

Hopmu 3actocyBaHHA BapilolOTLCA Y LUMPOKUX MeEXax Ta 3anexarb Bif BNacTUBOCTEW I'PYHTY,
cnocoby 3aCTOCYBaHHSA, KYNbTYPHOT POCNUHM, LLKIAHMKA, SIKUIA NiANarae KOHTPOIO, KNiMaTudHUX YMOB,
WO NEepeBaXaoTb, Ta iHWMX ()AKTOPIB, 3yMOBMEHMX CNOCOBOM 3aCTOCYBAHHS, YACcOM 3aCTOCYBAaHHS
Ta UiNbOBOK CiNbCbKOroCNOA4apcbKO KYNbTYpol. HAK 3aranbHa HacTaHoBa CHONYKUM MOXHa
3acrtocoByBaTu 3a Hopmu Big 1 Ao 2000 n/ra, sokpema Big 10 go 1000 n/ra.

MepeBakHi ckragn MOXYTb XapakTepusyBaTUca HAaCTYMHUMMU KOMNO3ULAMK (Bar. %).

KoHueHTpaTu, 34aTHi 40 eMynbryBaHHS:

aKTUBHUI iHrpeaieHT: 1-95 %, nepesaxkHo 60-90 %;

noBepxHeBo-akTuBHA peyoBuHa: 1-30 %, nepesaxHo 5-20 %;

piakuin Hocin: 1-80 %, nepeBaxHo 1-35 %.

MunonoaibHi npenapaTwu:

akTuBHUN iHrpeaieHT: 0,1-10 %, nepesaxHo 0,1-5 %;

TBEPANUN HOCI: 99,9-90 %, nepeBarkHo 99,9-99 %.

CycCneHsinHi KoHUeHTpaTu:

aKTUBHWI iHrpeaieHT: 5-75 %, nepesaxkHo 10-50 %;

Boga: 94-24 %, nepeBaxkHo 88-30 %;

noBepxHeBo-akTUBHA pevosuHa: 1-40 %, nepesaxHo 2-30 %.

3MO4yBaHi MOPOLLKHA:

aKkTuBHUN iHrpeaieHT: 0,5-90 %, nepeBaxkHo 1-80 %;

noBepxHeBO-akTuBHa pedoBuHa: 0,5-20 %, nepeBaxkHO 1-15 %;

TBEpANUN Hocii: 5-95 %, nepeBaxkHo 15-90 %.

paHynu:

akTuBHUI iHrpeaieHT: 0,1-30 %, nepesaxHo 0,1-15 %;

TBEPANUN HOCI: 99,5-70 %, nepeBaxkHO 97-85 %.

Komnosuuisa 3a gaHum BUHAxXo4OM MOXe A0AaTKOBO MICTUTWM LOHaAWMEHLle ogWH AOAaTKOBWHA

36



10

15

20

25

30

35

40

45

50

55

60

UA 125599 C2

nectuuud. Hanpuknag, cnonyku BignoBigHO A0 AAHOMO0 BMHaXOAy TakoX MOXHa 3acTOCOBYBAaTWU B
KOMOiHaUii 3 iHwmMMKu repbiumaammn abo perynatopamu POCTy POCHUH. Y MEepeBa)KHOMY BapiaHTi
3AiCHEHHST 4OAAaTKOBUM NECTULUMAOM € repbiuma Ta/abo aHTuaoT repbiuungy.

Takum 4mHOM, cnonyku copmynu (I) MOXyTb BUKOpPUCTOBYBaTUCA B koMOiHauii 3 ogaHum abo
AeKinbkoMa iHwMmKu repbiupaammn ana 3abe3nedvyeHHa pisHuMX repbiumaHnx cymiiein. KoHKpeTHi
npuKnagn Takmx cymiwen sknovarTtb (ae "I" apnsie coboto cnonyky dopmynu (1)): | + auetoxnop; | +
aundpnyopdeH (y Tomy uncni aundbnyopdeH-Hatpin); | + aknonigpeH; | + anaxnop; | + anokcuaum; | +
aMeTpuH; | + amikapbasoH; | + amigocynbdpypoH; | + amiHouuknonipaxnop; | + amiHonipania; | +
amiTpon; | + acynam; | + atpasuH; | + 6eHcynbdypoH (y TomMy 4ucni 6eHcynbdypoH-meTun); | +
6eHTasoH; | + Giumknonipon; | + 6inaHadoc; | + GipeHoke; | + Bicnipubak-HaTpin; | + GikcnosoH; | +
6pomMauun; | + 6pomokcuHin; | + 6ytaxnop; | + 6yradeHauun; | + kadpeHcTpon; | + kapdeHTpasoH (y
TOMY Yuchi kKapdheHTPa3oH-eTUM); KropaHcynam (y TOMy Ynchi knopaHcynam-meTun); | + XnopumMmypoH
(y TOMYy 4uncCni XnNopumMypoH-eTun); | + xnopotonypoH; | + unHocynbdypoH; | + xnopcynbdypoH; | +
unMHMeTunid; | + knauudoc; | + knetogum; | + knoauHadon (y Tomy yucni knoguHadpon-nponaprin); | +
knomasoH; | + knonipania; | + uuknonipadin; | + uuknonipumopart; | + yuknocynbdamMypoH; | +
yuranocgpon (y ToMy wuucni uuranocon-6yrtun); [+2,4-D (y TOMy 4uCni Cinb XxoniHy Ta 1 2-
eTunrekcunoBuin ecrep); 1+2,4-DB; | + gaimypoH; | + gecmeandam; | + gukamby (y Tomy vucni ii coni
3 antoMidiem, amiHonponinom, 6ic-amiHONPONINMETUINOM, XONIHOM, AUXMNOPNPONOM, AUTMNIKONbAMIHOM,
auMeTunamMiHoM, AUMETUNaMOoHieM, Kaniem i HaTpiem); | + guknodon-meTtun; | + guknocynam; | +
andnydeHikaH; | + gudensoksar; | + gudnycdenikad; | + gudnycdensonip; | + aumetaxnop; | +
anmeTteHamig-P; | + auksat aubpowmia; | + aiypoH; | + ecnpokap®; | + etandnypanin; | + etocdymesar;
| + peHokcanpon (y Tomy 4ucni peHokcanpon-P-etun); | + peHokcacynbdoH; | + peHKBIHOTPUOH; | +
denTpasamia; | + dnasacynedypoH; | + donopacynam; | + pnopnipaykcudien; | + cpnyasucon (y Tomy
uncni pnyasudon-P-6ytun); | + conykapbasoH (y Tomy uncni pnykapbasoH-Hatpin); | + pnydeHauert;
| + dnymeTtpaniv; | + cdnymetcynam; | + donymiokcasud; | + cdnynipcynsdypoH (y TOMY 4uchi
dnynipcynbdypoH-MeTUn-HaTpin); | + dnypokeunip (y TOoMy wuucni cpnypokcunip-mentun)y; | +
dnytiauet-mMetun; | + domecadpeH; | + dopamcynbpypoH; | + rmodocuHaT (y TOMY Yuchi WOro
aMmoHieBy cinb); | + rnichocar (y ToMy umncni WOro aiamoHiesi, isonponinamoHieBi Ta kaniesi coni); | +
ranaykcudpeH (y Tomy yucni ranaykcudpen-metun); | + ranocynbdypoH-metun; | + ranokcudon (y
TOMY uuchi ranokcudpon-metTun); | + rekcasmHoH; | + rigaHtoumnaund; | + iMaszamokc; | + imasanik; | +
imasanip; | + imasaksiH; | + imasetanip; | + iHgasugpnam; | + HogocynbpypoH (y TOMy 4uchi
nogocynbdypoH-MeTUn-HaTpin); | + iodpeHcynbdypoH; | + ioheHcynbdypoH-HaTpin; | + iokcuHin; | +
indbeHkapba3soH; | + isonpoTypon; | + i3okcaben; | + isokcacnioton; | + nakrodeH; | + naHKOTpuoH; | +
niHypoH; [+MCPA; [+MCPB; | + wmekonpon-P; | + wmedeHauet; | + mesocynbdpypoH; |
Me3ocynbdypoH-meTun; | + Me3oTpuoH; | + meTamiTpoH; | + meTtasaxnop; | + MeTio30niH; |
meTobpomypoH; | + wmetonaxmop; | + Metocynam; | + meTOkCypoH; | + meTpubysuH; |
MeTcynbdypoH; | + wmoninaT, | + Hanponamig;, | + HikocynbgypoH; | + HopdnypasoH; |
opTocynbdaMypoH; | + okcagiaprin; | + okcaagia3oH; | + okcacynbdypoH; | + okcudnyopdeH; |
napakeat auxnopug; | + neHgumetanid; | + neHokcynawm; | + ceumegucpam; | + niknopam; |
nikoniHadgpeH; | + niHokcageH; | + npetunaxnop; | + npumicynbdypoH-meTtun; | + npoaiamin; |
npomeTpuH; | + nponaxnop; | + nponaHin; | + nponakeizadion; | + npogam; | + nponipucynbdypoH, |
nponizamia; | + npocynbokapd; | + npocynbdypoH; | + nipaknoHin; | + nipacdpnydeH (y Tomy vncni
nipacpnypen-etun); | + nipacynedoton; | + nipasoniHat, | + nipasocynbypoH-etun; | +
nipubeHsokcum; | + nipuaar; | + nipudbtania; | + nipumicynbdaH, | + niputiobak-Hatpin; | +
nipokcacynbdoH; | + nipokcynam; | + kBiHknopak; | + kBiHMepak; | + kBisanodon (y Tomy 4ucni
kBizanodon-P-etun i «ksisanodon-P-tecbypun); | + pumcynbdypoH; | + cadnydeHauyun; | +
cetokeuaum; | + cumasuH; [+S-metonaxnop; | + cCynbkoTpuoH; | + cynbgeHTpasoH; | +
cynbocynbypoH; | + TebyTiypoH; | + Tedypuntpuon; | + temboTpuoH; | + Tepbytunasuu; | +
TepOyTpuH; | + TieHkapbasoH; | + TudpeHcynbdypoH; | + TiacdeHauun; | + Tonnipanar; | + TonpamMesoH;
| + Tpankokeugum; | + TpuadamoH; | + Tpuanar; | + TpuacynbypoH; | + TpubGeHypoH (y ToMy vucni
TpnbeHypoH-meTun); | + Tpuxnonip; | + Tpudnokcucynb@ypoH (y ToOMy YuUCni TPUPNOKCUCYNbYPOH-
HaTpin); | + Tpudbnygumokcasun; | + Tpudbnypanid; | + TpucpnycynbdypoH; | + TputoCcynbypoH; [+4-
rigpokcu-1-meTokeun-5-metun-3-[4-(tpudropmetTun)-2-nipuaunjimigasoniguH-2-oH;  1+4-rigpokcun-1,5-
anmetun-3-[4-(tpucptopMeTun)-2-nipuaun]imigasonianH-2-od;  |+5-etokcu-4-rigpokcun-1-meTun-3-[4-
(TpudbTopmeTun)-2-nipuaunlimigasoniguH-2-oH; [+4-rinpokcu-1-meTun-3-[4-(TpudpTopmeTun)-2-
nipuaun)imigasonianH-2-oH; [+4-rinpokcu-1,5-aumeTun-3-[1-metun-5-(tpudpTopMeTun)nipason-3-
injimigasonignH-2-oH; I + (4R)1-(5-TpeT-O6yTUniszokcason-3-in)-4-eTokCu-5-rigpokcu-3-
METUNIMIAa30nNignH-2-0H; [+3-[2-(3,4-aumeTokcudeHin)-6-meTun-3-okconipuaasnH-4-
kapboHin]biyukno[3.2.1]JokTaH-2,4-4ioH; [+2-[2-(3,4-aumeTokcudeHin)-6-meTun-3-okconipuaasuH-4-
kapboHin]-5-meTunuuknorekcad-1,3-gioH; 1+2-[2-(3,4-gumeTokcudeHin)-6-meTnn-3-okconipngasnH-4-

+ o+ + 4+ 4+ + o+
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kapOoHin]uuknorekcan-1,3-aioH; [+2-[2-(3,4-aumeTokcudeHin)-6-meTun-3-okconipuaasuH-4-
kapOoHin]-5,5-aumeTunuuknorekcad-1,3-aioH; [+6-[2-(3,4-aumeTokcudeHrin)-6-metun-3-
okconipugasuH-4-kapborin]-2,2,4,4-teTpame TUNUUKNOrekcaH-1,3,5-TpPUOH; [+2-[2-(3,4-
AUMETOKCUMEHIN)-6-MeTun-3-okconipuaasun-4-kapboHin]-5-etunuuknorekcan-1,3-giox;  1+2-[2-(3,4-
aAnmeTokcudperin)-6-metTun-3-okconipuaasnH-4-kapboHin]-4,4,6,6-TeTpaMmeTunumMknorekcan-1,3-giok;
[+2-[6-yuknonponin-2-(3,4-auMeTokcueHin)-3-okconipnaasnH-4-kapOoHin]-5-metTunumknorekcad-1,3-
JioH; [+3-[6-umknonponin-2-(3,4-guMeTokcndeHin)-3-okconipnaasuH-4-kapboHin]biumkno[3.2.1]JokTan-
2,4-nioH; [+2-[6-ymknonponin-2-(3,4-gumeTokcuderin)-3-okconipngasmH-4-kapoonin]-5,5-
auMetunuuknorekcaH-1,3-aioH; [+6-[6-yuknonponin-2-(3,4-aumeTokcudeHin)-3-okconipnaasnH-4-
kapboHin]-2,2,4,4-TeTpamMeTUNUUKNOrekcaH-1,3,5-TpUoH; [+2-[6-yuknonponin-2-(3,4-
AUMETOKCUpeHin)-3-okconipnaasuH-4-kapOoHinjuuknorekcan-1,3-gioH; 1+4-[2-(3,4-gumeTokcndeHin)-
6-meTun-3-okconipuaasuH-4-kapboHinj-2,2,6,6-teTpameTunteTpariaponipan-3,5-aioH i [+4-[6-
yuknonponin-2-(3,4-gumeTokcndeHin)-3-okconipnaasnH-4-kapboHin]-2,2,6,6-
TeTpaMeTunTeTparigponipaH-3,5-aioH.

KomMnoHeHTu, 3MmiwyBaHi 3i cnonykoto chopmynu (I), MOXyTb Takoxk nepebyBaTtu y dhopmi ecrepis
abo conen, Ak 3asHavyeHo, Hanpuknag, y The Pesticide Manual, Fourteenth Edition, British Crop
Protection Council, 2006.

Cnonyky dopmynu (I) TakoX MOXHa 3acToCOBYBaTM B CyMillax 3 [HWWMW arpoxiMivHUMK
3acobamy, TakuMu sk QyHriuman, Hemartoumam abo iHCeKTMUMAW, NpuKnagnm sKkMx HaBeaeHi B The
Pesticide Manual.

CnieBigHOWEHHA B cyMiwi cnonykn copmynu (1) i 3MiLlyBaHOro KOMMOHEHTA MEpPEeBaXKHO
ctaHoBuTb Biag 1: 100 go 1000:1.

CyMilWi nepeBakHO MOXHa 3acTOCOBYBAaTW Y BKasaHUX Buwe cknagax (Y UbOMY Bunagky
"aKTUBHWUW iHrpeaieHT" CcTocyeTbCcA BigNoOBIAHOT cymiwi cnonykn dopmynu (1) 3i 3miwyBaHuUMm
KOMMOHEHTOM).

Cnonykn copmynu (I) 3a gaHuM BMHaxogoM MOXYTb TakoxX 6ytu o6'egHaHi 3 aHTMgoTamu
repbiungis. MepeaxkHi kombiHauii (ae "I" aende cobow cnonyky dopmynu (1)) BknwovawTb: | +
GeHokcakop, | + KnokBiHTOCET (y TOMY YMUCHi KNMOKBIHTOCET-mMeKkcun); | + uunpocynbchamig; | +
auxnopwmia; | + doenxnopason (y Tomy uncni penxnopason-etun); | + doenknopum; | + donykcodeHim;
I+ pypunason | + isokcagudpeH (y Tomy uucni isokcagudpen-etun); | + medpennip (y Tomy yucni
MedeHnip-agieTun); I + MeTKaMidbeH; [+N-(2-meToKkcubeH3oin)-4-
[(meTnnamiHokapBoHin)aMiHo]6eH3oncynbdoHamia Ta | + okcabeTpuHin.

30Kkpema, nepeBaxkHMMK € cymiwli cnonyku cpopmynu (1) i3 umnpocynehamigom, isokcagudeHom (y
TOMY YUCHi i30KCaANGEH-ETUNOM), KIMOKBIHTOCETOM (Y TOMY YUCHi KNOKBIHTOCET-MEKCMIOM) Ta/abo N-
(2-meTokcubeHnsoin)-4-[(MeTunamiHokapboHin)amiHo]beH3oncynbgoHamigom.

AHTMaoTn ana cnonyku cdopmynu (I) Takoxk MoxyTb nepedysatu y dopmi ectepiB abo conen, sk
3a3HadeHo, Hanpuknag, y The Pesticide Manual, 14t Edition (BCPC), 2006. MocunaHHa Ha
KNOKBIHTOCET-MEKCUIT TaKOXX CTOCYETbCA WOro CONi 3 niTiem, HaTpieM, Kamniem, Kanbuiem, MarHiem,
antoMiHiem, 3amni3om, aMOHIEM, YETBEPTUHHUM aMOHIEM, Cynb(oHiem abo octOHIEM, SIK PO3KPUTO Y
WO 02/34048, a nocunaHHsa Ha peHXNopason-eTUN TakoX CTOCYETLCA (PeHXNopa3sony TOLLO.

MNepeBakHO CNiBBiAHOLWEHHSA Yy cyMiwi cnonyku dhopmynu (1) Ta aHTUAOTY cTaHoBMTL Big 100:1 oo
1:10, 3okpema Big 20:1 oo 1:1.

CyMilWi nepeBa>kHO MOXHa 3aCTOCOBYBATU y BKasaHMX Bulle ckrnagax (y ubOMy BMMaaKy Bupas
"aKTUBHWW iHrpeaieHT" CTOCYETbCA BiANOBIAHOT cymMiwi cnonyku chopmynu (I) 3 aHTUAOTOM).

Cnonyku copmynu (I) 3a gaHum BMHAXOAOM € npuaatHUmMuU Ak repBiupaun. OTXe, y AaHomy
BUHAaXodi A00AaTKOBO nepeabadeHnit cnoci® KOHTponio Heba)KaHUMX pPOCNMH, SIKUA  BKMOYae
3aCTOCYBaHHS LLOAO BKa3aHUX POCNMH abo MiCUSA 3pOCTaHHA, B AKOMY BOHU MICTATLCA, €DEKTUBHOT
KiNbKOCTi CNONyKM 3a AaHUM BUHaxoAom abo repOiuuaHoi kKoMnosuuii, sika MiICTUTb yKasaHy CMOnyKy.
"KoHTponb" 03Ha4Yae 3HULEHHS, 3MEHLUEHHS ab0 BMOBINbHEHHSA POCTY ab0 3anobiraHHs NPOPOCTaHHIO
abo 3MEHLIEHHs1 MPOpOCTaHHA. 3asBu4yai pPOoCnMHAMK, WO NiANsaralnTb KOHTPOMo, € HebaxaHi
pocnuHu (Byp'sHu). "Micue 3poCTaHHS" 03Ha4Yae TEPUTOPID, Ha SAKi poCnuMHM 3pocTalTb abo ByayTb
3pocrarm.

Hopmu 3actocyBaHHsa cnonyk dhopMynu (I) MOXKYTb BapitoBaTW B LUMPOKUX MeXKax i 3anexaTb Bif
BNAaCTUBOCTEN I'PYHTY, cnocoby 3acTOCyBaHHA (4OCXOA0BOrO; MiCNACX0A0BOr0; 3aCTOCYBaHHA LLOAO
OOpPO3HM ANA HACiHHA, 3acTOCyBaHHA Yy pasi 6e30pHOi 06poObKM TOLUO), KyNbTYPHOT POCIUHM,
Oyp'aHy(byp'aHiB), wo nianarae(nianAraloTb) KOHTPOMO, MEPEBAKHUX KMNIMATUYHUX YMOB Ta iHLUMX
dakTopiB, WO BM3HA4YalOTbCA CNOcobOOM 3aCTOCYBaHHS, YacoOM 3aCTOCYBaHHS Ta LiNbOBOM
CiNbCbKOrocnoaapcbko KynbTypoto. Cnonykun dopmynu  (I) BignoBigHO A0 [AaHOro BUHaxoay
3a3Bu4ain 3acTocoByloTb 3a HopMu Big 10 go 2000 r/ra, 3okpema Big 50 go 1000 r/ra.

3acTocyBaHHA 3a3BuYan 34IMCHIOTbL 3a AOMOMOroK PO3NUIOBAHHA KOMMNO3WUUiT 3a3Buyain 3a
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JOMOMOTOK BCTAHOBIIEHOrO Ha TpakTopi obnpuckyBaya Ans BENWKMX MAOL, ane TakoX MOXHa
3aCTOCOBYBATU M iHWI crnocobu, Taki sk obnunioBaHHa (AN MNOPOLLKIB), KpannuHHMIA nonue abo
3POLLEHHS.

KOPUCHI pOCAMHK, LWOA0 SKMX MOXHa 3acTOCOBYBATU KOMMO3WLUID 3a JaHMM BUHAXOAOM,
BKMNIOYAIOTb CiNbCbKOrocnogapchki KynbTypu, Taki AK 3epHOBi, Hanpuknag SA4YMiHb | nuweHuus,
GaBOBHMWK, OMIAHWMIA piNakK, COHALWIHMK, MaiC, pUC, COA, LYKPOBUA Oypsik, LyKpoBa TPOCTMHaA Ta
OEepHOBUIM NOKPUB.

KynbTypHi pocnuHu MOXKYTb TaKOX BKMOYaTWU AepeBa, Taki AK Nfo40Bi AepeBa, NanbMoBi AepeBa,
KOKOCOBI nNansMu abo iHWi ropixonnigHi KynbTypu. TakoXK BKMIOYEHI BUTKI POCNUHK, Taki AK BUHOrpaa,
NNoAoBI KyLLi, N0AO0BI POCAUHW N OBOMI.

Cnig po3yMiTi, WO CinbCcbkorocnogapcbKi KynbTYpU TakoX BKMNOYAIOTb TaKi CiNbCbKOrocnoapchbki
KynbTypu, SIKUM Haganu BuTpusanocTi Ao repbiyugis abo knacis repbiungis (Hanpuknag, ALS-, GS-,
EPSPS-, PPO-, ACCasa- ta HPPD-iuribiTtopu) 3a gonomorow TpagudinHnx cnocobis cenekuii abo 3a
AONOMOIOID  reHHOT iHkeHepii. [lpuKknagom CinbCbKOrocnoaapcbkoi  KynbTypu, €Kil Haganu
BUTPMBANOCTI A0 iMigA30niHOHIB, Hanpuknajg iMasamMoKCcy, 3a [AOMOMOroK TpaguuiiHux crnocobis
cenekuii, € kanycta nonbosa (kaHona) Clearfield®. MNpuknagn cifibCbKOroCNoAapCbKkMX KYNbTYp, SKUM
Haganu BUTpUBAmNOCTi A0 repbiumnaiB 3a AONOMOrol0 CrnocobiB TEHHOT iHXKEHepIl, BKMIOYAIOTbh,
Hanpuknag, cCopTu maicy, CTiliki 4o rnidocaty Ta rmodocuHaTy, KOMEPUINHO AOCTYNHI Nig TOBapHUMHK
3Hakamn RoundupReady® i LibertyLink®.

Mig cinbCcbKorocnoaapCbkMMmM KynbTypaMy TaKOoX Cnig Po3yMiTH Ti, AKMM 3a A0MNOMOror cnocobis
reHHoT iHXeHepii Haganu CTIKKOCTI A0 WKIANMBMX KOMax, Hanpuknad, Bt-maic (cTiikuii 4o meTenuka
KYKypya3sHoro), Bt-6aBoBHMK (CTiiKun 40 OOBroHocuka 6GaBOBHAHOrO), a TakoX pisHoBuau Bt-
kapTonni (CTiiki Ao Konopaacbkoro xkyka). lNpuknagammn Bt-maicy € ribpuan maicy Bt 176 NK®
(Syngenta Seeds). TokcuH Bt siBnsie coboro 6inok, Skuii y Npupoai YTBOPIOWTb I'PYHTOBI BakTepil
Bacillus thuringiensis. MNpuknagu TokcuHIB abo TpaHCreHHMX POCNWH, 34aTHUX CUHTE3yBaTU Taki
TOKCUHM, onucaHi B EP-A-451878, EP-A-374753, WO 93/07278, WO 95/34656, WO 03/052073 Ta
EP-A-427529. MNMpuknagamyn TpaHCTEHHUX POCNUH, WO MICTATb 0AMH abo AekinbKka reHis, ski KOAYIOTb
CTIKICTb 40 KOMax, Ta eKCNpecyTb 0auH abo aekinbka TokcuHiB, € KnockOut® (Mmaic), Yield Gard®
(maic), NuCOTIN33B® (6aBoBHuK), Bollgard® (6aBoBHUK), NewlLeaf® (pisHOBMAM KapTOMni),
NatureGard® i Protexcta®. PocnuHHi KynbTypu abo ixHii HaciHHEBUW Martepian MOXyTb OyTu
CTiikuMu Ao repOiumaiB i BOAHOYAC CTIMKMMKM A0 MNOIAAHHS KOMaxamu (TpaHCreHHi o6'ektu 3
"naketoBaHuMn" reHamn). Hanpuknag, HaciHHS MOXe MaTu 34aTHICTb €KCMNPecyBaTH iHCEKTULUMAHWUNA
6inok Cry3 Ta BogHo4ac 6yTu BUTpMBanum ao rnigpocary.

Takox cnig po3ymiTU, WO CiflbCbKOrocnodapchbki KyNbTypu BKIOYAIOTbL Ti, SAKi ogep»Kadi
TpaauuinHummn crnocobamu cenekuii abo reHHoT iHxeHepii Ta MakTb Tak 3BaHi MPUBHECEHI O3HAKM
(Hanpuknag, noninweHy ctabinbHICTL Nig 4Yac 30epiraHHsA, BULLY NOXUBHY LiHHICTb Ta NOMIMNWEHUH
CcMak).

[HWi KOPWUCHI POCAMHKM BKNIOYAlOTb rasOHHY TpaBy, Hanpuknag Ha MangaHuukax Ana ronobdy,
rangBuHax, y napkax i Ha y30iuyusx gopir abo KOMepLUiiHO BUPOLLYBaHY ANS rasoHy, Ta AEeKOpPaTUBHI
POCIUHU, TaKi K KBITU aB0 yarapHuku.

Cnonykn dopmynu (I) i komno3uuii 3a gaHMM BMHaxXoAOM 3as3Bu4yan MOXKHa 3acTocoByBaTu And
KOHTPOJIO BEMNWUKOT PISHOMAHITHOCTI 0AHOAONBHUX | ABOAONbHMX BMAIB Oyp'adiB. [MNpuknagu
OOHOAOMbHUX BUAIB, AKi 3a3Bu4ad MOXHA KOHTPOMOBATK, BKNoYaloTb Alopecurus myosuroides,
Avena fatua, Brachiaria plantaginea, Bromus tectorum, Cyperus esculentus, Digitaria sanguinalis,
Echinochloa crus-galli, Lolium perenne, Lolium multiflorum, Panicum miliaceum, Poa annua, Setaria
viridis, Setaria faberi Ta Sorghum bicolor. Mpuknagn ABOAONBHUX BUAIB, SIKIi MOXHA KOHTPONIOBATH,
BkntoyaloTb Abutilon theophrasti, Amaranthus retroflexus, Bidens pilosa, Chenopodium album,
Euphorbia heterophylla, Galium aparine, Ipomoea hederacea, Kochia scoparia, Polygonum
convolvulus, Sida spinosa, Sinapis arvensis, Solanum nigrum, Stellaria media, Veronica persica Ta
Xanthium strumarium.

Cnonyku/koMno3uuii 3a AaHMM BUHaxoAoMm OCOONMBO NpuaaTHi B HECENEKTUBHUX KOHTAaKTHUX
BapiaHTax 3acCToCyBaHHA i3 "CyUiNnbHOW Ai€l" Ta SK Taki TakoX MOXYTb 3acTOCOBYyBaTUCH AN
KOHTPOJIO caMocCiBy abo KynbTypHUX "POCNUH-yTiKaviB".

PisHi acnektu Ta BapiaHTM 3A4IMCHEHHA aaHOro BMHaxoay Aaani OyayTb 6inbll AOKNagHO
NpoINCTPOBaHi 3a A0MOMOrolo npuknagy. Cnig po3ymitu, WO MOXHa 34ilcHioBaTM Moaudikauiio
aeakmx nogpodbuupb 6e3 BiaxuneHHs Big 06¢cary gaHoro BuHaxoay.

MPUKINAON

HactynHi npuknagu cnyrytlotb Ang inoctpadii, ane He Anst 0OMeXXeHHS 4aHOro BUHaxoay.

Mpuknagu cknagis
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3MoYyBaHi MOPOLLKK a) b) C)
AKTUBHI iHrpeaieHTn 25 % 50 % 75 %
TirHocynbdoHaT HaTpito 5% 5% -
Naypuncynbdat HaTpio 3% - 5%
HiisobyTunHadTaniHcynedoHaTt HaTpIlo - 6 % 10 %
deHonoBui eTep NONIeTUNEHrNiKonio - 2% -
(7-8 Monb eTUNEHOKCUAY)
BucokoauncnepcHa kpeMHieBa kucnota 5% 10 % 10 %
KaoniH 62 % 27 % -

KomGiHaUio peTenbHO 3MILLYIOTb i3 AOMNOMKHUMU PEYOBUHAMM | CYyMill pETENbHO NOAPIGHIOITL Y

NPMAaTHOMY MIMHI 3 OAEPXKaHHAM 3MOYYBAHMX MOPOLLKIB, AKi MOXHa po3baBnatn BOAOK 3
OOEPXKAHHAM CYCMEH3il HeoOXiaHOT KOHLIEHTpaU,i.

5
KoHueHTpaT, 3aatHuin oo
€MYyIbryBaHHs
AKTUBHI iHrpeaieHTn 10 %
OkTundeHonosui eTep 39
NOMIETUNEHTNIKOMIO
(4-5 Mornb eTUNEHOKCUAY)
JopeuunbensoncynbdoHaT kanbLito 3%
MNonirnikoneBun eTep pPUUMHOBOI Onil 49
(35 MOMb eTUNEHOKCMAY) °
LinknorekcaHoH 30 %
CyMiLl kcunonis 50 %
[3 UbOrO KOHUEHTpaTy LWsaxom po30aBfeHHS BOAOK MOXHA oAepaTu emynbCii Oyab-aKoro
HeOOXIAHOIo PO3BEAEHHS, AKIi MOXHA 3aCTOCOBYBaTU ANS 3aXMCTY POCIINH.
MunonogibHi npenapatu a) b) C)
AKTUBHI iHrpeaieHTn 5% 6% 4%
Tanbk 95 % - -
KaoniH - 94 % -
MinepanbHun i . 96%
HanoBHIOBaY
10
loToBI 4O 3acTOCYyBaHHA nunonoAibHi npenapartu ogepXKyloTb LUNAXOM 3MillyBaHHA KOMOGiHaUT 3
HOCieM Ta NoAPIGHEHHS CyMiLlli Yy NPUAATHOMY MITUHI.
ExkcTpyaoBaHi rpaHynu
AKTUBHI iHrpeaieHTn 15 %
TirHocynbdoHaT HaTpito 2%
KapbokcumeTtunuentonosa 1%
KaoniH 82 %
15 KombBiHauito 3aMilyloTh i NoAPIBHIOTL i3 AONOMDKHUMKU PEYOBUHAMM | CYMiLL 3BONOXKYIOTb BOAOHD.
CyMill eKCTPYAYIOTh | NOTIM BUCYLLYIOTb Y NOTOLI NOBITPS.
MokpuTti 06ONOHKO rpaHynu
AKTUBHI iHrpeaieHTn 8 %
MNonieTunexrnikonb (monekynapHa 39
maca 200) °
KaoniH 89 %
ToHkonogpiGHeHYy KomOBiHaUil0 B NepeMillyBanbHOMY NPUCTPOT PIBHOMIPHO HAHOCATH HA KAOMiH,
20

3BONOXEHWUW MonieTUneHrnikonem. Takum cnocobom ogepXKyloTb HenunonoAdibHi NokpuTi 060NOHKOK
rpaHynm.

CyCneHsinH1Ii KOHUeHTpaT
AKTUBHI iHrpeaieHTn 40 %
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MponineHrnikonb 10 %
MonieTuneHrnikonesui eTep
HOHindeHony (15 MOIb 6 %
eTUNeHokecuay)

TirHocynbdoHaT HaTpito 10 %
KapbokcumeTtunuentonosa 1%
CunikoHoBe wMacno (y Burnagi 19
75 % emynbcii y Boai) °
Boga 32 %

ToHkonoApiGHEeHY KOMOBIHALIK PETENbHO 3MILLYIOTb i3 AONOMIKHUMMU PEYOBMHAMMU 3 OAEPXKAHHSIM
CYCMEHSINHOIo KOHUEHTpaTy, 3 SKOro LUMSAXOM PO3BEAEHHA BOAOK MOXHA O4epXKyBaTu CyCneHsil
Oyab-AKOro He0OXiAHOro PO3BEAEHHS.

KancynbHa cycneHsis NoBiNbHOro BUBINIbHEHHSA

3MiWyoTh 28 YacTuH KOMBIHALUIT 3 2 YaCTUHAMKU aPOMATUYHOTO PO3YMHHUKA | 7 YaCTMHAMM CyMiLLi
TonyongiidouiaHat/nonimetTunennonideHinizoyiaHar (8:1). Lo cymiw emynbrylotb y cymiwi 1,2
yacTuHu nonisiHinosoro cnupty, 0,05 yacTuHu niHoracHuka Ta 51,6 4YacTuHKM BOAU A0 OAEPXKAHHSA
YACTUHOK HeobXxiaHOro poaMipy. [0 uiel emynbeii AogalTb cymiw 2,8 YacTuHu 1,6-giaMmiHOrekcaHy B
5,3 yactnHun Bogu. Cymill NepemillyioTb 40 3aBEPLUEHHA peakuil noniMmepuaadii.

OaepxkaHy KancynbHY CyCneHsitlo cTabinidyloTb wnaxom gogaBaHHAa 0,25 yacTuHM 3arycHuka i 3
YaCTUH aucnepryeanbHOro 3acoby. Cknaa kancynbHOT cycneHsii MiCTUTb 28 % aKTUBHUX iHTPEdIEHTIB.
CepegHin giameTp Kancyn ctaHoBUTb 8-15 MiKpOHiIB.

OpepxxaHMin cknag 3acTOCOBYIOTb Y BMIMIAAI BOAHOT CyCcneHsii LWoA0 HaciHHA B NPUCTPOI,
npugaTHOMY ANS Uiel MeTH.

MNepenik CKopoyeHb

Boc = TpeT-6yTunokcukapboHin

br = wnpokni

CDCls = xnopodopm-d

CD30OD = metaHon-d

°C = rpaaycu Uenbcia

D20 = Boga-d

DCM = guxnopmeTaH

d = ayénet

dd = pybnert aybnetis

dt = gybnet Tpunnetis

DMSO = gumetuncynbdokcug

EtOAc = eTunauertar

rog. = roauHa (roanHun)

HCI = xnopuctoBoaHeBa kucnora

HPLC = BucokoedektuBHa piguHHa xpomartorpadia (onuc npucrpoto i cnocobis, sKi
3actocoByloTb Ana HPLC, HaBedeHi H1xK4e)

m = MynbTUNNET

M = MonApHiCTb

XB. = XBUJIMHM

Mly = merarepuy,

MA = MininiTp

T. M. = TOYKA NSaBNEHHSA

ppmM = 4acTuUH Ha MINbHWOH

q = KBapTeT

quin = KBiHTET

K. T. = KiMHaTHa TemnepaTtypa

S = CUHrneT

t = Tpunner

THF = teTparigpodypaH

LC/MS = piguHHa xpomaTorpadis 3 Mac-CnekTpoMeTpieto

Cnoci6 npenapaTtusHoi HPLC 3 06epHeHoio dhasoro

Cnonyky ouynyBanu 3a gonoMorolo MacocnpsaMoBaHoi npenapatusHoi HPLC i3 3acTocyBaHHAM
ES+/ES- Ha cuctemi Waters FractionLynx Autopurification, aka mictute gosatop/konektop 2767 i3
rpagieHTHUM Hacocom 2545, apoma isokpatndHumMn Hacocamm 515, SFO, doToaiogHy matpuuto 2998
(oianasoH goxuH xBunb (HM): 210-400), ELSD 2424 i mac-cnektpometp QDa. 3acrtocoByBanu
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3axucHy konoHky Waters Atlantis T3, 5 mikpoHiB 19 x 10 MM, i3 npenapaTuBHOIO KONoHKow Waters
Atlantis T3 OBD, 5 mikpoHis 30 x 100 mMm.

Cnoci6 ioHizauii:

NO3UTUBHE | HeraTUBHE ENEKTPOPO3NUIIEHHA: Hanpyra Ha KoHyci (B) 20,00,

Temnepatypa axepena (°C) 120, wBuakicTb NOTOKY rasy B KOHyci (n/rog.) 50
HianasoH mac (Oa): nosutueHuiA 100-800, HeraTusHui 115-800.
MNpenapatusHy HPLC npoBoaunu i3 3actocyBaHHAM 4acy xpomarorpadyBaHHa 11,4 XBUNWMHU

(6e3 3acToCyBaHHA pO3BEAEHHST B KOMOHL,

HaCTynHOT Tabnuui rpagieHTIB.

3 00X0A0M CENEKTOPOM KOJIOHKM) BIAMNOBIAHO A0

Yac (XBUNUHK) Po3unHHUK A (%) Po3unHHuUK B (%) LLBuakictb NOTOKY (MJ/XB.)
0,00 100 0 35
2,00 100 0 35
2,01 100 0 35
7,0 90 10 35
7,3 0 100 35
9,2 0 100 35
9,8 99 1 35
11,35 99 1 35
11,40 99 1 35

Hacoc 515, 0 mn/xB., aueTtoHiTpun (ACD)

Hacoc 515, 1 mn/xs., 90 % MeTaHony/10 % Boau (nigkavysanbHWA HACOC)
Po3unHHKk A: Boga 3 0,05 % TpudTOpOLTOBOIO KUCNOTOIO

Po3unHHuk B: aueToHiTpun 3 0,05 % TpupTOPOLTOBOIO KUCNOTOLO

Mpuknagu oaep>xaHHs

Mpuknag 1. OpepkaHHA 2-(4- I'IIpVIMI/J,l/IH -2-innipngasun-1-in-1-in)etadcynocoHaty Al

Yo

Cragia 1. Ogep>kaHHst TpubyTun(nipugasuH-4-in)ctaHany
Sn N
/I @

Oo posunHy pgiisonponinamigy nitito (1 M po3unH y TeTparigpodypaHi, 125 mn) 3a -78 °C B
aTMocdepi a30Ty nNo Kpannax gogasanu po3vnH nipuaasuny (10 r) i xnopuay Tpu-H-6ytunonosa (44,6
r) y THF (100 mn). PeakuiiHy cymiw nepemityBanu 3a -78 °C npotarom 1 roanHu. PeakuinHy cymiLu
Harpisanu Ao KiMHaTHOT TemnepaTypu Ta racunu HacUYeHWM BOAHUM PO3YMHOM XJIOPUAY aMOHilo
(100 mn) Ta ekctparysanu etunaugetatom (3x150 mn). OpraHivyHuii Wap BucyLllyBanu Hag cynbdaTom
HaTpilO, KOHUEHTpyBanM Ta ouyullyBanu 3a AOMNOMOrow xpomatorpaddii Ha AioKCWAi KPeMHilo 3
entoloBaHHAM 3a gonomorow 30 % eTunauetaTty B rekcaHax 3 ogep»KaHHAM TpubyTun(nipuaasnH-4-
imcranaHy y Burnagi 6nigo-kopuyuHeBoT pignHu.

H AMP (400 Mly, CDCls) 9,17 (t, 1H) 9,02 (dd, 1H) 7,54 (dd, 1H) 1,57-1,49 (m, 6H) 1,37-1,29
(m, 6H) 1,19-1,13 (m, 6H) 0,92-0,86 (m, 9H).

Cragia 2. OagepxaHHa 2-nipuaasnH-4-innipumiguHy

A,

Posuun  2-6pomnipuMmiguHy (2,50 1) i Tpubytun(nipnaasmu-4-in)craHany (5,80 1 vy
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TeTparigpodypaHi 25 MJT) aerasyBsanu aproHom NpPOTArom 20 XB.
TeTpakic(tpudpenindocdin)nanagin(0) (1,80 r) gogasanu A0 peakuiiHOT Cymiwi 3a KiMHATHOI
TemnepaTtypy Ta NOTiIM niggasanyM ONPOMIHEHHIO B MIKPOXBUNbOBIA nedi 3a 120 °C npoTtarom 30
XBUIWH. PeakuiiHy cymiw BunuBanu y Boay Ta ekcrtparysanu etunauetarom (100 mn). OpraHidHui
Lap KOHUEHTpyBanuM Ta ouuuwysanuM 3a AOMNOMOrow xpomatorpadii Ha agiokeuai KpemHio 3
enoBaHHaM 3a gonomorolo 80 % eTunaueTaty B rekcaHax 3 OAdepXaHHAM 2-nipugasuH-4-
innipumignHy y Burnagai 6exxeBoi TBEpAOT peUYOBUHMN.

H AMP (400 MI'u, CDCls) 10,17 (dd, 1H) 9,39 (dd, 1H) 8,92 (d, 2H) 8,43 (dd, 1H) 7,39 (t, 1H).

Cragia 3. OgepxxaHHs 2-(4-nipumignH-2-innipugasun-1-in-1-in)etaHcynedoHaty A1l

CymMmiw 2-nipunaasuH-4-innipuMiguny (0,120 ) i 2-6pomeTtaHcynbdoHaTty HaTpito (0,196 1)
nepewmiwysanu y soai (2,3 mn) 3a 100 °C npotarom 42 roguH. PeakuiiHy CyMmill KOHUEHTpyBanu ta
oumwyBanu 3a Jgonomorow npenapatueHoi HPLC 3 o0epHeHow (asoi 3 oaepkaHHAm 2-(4-
nipuMianH-2-innipnaasun-1-in-1-in)etancynsoHary y Burnsaai 6exeBoi TReEpaoi peYOBUHM.

H AMP (400 MTI'u, D20) 10,19 (d, 1H) 9,84 (d, 1H) 9,20 (dd, 1H) 8,99 (d, 2H) 7,64 (t, 1H) 5,27-
5,18 (m, 2H) 3,71-3,63 (m, 2H).

Mpuknag 2. OgepxaHHsa 4-nipyaasuH-4-innipumiguHy

Y nocyaMHy Ansi MiKpOXBMIbOBOT 0OpoOKM 3aBaHTa)kyBanu TpubyTUn(nipuaasmH-4-in)ctaHaH
(0,387 1), 4-xnopnipumiaunn (0,100 r), TeTpakic(tpuderindocdid)nanagin(0) (0,101 r), cpTopua uesito
(0,265 1), nogug wmigi (0,00665 r) Ta 1,4-piokcaH (4,37 mn) i Harpisanu go 140 °C B ymoBax
ONPOMIHEHHS MIKPOXBUNAMU NPOTArom 1 roguHu. PeakuinHy cyMmill KOHUEHTpYBanu Ta ouunilysanu 3a
AonoMorol xpomartorpadpii Ha aiokcuai KpemHilo 3 enoloBaHHAM rpagieHtoMm Big 0 go 70 %
aueToHITPUNY B AWXIOPMETaHI 3 OAepKaHHAM 4-nipuaasvuH-4-innipuMiguHy y BUrNA4i opaHXeBoi
TBEPAOT PEYOBUHMU.

H AMP (400 MI'y, CDCI3) 9,90-9,83 (m, 1H) 9,41 (dd, 2H) 8,97 (d, 1H) 8,21-8,13 (m, 1H) 7,89
(dd, 1H).

Mpuknag 3. OaepXaHHA MeTun-2-(4-nipuMignH-2-innipngasud-1-in-1-in)auetaty 6pomigy A2

GO

MeTtunbpomauetar (0,755 r) aogasanu no Kpannsx A0 PO34YMHYy 2-nipuaasuH-4-innipumiguHy
(0,505 1 B auetoHi (6,4 mn) i HarpiBanu 3a 60 °C npotarom 24 roguH. PeakuiiHy cymill
KOHLUEHTpYBanu Ta 3anuLioK po3Tupanu B NOpOLOK i3 AnWxnopMeTaHoM. OaepkaHy TBepay pevyOBUHY
dinbTpyBanu, npomMuBanu aueTOHOM | BUCylWlyBanu 3 OJepXaHHsaAM MeTun-2-(4-nipumiguH-2-
innipuaasuH-1-in-1-im)auetaty 6pomiagy y BUrnsai KOPUUHEBOT TBEPAOT PEUOBUHMN.

H AMP (400 MT'u, D20) 10,22 (d, 1H) 9,84 (d, 1H) 9,30 (dd, 1H) 9,01 (d, 2H) 7,66 (t, 1H) 5,84 (s,
2H) 3,79 (s, 3H).

Mpuknag 4. OgepxaHHs (4-I'IipVIMi/J,VIH-Z-iJ'II'IipVILI,a3VIH-1 -in-1-inymetaHcynbdoHaTty A3

\so

-0

MeTtun-2-(4-nipumignn-2-innipugasun-1-in-1-in)ayetaty 6pomia (0,420 1) nepemiwyBanm B
TpmMeTmncmnmxnopcynb(pOHaTl (4,96 1) 3a 80 °C npotarom 66 roauH. PeakuiiHy cymiw oBepexHo
racunu BOAOIO, KOHLUEHTPYBanNu Ta o4vuLyBanu 3a gonomoroto npenaparusHoi HPLC 3 oGepHeHOo
das3o 3 ogepxkaHHAM (4-nipumMiguH-2-innipuaasud-1-in-1-in)metancynsdoHaty y Burnaai énigo-
KOPUYHEBOI TBEPAOT PEUYOBUHMU.

H AMP (400 MI'y, D20) 10,26 (brs, 1H) 9,94 (brd, 1H) 9,27-9,39 (m, 1H) 8,96-9,14 (m, 2H) 7,56-
7,73 (m, 1H) 5,97 (s, 2H).

Mpuknag 5. OaepxaHHA 3-(4-nipumiguH-2-innipyuaasuH-1-in-1-imynponan-1-cynsgonaty A6
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o posunHy 2-nipuaasuH-4-innipumigndy (0,200 r) B 1,4-piokcadi (3,79 mn) gogasann 1,3-
nponaHcynbToH (0,189 r). Cymiw nepemiwysanu 3a 90 °C npotarom 44 roauH. OgepxaHy TBepay
peyvoBUHY BiahinbTpOBYBaNM Ta NPOMMBANM aLUETOHOM. TBepAY PEYOBMHY OYULLYBaNKX 32 AONOMOIOI0
npenapatueHoi HPLC 3 obepHeHo ¢asow 3 ogepxaHHaAMm 3-(4-mipumignH-2-innipwaasund-1-in-1-
inynponax-1-cynbcoHaTy.

H AMP (400 MI'u, D=0) 10,18 (d, 1H) 9,80 (d, 1H) 9,19 (dd, 1H) 9,00 (d, 2H) 7,64 (t, 1H) 5,01 (t,
2H) 2,98 (t, 2H) 2,53 (quin, 2H).

Mpuknag 6. OpepxaHHa 3-(4-nipasuH-2-innipuaasuH-1-in-1-in)nponaHoBoi  kucrotn  2,2,2-
Tpuptopauetaty A9

Cragia 1. OaepxaHHa 2-nipuaasuH-4-innipasuHy

CyMiL TpUOYTUN(NipnaasuH-4-in)craHaHy (3,87 r), 2-xnopnipasuHy (1,00 r),
TeTpakic(tpudeHindocdid)nanaagio(0) (1,03 r) Ta 1,4-giokcany (43,7 mn) Harpisanu go 140 °C B
YyMOBax OMPOMIHEHHA MIKPOXBUNIAMW npoTarom 1 roguHu. PeakuiiHy cymilwl KOHUEHTpyBanu Ta
ouMLLyBanu Ha AioKCUAi KPEeMHIilo i3 3acTocyBaHHAM rpagieHta Big 0 % Ao 50 % aueToHiTpuny B
AUXIOPMETAHI 3 oAeMKaHHAM 2-MipuaasuH-4-innipasuHy y Burnagi 6pyaHo-6inoi Teepaoi pevyoBUHMN.

H AMP (400 MTI'u, CDCls) 9,87 (dd, 1H) 9,39 (dd, 1H) 9,19 (d, 1H) 8,81-8,75 (m, 1H) 8,72 (d, 1H)
8,11 (dd, 1H).

Cragia 2. Ogep>xaHHa mMeTun-3-(4- mpasvm -2-innipuaasun-1-in-1-imynponaxoarty 6pomigy

avare

MeTun-3-6pomnponanoat (0,518 mn) gogasanu 4o posynHy 2-nipugasuH-4-innipasuny (0,250 1) B
aueToHiTpuni (15,8 mm). PeakuiiHy cymiw Harpisanu Ao 80 °C npoTsroMm 24 roaunH. PeakuinHy cymiLu
KOHUEHTpyBanu Ta 3anuuoK MNOrMMHanu y BOAi Ta nNpoMuBanu AauxnopmetraHom. BogHy dasy
KOHUEHTpyBanu 3 ofepXKaHHAM HEOYULLIEHOTO MeTun-3-(4-nipasuH-2-innipuaasuH-1-in-1-
imnponaHoaty 6pomigy (y surngagi cymiwi 1:1 3 3-(5-nipasuH-2-innipugasuH-1-in-1-in)nponaHoeoi
Kucnotu 6pomigom) y BUMMNSAAI KOPUYHEBOT CMONK, Ky 3aCTOCOBYBAnNM y HEOUULLEHOMY BUrMsidi B
noganbLUnx peakuiax.

Cragia 3. OgepxaHHsa 3-(4-nipasuH-2-innipuaasuH-1-ik-1-in)nponaHosoi  kucnotu  2,2,2-
Tpuptopauetaty A9

Heounweny cymiw metun-3-(4-nipasuH-2-innipugasun-1-in-1-in)nponanoaty 6pomigy (0,515 1) i
KOHL. xropuctosoaHesBoi kucnotu (11,1 mn) Harpisanu go 80 °C npoTarom 4 roguH. PeakuiiHy cymiLu
oxonoaxyeanu Ta sabesnedvysanu ii BigCTOOBAHHS NPOTArOM HOMi. PeakuiiiHy CyMill KOHUEHTPpYBanu
Ta oyuwysanu 3a gonomoroto npenapatuHoi HPLC 3 obepHeHow (pasow 3 ogepkaHHsaMm 3-(4-
nipasuH-2-innipuaasud-1-in-1-in)nponaHoBoi Kucnotu 2,2 2-tpudtopauetaTty y BUMnA4i KOPUYHEBOT
CMOTN.

H AMP (400 MI'y, CDs0ODj) 10,28 (d, 1H) 10,00 (d, 1H) 9,62 (d, 1H) 9,28 (dd, 1H) 8,96-8,93 (m
1H) 8,90 (d, 1H) 5,19-5,12 (t, 2H) 3,28 (t, 2H).

Mpuknag 7. OpepxaHHA 2-(4-nipuaasuH-4-innipuaasuH-1-in-1-injetaHcynbdoHaty A11
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Crapisa 1. OaepxaHHs 2,2-apumeTunnponin-2-(2-TpeT-
6yTokcukapboHinrigpasmHo)etaHcynsoHarty

O\\ //O

\K\H/H\N/\/s\o/\’<
H
0]

Boc-rigpasng (1,00 r) gogaeanu A0 posdnHy 2,2-aumetunnponineteHcynsdoHaty (1,35 1) y
mMeTaHoni (10,1 mn) i HarpiBanu go 70 °C npotarom 24 roguH. PeakuinHy cymill KOHUEHTpyBanu 3
oAepXKaHHAM 2,2-guMeTUnnponin-2-(2-tpet-0yTokcukapboHinrigpasmHo)etaHcynedoHaty y Burnagi
rycTOl >KOBTOT piguHu.

H AMP (400 MI'u, CDCls) 3,90 (s, 2H) 3,38-3,30 (m, 4H) 1,50-1,43 (s, 9H) 1,00-0,97 (s, 9H).

Cragia 2. OgepxxaHHs xnopuay [2-(2,2-aumeTunnponokcucynboHin)eTunamMiHolaMmoHito

H
LR P

NN s
e SN TN
H -
(of

Cymiw 2,2-gumeTtunnponin-2-(2-tpet-byTtokcukapboHinrigpasuHo)etadcynsdonaty (1,00 1) i 3 M
METaHOMNbHOIO PO34YMHY XNOPOBOAHI (24,2 Mn) Harpieanu Ao 70 °C npoTarom 7 rogauH. PeakuinHy
cyMmiLl KOHUEHTpyBanu 3 oAepXKaHHAM xnopuay [2-(2,2-
AUMETUNNPONOKCUCYNbAOHIN)eTUNAaMIHO]aMOHIl0 Y BUIMAAi poXeBOT CMONK, SKka TBEpAHYyNa nig yac
BiACTOIOBAHHS.

H AMP (400 MI'y, CDsOD}) 3,95 (s, 2H) 3,59-3,53 (m, 2H) 3,44-3,39 (m, 2H) 1,00 (s, 9H), 3pa3ok
MicTuB ~20 % MeTaHONy Ta 3aCTOCOBYBABCS SIK TAKUNA.

Cragisa 3. OgepxaHHs 4-(3-dypunnipuaasvHy

AN /\N
— _/
N

Oo cymiwi 4-6pomnipuaasuH-1-ito 6pomigy (2,50 r), kapboHaty Hatpito (2,2 r), AerasoBaHoro
Tonyony (17,3 mn) i auxnopuay 1,1'-6ic(ancenindocdino)dpepoueHnanagito(ll) (0,634 r) nogasanu
posunH 3-chbypundopoHoBoi kucnotu (1,00 r) B etanoni (17,3 mn). Cymiw Harpisann go 80 °C B
aTMocdepi a3oTy npoTarom 24 roguH. PeakuinHy cymiw ¢inbTpyBanu vyepes LeniT i KoHUeHTpyBanu.
3anuuok po3ginanu MK BOAOK Ta AUXIIOPMETAHOM, NOTIM eKkcTparyBanu Ao4aTKOBOK KinbKiCTIO
anxnopmeTtaHy. O6'egHaHi opraHiyHi wWwapu MNpoOMMBaNM COMbOBMM PO3YMHOM | BUCYLUyBanu 3a
gonoMoroto cynbdpaty marHito. KoHueHTpoBaHui inbTpar ouduwyBanu Ha AIOKCUMAI KPEMHio 3
ernoloBaHHAM 3a gornomoroto rpagieHta 0-100 % eTunauertaTy B i3orekcaHi 3 ojepXaHHAM 4-(3-
dypun)nipugasnHy y BUrnaai TeMHO-4epPBOHOT HANIBTBEPAOT PEYOBUHMN.

H AMP (400 MI'y, CDsOD) 9,45 (s, 1H) 9,03-9,16 (m, 1H) 8,36 (s, 1H) 7,86 (dd, 1 H) 7,71 (t, 1H)
7,04 (d, 1H).

Cragisa 4. OgepxaHHs 4-(2,5-agumeTokeun-2,5-gurigpodyypan-3-in)nipugasmHy

Cymiw 4-(3-cbypunnipugasuuy (0,025 r) i bikapboHaty Hatpito (0,14 1) y metaHoni (0,5 mn)
oxonomxysanu 8o -10 °C i no kpannax gogasanu 6pom (0,069 r). Yepes 30 XBUNUH peakUiliHy CyMiLLl

45



10

15

20

25

30

35

40

UA 125599 C2

racunu 3a [AOMOMOrow CyMiwi 1:1 Hacu4y. BOAHOro posumHy GikapGoHaTty Hatpito i 1 M BoagHoro
po3uvnHy Tiocynbdaty Hatpito (3 Mmn). BoaHuit wap ekctparysanu etunaudetratoM. OpraHiuyHuin wap
KOHLIEHTpYBanu 3 oepXaHHsaM HeounLleHoro 4-(2,5-aumeTokeun-2,5-gurinpodypaH-3-in)nipuaasvuy.

H AMP (400 MI'y, CDsOD) 9,42-9,41 (m, 1H) 9,20-9,19 (m, 1H) 7,85 (dt, 1H) 7,02-6,94 (m, 1H)
6,08-5,77 (m, 2H) 3,46 (d, 3H) 3,42 (d, 3H).

Cragia 5. OgepxaHHs 2-(4-nipugasun-4-innipuaasui-1-in-1-in)etancynsonary A11

Cymiw  4-(2,5-pumeTtokcu-2,5-aurinpodpypan-3-in)nipuagasuiy (0,500 r) i xnopuay [2-(2,2-
auMeTunnponokcucynbdoHin)eTunamiHolamonito (0,658 r) Harpisanu B 3 M BOAHOMY PO3YUHI
XnopuctoBoaHeBoi kucnotu (12 mn) 3a 60 °C npoTtarom 2 roguH. PeakuiHy CcyMill KOHUEHTpyBanu ta
oumwyBanu 3a Jgonomorow npenapatuBHoi HPLC 3 oBepHeHO (a3sol 3 ogepkaHHAMm 2-(4-
nipuaasuH-4-innipuaasud-1-in-1-in)etaHcynbdoHaTty y BUrnaai KOPUYHEBOT TBEPAOT PEHOBUHMN.

H AMP (400 MTI'u, D=0} 9,80-9,97 (m, 2H) 9,62-9,75 (m, 1H) 9,35-9,50 (m, 1H) 8,97 (dd, 1H)
8,19-8,42 (m, 1H) 5,20-5,29 (m, 2H) 3,59-3,73 (m, 2H).

Mpuknag 8. OaepxaHHA 3-(4-nipasuH-2-innipuaasuH-1-in-1-in)nponaHoBoi KUCNOTU xnopuay A29

KonoHky, 3anoBHeHy ioHOOOMiHHOIO cMmonoto (5,84 1, Discovery DSC-SCX), npomuBanu sogoto (3
06'eMn KOMOHKKM). 3-(4-TMipasuH-2-innipugasut-1-in-1-injnponaHoBoi kucnotu 2,2,2-tpudytopaverar
(0,292 r), po3suMHEHU Y MiHIManNbHIA KiNbKOCTI BOAM, 3aBaHTaXyBanu B KOMOHKY. KOMOHKY cnoyaTtky
entotoBanu Boaoto (3 06'eMn KONMOHKK), a NOTiM €NtoloBanu 3a Aonomorow 2 M XnopucToBOAHEBOT
kncnotu (3 ob'emu KonoHku). 3ibpaHi 3MUBU KOHLEHTpyBanu 3 ofdepXaHHAM 3-(4-nipasviH-2-
innipuaasunH-1-in-1-in)NponaHoBoT KUCMOTW XNOPUAY Y BUINSAAI XKOBTOI TBEPAOT PEYOBUHMU.

H AMP (400 My, D=0) 10,03 (d, 1H) 9,80 (d, 1H) 9,35 (d, 1H) 9,05 (dd, 1H) 8,87-8,82 (m, 1H)
8,76 (d, 1H) 5,08 (t, 2H) 3,22 (t, 2H).

Mpuknag 9. OaepxaHHA MeTun-3-(4-nipasuH-2-innipuaasun-1-ii-1-in)nponanoaty xnopuay A30

KonoHky, 3anoBHeHy iOHOOOMIHHOIO cmonoto (1,6 1, Discovery DSC-SCX), npoMuBann METaHONOM
(3 ob'emu konoHku). 3-(4-MipasuH-2-innipugasuH-1-in-1-in)nponaHoBoi kucnotu 2,2,2-tpudptopauerar
(0,081 1), po34yMHEHWH Yy MiHIManNbHIA KINbKOCTI METaHOMy, 3aBaHTa)KyBanu B KONOHKY. KonoHky
crnovartky enwooBanu MeTaHornom (3 o6'emMyM KONOHKM), a MOTIM €entoBanu 3a gonomorow 3 M
METAHOMNBLHOIO PO3YMHY XNOpucToBoaHeBOT kucrnotu (3 o6'emm  KomoHku). 3ibpaHi  3muBwK
KOHLIEHTpYBanu 3 ojepkaHHaMm metun-3-(4-nipasuH-2-innipyuaasuH-1-ik-1-in)nponaHoarty xnopuay y
BUrNSAAI CUHBOT CMONN.

"H AMP (400 MI'u, CDsOD) 10,30-10,26 (m, 1H) 10,04-10,00 {m, 1H) 9,66-9,64 (m, 1H) 9,33-9,30
(m, 1H) 8,97-8,93 (m, 1H) 8,91-8,88 (m, 1H) 5,25-5,14 (m, 2H) 3,71-3,68 (m, 3H) 3,35-3,27 (m, 2H).

Mpuknag 10. OpepxkaHHs i3onponin-3-(4-nipumignH-2-innipugasud-1-in-1-in)nponaHoaty 2,2,2-
Tpudptopauetaty A81

04<
N F
/ \ / \Nﬂo F ©
__/ !
—N N

WMoauna watpito (0,24 r) Ta isonponin-3-xnopnponaHoar (0,357 r) goaasanu 40 PO3UUHY 2-
nipuaasunH-4-innipuMiguuy (0,25 r) B auetoHiTpuni (6 mn) i HarpiBanu 3a 80 °C npoTdarom 25 roguH.
PeakuifiHy CyMilll KOHLIEHTPYBAamNM Ta O4YuLLYyBanu 3a gonomoroto npenapatusHoi HPLC 3 o6epHeHO
dasolo 3 ogepxaHHaMm  isonponin-3-(4-nipumiaun-2-innipuaasun-1-iM-1-in)nponaHoaty  2,2,2-

TpudpTopaueTaTty y BUrNA4i KOPUYHEBOT CMOSN.
H AMP (400 Ml'u, CDsOD) 10,29-10,43 (m, 1H) 10,02 (d, 1H) 9,36-9,49 (m, 1H) 9,04-9,18 (m,
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2H) 7,63-7,76 (m, 1H) 5,10-5,24 (m, 2H) 4,92-5,04 (m, 1H) 3,14-3,41 (m, 2H) 1,12-1,25 (m, 6H).
Mpuknag 11. OpepxkaHHA 3-(4-nipumignH-2-innipugasuH-1-in-1-in)nponaHoBoi kucnotn 6pomigy
A107
OH

Cymiw metun-3-(4-nipumignH-2-innipugasund-1-in-1-in)nponanoaty 2,2,2-tpucptopavertary (0,2 n),
KOHUEeHTpoBaHoro 6pomoBogHilo (1 Mn, 48 mac. %) i Bogn (5 mn) Harpisanu go 80 °C npotdarom 4
roauH i sabeanevyeanu i OXONOMKEHHS NPOTAromM Houi. MNMicns gogaTkoBuX 4 roaguH HarpiBaHHA 3a
80 °C peakuiiHy CyMilll KOHUEHTpyBanu Ta oOJepxaHy >OBTY CMOMy po3Tupanu B MOPOLLOK 3
AuETOHOM 3 oJepaHHAM 3-(4-nipumiguH-2-innipugasul-1-in-1-in)nponaHoBoi kucnotu 6Gpomigy y
BUrNALI KPEMOBOT TBEPAOT PEHOBUHN.

H AMP (400 Mlu, D=0) 10,16 (d, 1H) 9,86 (d, 1H) 9,21-9,15 (m, 1H) 8,99 (d, 2H) 7,64 (t, 1H)
5,11 (t, 2H) 3,24 (t, 2H).

Mpuknag 12. OpepxaHHA 1-(4- I'IIpVIMI/J,l/IH -2-innipugasun-1-in-1-in)nponax-2-cynsdoHarty A134

ok

Cragia 1. Ogep>xaHHa MeTUN-2-(2,2-AMMETUNNPONOKCMCYNbMOoHin)aueTarty
0]
o
N

S
\O \O/\K

MeTtun-2-xnopcynbdoHinauerar (0,5 r) gogasanu no kpannsix 40 OXONOMKEHOro (NboasHa 6aHs)
posuuHy 2.2-aumeTtunnponad-1-ony (0,306 r) i nipuguHy (0,284 mn) y guxnopmetadi (14,5 mn).
PeakuiiHy cyMmiw nepemillyBanu B OXONOMXKEHOMY CTaHi NpoTAroM A04aTKOBMX 2 roguH, nNoTiMm
po3ainanu 3a AONOMOrOK BOAHOMO HacW4. PO3YMHY Xnopuay amoHilo. BoaHy dasy ekcrtparyBanu
[0AaTKOBOK KiNMbKICTIO auxnopmeTtaHy (x2). O6'egHaHi opraHivyHi eKCTpakTu KOHUEHTpyBanu Ta
nponyckanu 4epes wap AiOKCMAY KPEMHil0 3  enioBaHHAM  JieTUNoBUM  eTepoM. PinbTpar
KOHLIEHTpYBanu 3 oepXaHHAM MeTUn-2-(2,2-aumMeTunnponokcucynegoHin)aueTary y Burnafi Xostofi
piauHN.

H AMP (400 MI'u, CDCls) 4,11 (s, 2H) 4,00 (s, 2H) 3,84 (s, 3H) 1,01 (s, 9H).

Cragia 2. OgepxaHHs MeTUN-2-(2,2-AMMeTUNNPonoKCMcynb@oHin)nponaHoaTy

O
N

S
\o \o/\’<

Cymiw rigpuay Hatpito (60 % y miHepanbHomy macni, 0,039 r) y TetparigpodypaHi (4,46 mn)
oxonomkyeanu (NboasHa 6ana) go 0 °C B armocdepi asoty. [o oagepkaHOro gogaBanv PO34uH
MeTun-2-(2,2-guMetunnponokcucynodoHinjauetaty (0,2 r) vy TeTtparigpodpypani (1,78 wmm) i
nepemiwysanu 3a fgaHoi Temnepatypu npotdarom 5 xsunuH. [Joaasanu noametan (0,067 mn) i
3abe3nevyBanu HarpiBaHHs peakuiiHOi CyMilli A0 KiMHATHOT Temnepatypu Ta nepemiwyBanum i
npotarom 1 roauHu. PeakuinHy cyMiw posginganu Mk 2 M XnopuCTOBOAHEBOK KUCMOTOK Ta
eTunauetatoMm. BogHum wap ekcTparyBanu Ao04aTKOBOMK KinbKicTio eTtunauertarty (x2). O6'eaHaHi
OpraHivHi eKCcTpakTn BUCyLLyBanu 3a 4ONOMOIOI0 CynbgaTy MarHito Ta KOHUEHTpyBanu 3 ogepXaHHsam
MeTun-2-(2,2-4MMeTUINPONOKCUCYNbOHINM)NPONaHoaTy y BUrnsai >KOBTOT PiAUHN.

H AMP (400 My, CDCls) 4,12-4,09 (m, 1H) 3,97 (d, 2H) 3,83 (s, 3H) 1,69 (d, 3H) 0,99 (s, 9H).

Cragia 3. OgepxaHHa 2,2-auMeTunnponin-1-rigpokcunponaH-2-cynbgoHarty
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NV
5<
HO/\( O/\K
Jo OXONOXKEHOTO (nboasHa BaHg) pPO34nHYy mMeTun-2-(2,2-

aumetunnponokcucynedoHin)nponadoaty (1 r) y amxnopmetadi (126 mn) B aTtmocdepi asoty no
Kpannsax gogaeanu rigpua aiisodytunaniomidito (1 M y guxnopmetadi, 10,5 mn) i3 nigTpumaHHAM
TemrepaTypu Ha piBHi Hwk4e Big 5 °C nig yac gogasaHHs. PeakuinHy cymiw nepemiwysanu 3a 0 °C
npotarom 1 roaguwHun. Joagasanu nponadH-2-on (12,6 mn) i peakuinHy cymiw nepemiwysanu 3a 0 °C
npotarom 1 rogMHu Ta noTim 3abesnedyBanu HarpiBaHHA A0 KiMHATHOT Temnepartypu. PeakuiiHy
cyMiw po3ginanu Mk 2 M BOAHMM pPO3YMHOM XSITOPUCTOBOAHEBOT KUCIIOTWM Ta AUXIIOPMETAHOM.
OpraHiyHy cpasy BucywyBanu 3a AONOMOrow  cynbd)aty MarHito, KOHUEHTpyBanu Ta
Xpomarorpadpysanu Ha aiokcuai KpemHito i3 3actocyBaHHAM rpagieHTa Big 0 go 100 % EtOAc B
isorekcaHi 3 ogepkaHHaM  2,2-AUMETUNNPONINn-1-rigpokcunponaH-2-cynboHaty y  BUrNagi
6e36apBHOT pPiaANHN.

H AMP (400 My, CDCls) 4,03-3,84 (m, 4H) 3,43-3,33 (m, 1H) 2,60-2,52 (m, 1H) 1,45 (d, 3H)
1,00 (s, 9H).

Cragaia 4. OagepxaHHa 1-rigpokcunponaH-2-cynbOHOBOT KUCNOTHK

NP

s
HO/\r “oH

Cymiw 2,2-aumeTtunnponin-1-rigpokcunponad-2-cynbgoHaty (0,25 r) i 6 M BOAHOrO PoO34UHY
XMOPUCTOBOAHEBOT kucnotu (9,51 mn) HarpiBanu o 95 °C npotaroMm 4 roauH. PeakuiiHy cymil
OX0NoaKyBanu Ta KOHUEHTPYBanu 3a 4ONOMOrolo cyéniMauinHoro BUCYLLYBAHHS.

H AMP (400 MI'y, D20) 3,88-3,78 (m, 1H) 3,56-3,47 (m, 1H) 2,98-2,89 (m, 1H) 1,18 (d, 3H).

Cragia 5. Ogep>xaHHs 1-(4-nipumigun-2-innipuaasun-1-in-1-in)nponax-2-cynedoHaty A134

HOo oxonomkeHoro (nboagsHa 6aHs) po3unHy 2-nipuaasuH-4-innipumiguny (0,1 1) y cyxomy
aueTtoHiTpuni (6,32 mn) gogasanu 1,1,1-tpudbtop-N-(TpudtTopmeTuncynbdoHin)MmeTaHcynboHaMig
(0,131 mMn) i peakuiiHy cyMmill nepemilyBany 3a KiMHaTHOI Temnepatypu npotaroMm 15 xsunuH. Qo
AaHoi cymiwi gogasanu TpudeHingocdin (0,332 ) i posunH 1-rigpokcmunponaH-2-cynbgoHOBOT
kucnotm (0,133 ) B audetoHitpuni (0,5 wmn) i3 noganbwuMm AoAaBaHHAM NO  Kpannsx
giisonponinasogukapbokcunarty (0,25 mn). PeakuiHy cymiw Harpianu 3a 80 °C npotsirom 170 roguH.
PeakuiiHy cymill KOHUEHTpyBanu Ta pPO3A4inanu Mk Boaol Ta aietunosum etepom. BogHui wap
KOHLIEHTpYBanu Ta ouullyBanu 3a gonomoroiw npenapatuBHoi HPLC 3 oBepHeHow pasowo 3
oaepXaHHaM 1-(4-nipumiguH-2-innipugasud-1-in-1-inynponax-2-cynsdoHaty y surnagi 6inoi teepaoi
PEYOBUHMN.

H AMP (400 MTu, D20) 10,20-10,18 (m, 1H) 9,81 (dd, 1H) 9,19 (dd, 1H) 9,00 (d, 2H) 7,65 (t, 1H)
5,10-5,07 (m, 2H) 3,84-3,74 (m, 1H) 1,39 (d, 3H).

Mpuknag 13. OgepxaHHa 3-(4-nipumiguH-2-innipugasui-1-in-1-in)dyraHosoi kucnotn 2,2,2-
Tpudgptopauetaty A40

O-O-Ch
—N —\ F

Oo cymiwi 2-nipugasuH-4-innipumignHy (0,5 1) y soai (10 mn) aoaasanu OyT-2-€HOBY KUCMNOTY
(0,816 ). Cymiw HarpiBanu 3i 3BOPOTHUM XONOAUNbHUKOM npoTarom 40 roguH. PeakuiiHy cymill
KOHUEHTpYBanu ta oAep)kaHy TBEPAY PEYOBMHY PO3TUPany B MOPOLUOK i3 TpeT-OyTMnMeTunoBum
eTepoM Ta aueToHOM. TBepay peyvYoBMHY ouvullyBanu 3a gonomMorol npenapatmsHoi HPLC 3
obepHeHo )as3o 3 ogepkaHHAM 3-(4-nipumiguH-2-innipugasut-1-in-1-in)6ytaHoBoi kucnotu 2,2,2-
TpudpTopauerary.

H AMP (400 MI'u, D20) 10,22 (d, 1H) 9,92 (d, 1H) 9,18-9,26 (m, 1H) 8,99-9,05 (m, 2H) 7,68 (1,
1H) 5,49-5,60 (m, 1H) 3,39 (dd, 1H) 3,10-3,21 (m, 1H) 1,71 (d, 3H).

Mpuknag 14. OpepxkaHHA 2-(3-meTun-4-nipumiguH-2-innipuaasun-1-in-1-injetaHcynedoHaty A88
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PosuuH giisonponinamigy nitito (1 M y TeTparigpodyypaHi, 1,7 mn) oxonomxysanu ao -78 °C. Ao
ogepaHoro goaasanu posdnH 3-xnop-6-metokcunipugasudy (0,2 r) y TetparigpodyypaHi (2 mn) i3
NiATPUMAHHAM MPU LLOMY TeMnepaTypu Ha piBHi HUxue Big -70 °C. OgepxaHy CyMill nepemillysanu
3a -78 °C npotarom 40 xsunuH. [Jo ogep:kaHoro NoBinbHO gogasanu xnopug Tpu-H-6ytunonosa (0,47
M) 3a -78 °C npoTdArom nepioay, WO cTaHOBUTE 10 XBUMWH, NOTIM MepeMilllyBaHHA NPOAOBXyBanu 3a
-78 °C npoTtaroMm 2 roguH. PeakuinHy cymiw racunu sogoto (10 mm) Ta ekcTparyesanu etunauetraTtomM
(50 wmn). BoagHum wap ekcrparyBanu Ao4aTKOBOW KinbKicTio etunauetaty (50 mn). OO6'eaHaHi
OpraHivHi Wwapu BuUcyllyBanu Hag cynbaTtom HaTpilo, KOHUEHTpyBanu ta xpomatorpadysanu Ha
aiokcuai KpemHilo i3 3actocyBaHHAM rpagieHta Big 0 go 100 % eTunadeTtaTty B i3orekcaHi 3
OAEPXKAHHAM HEOUULLEHOTO TpUBYTUN-(3-xnop-6-meTokcunipugasuH-4-in)ctaHaHy (4ac yTpuMyBaHHSA
HPLC 2,07 xB.) y cniBBigHOWEHHI 2:1 3 i3omepom, TpubyTun-(6-xnop-3-meTokcunipngasnH-4-
in)craHaHom (4ac ytpumysaHHa HPLC, 1,79 xs.).

Cragis 2. O/J,Gp)KaHHFI 3-xrop-6-MeToKCH-4-nipuMianH-2-innipugasuny

o

PosunH HeoumweHoro Tpubytun-(3-xnop-6-meTokcunipuaasud-4-imyctaHany (152 r B 1,4-
AaiokcaHi (304 mn) gerasysanu 3a 40ONOMOro0 a3oTy npotarom 20 xBUnuH. 1o ogepxaHoro gogasanu
noana migi (1,02 r), tpuc(anbensuniaeHaueton)annanagin(0) (1,65 r) i tpudpeningocdit (0,763 r) i
3HOBY JerasdyBanu npotsarom 20 xsunuH. MNicns gogaeaHHA 2-6pomMnipumignHy (6,13 1) peakuiriHy
CyMilWl HarpiBanu 3i 3BOPOTHUM XONOAWNbHWKOM npoTaroM 18 roguH. PeakuiiHy cymiw
OXONnoaXKyBanu, KOHUEHTpyBanu Ta xpomartorpadyyBanyM Ha JioKCMAi KPEMHilo i3 3acTOCyBaHHAM
rpagieHTa Big 0 oo 100 % eTunauetaty B i30rekcaHi 3 ogepXaHHAM cymiwi isomepis, 3-xrop-6-
MEeTOKCU-4-NipUMiaNH-2-innipuaasuHy T1a 6-xnop-3-meTokcu-4-nipumiguH-2-innipuaasudy, y Burnsai
OpyaHo-6inoi TBepAOT PEYOBUHU, SIKY 3aCTOCOBYBANN B HEOUMLLIEHOMY BUIMAAI HA HACTYNHIA cTagii.

Cragia 3. OgepxaHHA 6-MeTOKCU-3-MeTUn-4-nipuMiguH-2-innipugasmiy

Cr i
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[o pos3unHy HeouuweHoro 3-xnop-6-metokcu-4-nipuMiaunH-2-innipuaasudy (1,5 r) B 1,4-giokcani
(45 wmMn) B armocdepi asoTty pgoaasanum  MeTunbopoHoBy kucnoty (1,2 ) i [1,1-
Bic(andenindocdino)depoueH]anxnopnanagin(ll) (0,49 r). Cymiw gerasysanu 3a ONOMOIoK asoTy
npotarom 15 xBunuH, noTiMm Harpieanu go 100 °C. Joaasanu kapboHaT uesio (4,4 r) npotdarom 5
XBUMKMH i cyMiw Harpisanu 3a 100 °C npotarom 3 roAuH. PeakuiiHy cymill oxonogxysanu,
KOHUEHTpyBanu Ta xpomaTtorpadyyBanu Ha AIOKCUAI KPEMHIlO i3 3aCTOCyBaHHAM rpagieHTa Big 0 go
100 % eTunaueTaTy B i30rekcaHi 3 ogepxaHHaM 6-MeTOoKCU-3-MeTun-4-nipumMiguH-2-innipuaasuHy.

H AMP (400 My, CDCls) 8,91 (d, 1H) 8,82-8,99 (m, 1H) 7,52 (s, 1H) 7,37 (t, 1H) 4,17 (s, 3H)
2,88 (s, 3H).

Craaia 4. OagepxaHHAa 6-meTun-5-nipumignH-2-innipugasmH-3-ony

G

Cymiw 6-MeTOKCU-3-MeTUn-4-nipuMianH-2-innipugasmuy (0,5 r) y KOHUEHTPOBaHOMY OPOMOBOAHI
(10 mn, 48 mac. %) HarpiBanu 3a 80 °C npotdarom 16 roauH. PeakuinHy cymill oxonoxysanm,
KOHUEHTpYyBanuM Ta niggaBany as3eoTPonHin neperoHui 3 tonyonom (2 x 30 mn) 3 ogepXaHHAM
HeouuLeHoro 6-meTun-5-nipuMianH-2-innipuaasuH-3-ony, AKUiA 3aCTOCOBYBAmNW Ha HaACTynHin cragil
6€e3 40AaTKOBOrO OYMLLIEHHS.

Cragisa 5. OgepxaHHs 6-xnop-3-metTun-4-nipumiguH-2-innipuaasuHy

Cr

Cymiw 6-metun-5-nipumiaunH-2-innipuaasuH-3-ony (0,025 r) B okcuxrnopugi cgpoccopy (0,25 mn)
Harpisanu 3a 80 °C npotdarom 3 roguH. PeakuiliHy CyMill KOHUEHTpyBanu Ta 3anuuok pos3baensamm
nboasHoK BOAOK (2 MN) | HelTpanisyBanuM posynHom OikapOoHaTy Hatpito. BogHum wap
eKkcTparyBanu etunauetatom (2 x 15 mn). O6'egHaHi opraHivHi Wwapu BUCyLlyBanu Hag cynbarom
HaTpito Ta KOHLUEHTpyBanu 3 oJepXaHHAM B6-xnop-3-MeTun-4-nipuMiguH-2-innipuaasuHy, sKun
3aCTOCOBYBANMW HA HACTYNHIN cTaaii 6e3 40AaTKOBOr0 OUYULLIEHHS.

H AMP (400 My, CDCls) 8,94 (d, 2H) 8,13 (s, 1H) 7,41 (t, 1H) 3,03 (s, 3H).

Craaia 6. OaepxaHHA 3-MmeTun-4-nipuMiguH-2-innipugasuHy

@*Q“

[o posunHy 6-xnop-3-meTun-4-nipumiguH-2-innipuaasuy (0,37 r) B etadoni (15 mn) goaasanu
Tpuetunamin (0,24 ) i 10 % nanagii Ha syrinni (0,035 r). Cymiw rigporeHizysanu B atmoccepi nia
TUCKOM, WO AOPIBHIOE TUCKY B BanoHi, npotarom 1 roguHu. PeakuinHy cymill po3baBnanu eTaHoNnoMm
(10 mn) i pinbTpyBanu 4vepes UeniT, NpoMuBanM A04ATKOBOK KiNbKICTIO eTaHony (2 x 20 wn).
dinbTpaT KOHUEHTPYBanu Ta xpomarorpadyyBanu Ha AiOKCUAI KPEMHID i3 3aCTOCYyBaHHAM rpagieHTta
Bia 0 go 100 % eTunaueTaTy B i3orekcaHi 3 ogep)KaHHAM 3-MeTUN-4-nipumMiauH-2-innipugasuHy y
BUrnaai 6inoi TBepaoi peyYoBUHMN.

H AMP (400 MI'u, CDCls) 9,25 (d, 1H) 8,93 (d, 2H) 8,02 (d, 1H) 7,38 (1, 1H) 3,04 (s, 3H).

Cragia 7. OgepxaHHs 2-(3-MeTun-4-nipuMigunH-2-innipyuaasui-1-ii-1-in)etancynogoHaty A88

Cymiw 3-meTun-4-nipumiguH-2-innipuaasudy (0,125 r) i 2-6pomeTtaHcynbdoHaTty HaTtpito (0,153 1)
y Bodi (2,5 mn) HarpiBanu 3i 3BOPOTHUM XONOAWUSNbHUKOM npoTaroMm 18 roguH. PeakuiiHy cyMmiwl
KOHLIEHTpYBanu Ta ouullyBanu 3a gonomoroiw npenapatuBHoi HPLC 3 oBepHeHow pasowo 3
ofepKaHHAM 2-(3-MeTun-4-nipumiguH-2-innipuaasud-1-in-1-in)etaHcyned)oHaty A88.

H AMP (400 MTI'u, D20) 9,76 (d, 1H) 9,69-9,88 (m, 1H) 9,02 (d, 1H) 8,77 (d, 1H) 7,69 (i, 1H) 5,21
(t, 2H) 3,71 (t, 2H) 2,94 (s, 3H).

Mpuknag 15. OpepxxaHHaA 3-6pom-N-meTuncynsdoHinnponaHamMigy
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Oo po3uuHy MeTaHcynbdoHamigy (0,5 r) y Tonyoni (25,8 mn) no kpannsx gogasanu 3-
6pomnponioHinxnopug (1,77 r) 3a kimHaTHOT TemnepaTypu. PeakuinHy cymiw Harpisanm 3a 110 °C
npoTarom 4 roguH. PeakuiiHy cyMmill OX0NoaxKyBanu 3 BUKOPUCTaHHAM NbOAy Ta odep»kaHy TBepay
peyoBMHY iNnbTpyBanu Ta NPOMMBANU  XONMOAHUM TOMyonoMm 3 ogepxaHHsaMm  3-6pom-N-
MeTuncynboHinnponaHamigy y Burnsgi 6e3dapBHOT TBEPAOT PEUYOBUHMN.

H AMP (400 My, CDCls) 8,28 (br s, 1H) 3,62 (t, 2H) 3,34 (s, 3H) 2,94 (1, 2H).

Mpuknag 16. OpepxaHHs 2-rigpokcun-3-(4-nipuMiaunH-2-innipuaasui-1-in-1-in)nponax-1-
cynbhoHaty A143

G

Cymiw 2-nipuaasuH-4-innipumiguny (0,3 r), soau (6 mn) i 3-xnop-2-rigpokcunponat-1-cynsoHaTty
HaTpito (0,45 r) HarpiBanu 3i 3BOPOTHUM XONOAUNBHUKOM npoTaArom 3 AHiB. PeakuiinHy cymiwl
KOHUEHTpyBanu Ta ojAepkaHy TBEpPAY PEYOBUHY NpoOMUBanNu TpeT-OyTUNMETUNOBUM €TepoM Ta
aueToHom. TBepay pevyoBUHY OuULLYyBanM 3a gonomoroto npenapaTtueHoi HPLC 3 o6epHeHoto ha3sor
3 o epKaHHAM 2-rigpokcu-3-(4-nipumignH-2-innipuaasud-1-in-1-in)nponan-1-cynooHaty A143.

H AMP (400 MI'u, D20) 10,24 (d, 1H) 9,80 (d, 1H) 9,25 (dd, 1H) 9,04 (d, 2H) 7,68 (t, 1H) 5,21
(dd, 1H) 4,93 (dd, 1H) 4,64-4,71 (m, 1H) 3,19-3,36 (m, 2H).

Mpuknag 17. OpepxaHHa 3-(4-nipyumiguH-2-innipuaasud-1-in-1-imnponaHosoi  kucnotn 2,2,2-
Tpugptopauetaty A125

Oy o

-(4-MipumignH-2-innipuaasund-1-in-1-injnponaxdoeoi kucnotu xnopug (0,119 r) nepemiwysanu y

2,2, 2 Tpl/lq:)TOpOLI,TOBIVI KucnoTi (4 mn) 3a KiMHaTHOT TeMnepaTypu NpoTArom ABOX roAuH. PeakuinHy
CYMilL KOHLEHTpYBanu Ta niggasanu cybniMmauinHOMy BWCYLLYBAHHIO 3 OAepkaHHAM 3-(4-nipumMignH-
2-innipuga3suH-1-i-1-in)nponaHoBoi kucnotn 2,2,2-tpudtopauetaty A125 y Burnagi 6nigo->kosToi
CMOIK, SIKa TBEpAHYNa Nig Yac BiACTOIOBAHHS.

'H AMP (400 My, D=0} 10,18-10,13 (m, 1H) 9,87-9,82 (m, 1H) 9,20-9,14 (m, 1H) 8,98 (d, 2H)
7,63 (s, 1H) 5,10 (s, 2H) 3,24 (t, 2H).

Mpuknag 18. OpepkaHHA 3-meTun-3-(4-nipumMiguH-2-innipnaasun-1-in-1-in)6yTaHoBoT  KMCNOTK
2,2,2-Tpucptopaveraty A131

/N / N\l . I
CN@Nﬂ F%o'

Cymiw 2-nipugasunH-4-innipumianHy (1 ), 3,3-gumetunakpunosoi kucnotn (1,96 ), 2,2.2-
TpudptopoutoBoi kucnotn (5 mn) i Bogn (5 mn) HarpiBanu 3a 100 °C B ymoBax OMPOMIHEHHS
MiKpoxBUnaAMU npotarom 18 roguH. PeakuiinHy Cymill KOHUEHTPYBanu Ta OAEepXaHy TBepay peyOBUHY
npomuBanu Adietunosum etepom (5 x 10 mn). Teepdy PeYOBUHY ouuwlyBanu 3a AOMNOMOIOLO
npenapatueHoi HPLC 3 o6epHeHoto dhasoto 3 ogepKaHHAM 3-MeTun-3-(4-nipumMignH-2-innipngasvy-1-
in-1-in)6yraHoBoi kucnotu 2,2,2-tpucptopauerary A131.

H AMP (400 MTl'y, D=0) 10,18 (m, 1H) 9,97 (m, 1H) 9,21 {m, 1H) 8,98 (m, 2H) 7,61 (m, 1H) 3,36
(s, 2H) 1,94 (s, 6H).

Mpuknag 19. OgepxaHHa 5-MeTUncynbdOHIN-2-nipuaasnH-4-innipumiguHy

=0

(/)
|
o
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Cragia 1. OgepxaHHsa 5-xnop-2-nipuaasuH-4-innipumiguHy

Cl / N\ - N\N
<

Posuun 2,5-guxnopnipumiguny (6 r) B 1,4-giokcani (60 mn) gerasysanu 3a [AOMNOMOroK asoTy
npotarom 20 xBunuH. o oaepxaHoro pgogasanu Tpubytun(nipuaasuH-4-inycraHan (14,87 1),
TeTpakic(tpuderindocdid)nanagin(0) (4,66 r) i cymiw Harpisanu 3a 110 °C npotarom 18 roauH.
PeakuiiHy cymiw BunvMeanu y Boay Ta ekcrparysanu etunauetratom (3 x 100 mn). OpraHivHi wapu
KOHLIEHTpYyBanu ta xpomMatorpadyBanu Ha JioKCuAi KPeMHil0 3 enioloBaHHAM 3a AONOMOrol 75 %
eTunaueTaTty B rekcaHax 3 ofepKaHHAM 5-xnop-2-nipugasuH-4-innipumiguHy y BUrnsai poxxesyBaToi
TBEPAOT PEYOBUHMU.

H AMP (400 MTI'y, CDCls) 10,12 (dd, 1H) 9,38 (dd, 1H) 8,86 (s, 2H) 8,38 (dd, 1H)

Cragisa 2. OgepxaHHs 5-MeTuncynbgoHin-2-nipuaasuH-4-innipuMignny

[o posunHy 5-xnop-2-nipugasuH-4-innipumianHy (0,8 r) 8 N, N-aumetundopmamigi (8 mn)
aogasanu metaHcynbpiHat HaTpito (1 1) i cymiw Harpisanu 3a 100 °C npoTtarom 18 roguH. PeakuiiHy
CyMiLl OX0Nio4)KyBanuM A0 KiMHaTHOT TeMnepaTtypu Ta BUnuBanu B nNbogaHy soay (50 mn). OgepxaHy
TBEPAY PEYOBUHY iNbTpyBanu Ta BUCYLUYBanu 3 odepkaHHAM 5-MeTuncynbdoHin-2-nipnaasnH-4-
innipumignny y Burnaai 6inoi TBepaoi peyoBUHMN.

H AMP (400 MI'y, de-DMSO) 10,01-10,10 (m, 1H) 9,45-9,60 (m, 3H) 8,46-8,55 (m, 1H), 3,48 (s,
3H).

Mpuknag 20. OgepxaHHa N, N-gumeTun-2-nipnaasuH-4-innipumignH-5-amidy

s
SN\

Oo cymiwi 5-xnop-2-nipugasuH-4-innipumiguny (0,035 r) y aumetunamini (40 mac. % y soai, 1 mn)
y nocyauHi Ana MiKpoxBunboBoi 0bpobkn gogasanu N, N-giisonponinetunamin (0,16 wmm). Cymill
HarpianuM B ymoBax OMPOMIHEHHA MikpoxBunamu 3a 150 °C npotarom 6 roauH. PeakuiiHy cymilu
po3ainanu mik etunauetatom (30 mn) i Bogow (15 mn). BogHui wap ekcrtparysanu oaaTKOBOIO
KinbkicTio etunauetaty (30 mn). OpraHiyHi wapu Bucywysanu Hag cynbdartom HaTtpilo Ta
KOHUeHTpyBanu 3 oaepxaHusaMm N, N-aumetun-2-nipuaasuH-4-innipumiguH-5-aminy y surnsgi »Kostoil
TBEPAOT PEYOBUHMU.

H AMP (400 MI'u, CDCls) 10,05 (s, 1H) 9,24 (d, 1H) 8,30 (s, 2H) 8,25 (dd, 1H) 3,12 (s, 6H).

Mpuknag 21. OgepxaHHa 2-nipuaasuH-4-innipumMignH-5-kapGoHiTpuny

_ /=" \
= N/>_QN

Cymiw 5-xnop-2-nipuaasuH-4-innipumiguny (2 r), udiadigy uuHky (0,75 1), uuHky (0,068 r),
Tpuc(andensunigeHaueToH)aunanagio(0) (0,98 r) i avuyuknorekcun-[2-(2,4,6-
TpuizonponindeHinydeHin)docdany (0,99 r) B N, N-aumetunauetamigi (16 mn) Harpisanu 3a 120 °C
B aTMocdepi a3oTy NpoTarom 12 roguH. INicna oxonoaXKeHHs peakuiiHy CyMmill po3ainanu Mk Bogoto
Ta ertunauetatoM. OpraHidyHWMA LWap BucywlyBanu Hajg cynbdaTtoM HaTpilo, KOHUEHTpyBanu Ta
xpomarorpadyBanu Ha Jiokcuai KpemHilo 3 eniocoBaHHAM 3a gonomoroto 20-100 % eTunaueTaTy B
rekcaHax 3 OJepXKaHHAM 2-nipuaasvH-4-innipumiguH-5-kapboHiTpuny y BUrmAgi >KOBTOI TBEpAOT
PEYOBUHMN.

H AMP (400 My, CDCls) 10,19-10,20 (m, 1H) 9,50 (d, 1H) 9,19 (s, 2H) 8,47-8,49 (m, 1H).

Mpuknag 22. OgepxaHHa 5-uuknonponin-2-nipuaasnH-4-innipumiguyy

O
\ 7\ 7/

Cymiw  5-xnop-2-nipuaasuH-4-innipumigudy (0,05 ), Ttpuuyuknorekcundocdany (0,007 r),
yuknonponinbopoHosoi kucnotu (0,045 r), Tpuc(ambensunigeHauetoH)aunanaaio(0) (0,024 r) i
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docpaty kanito (0,07 r) y giokcadi (0,5 mn) Harpisanu 3a 120 °C B atmocdiepi a3oTy npoTarom 4
roguH. PeakuiliHy cyMmill KOHUEHTpYBanu Ta xpomaTorpadyysanu Ha AiOKCUAI KPEMHIIO 3 entOIOBaHHAM
3a gonomoro 60 % eTunauetaty B UUKNOreKkcaHi 3 ogepkaHHAM 5-uuknonponin-2-nipuaasuH-4-
innipuMiguHy y BUrnaA4i >koBTo1T TBEPAOT PEHOBUHN.

H AMP (400 MTl'u, CDCls) 10,00-10,21 (m, 1H) 9,27-9,40 (m, 1H) 8,54-8,67 (m, 2H) 8,35-8,46 (m
1H) 2,14-2,22 (m, 1H) 1,18-1,24 (m, 2H) 0,87-0,93 (m, 2H).

Mpuknag 23. OgepxaHHA 1-(2-nipuaasuH-4-innipumiguH-5-in)eTaHoHy

o<

Cragia 1. OgepxaHHs 5-(1-eTOKCUBIHIN)-2-nipuaasuH-4-innipuMianHy
% \>_C\\

CyMILIJ 5-xnop-2-nipugasuH-4-innipumigudy (1 ), TpubyTun(1-eTokcusiHin)ctanady (2,062 r),
anxnopuay bic(tpudenindocdin)nanagito(ll) (0,368 r) B N, N-gumeTtundopmamigi (10 mn) Harpisanu
3a 70 °C npotarom 16 roauH. Tlicrns OXONOMKEeHHA peakuiiHy Cymill posainanu Mk BOAOIO Ta
eTunauetatom. OpraHiyHUn Wap BUCyllyBanuM Haa CcynbaTtom HaTpilo, KOHUEHTpyBanu Ta
xpomarorpadyBanu Ha Jiokcuai KpemHilo 3 eniocoBaHHAM 3a gonomoroto 20-100 % eTunaueTaTy B
rekcaHax 3 ofepXaHHsM 5-(1-eTOKCUBIHIN)-2-nipuaasuH-4-innipuMiauHy y BUrnsai >KOBTOT TBepaol
PEYOBUHMN.

H AMP (400 MI'u, CDCls) 10,17 (s, 1H) 9,36-9,47 (m, 1H) 9,09 (s, 2H) 8,87 (s, 1H) 4,83-4,88 (m
1H) 4,46-4,49 (m, 1H) 3,97-4,04 (m, 2H) 1,45-1,51 (m, 3H).

Cragia 2. OgepxaHHs 1-(2-nipugasun-4-innipumiguH-5-injetaHoHy

PosunH 5-(1-eTokcusiHin)-2-nipuaasun-4-innipuMignny (0,4 r), auetoHy (4 mn) i 2 M BoaHoi
xropucrosoaHeBoi kucrotu (0,88 mn) HarpiBanu 3a 65 °C npotarom 18 roguH. lNicna oxonoaxeHHA
peakuiiHy CyMill po3ainanyM Mk BoAo Ta eTunauetatom. OpraHivyHUi Wwap npomMuBany 04aTKOBOLO
KiNbKICTIO BOAM Ta COMbOBOrM0 PO3YMHY. OpraHiyHWi Lwap BucylwlyBanu Haa cynbdaTtoMm HaTpilo,
KOHLIEHTpYBanu Ta xpomartorpadysanu Ha Aiokcuai KPEMHIIo 3 entooBaHHAM 3a gonomoroto 20-100 %
eTunaueTarty B rekcaHax 3 ogepxaHHsam 1-(2-nipuaasuH-4-innipumianH-5-in)eTaHony.

"H AMP (400 MTI'y, CDCls) 10,15 (s, 1H) 9,41 (d, 1H) 8,88 (s, 2H) 8,42-8,44 (m, 1H) 2,10 (s, 3H).

Mpuknag 24. OgepxxkaHHA N, N-gumeTtun-2-nipuaasun-4-innipumignH-5-kapbokcamioy

o) N _N\
7 N\ Y
_ N\ /
—N\ N
Crapia 1. OgepxaHHs MeTUN-2-NipuaasuH-4-innipumignH-5-kapbokeunary

e o e
IaVal

[o po3uunHy 2-nipuaasuH-4-innipuMiaunH-5-kapbonitpuny (0,52 r) y metanoni (5,2 mn) gogaeanu
po3uuH rigpokcuay kanito (0,023 r) y Boai (5,2 mn) 3a 0 °C. NMicna nepemiwyBaHHa 3a 0 °C npoTarom
90 xBUNWH peakuiiHy cymil nigkucroBanu 3a AONOMOrok ouToBoi kKucnotn ao pH 3. PeakuiiHy
CyMill KOHUEHTpyBanu Ta po3dinanu Mk BOAOK Ta eTunauetatomM. BoaHuii wap ekctparysanu
[0OaTKOBOK KinbKicTio eTunauetarty (2 x 200 mn). O6'egHaHi opraHivHi wWwapu BUCyLlyBanu Hag
cynbatoM HaTpilo Ta KOHUEHTpyBanuM 3 OJepXaHHAM MeTun-2-nipugasuH-4-innipumiguH-5-
kapbokcunaTy y BUrnaai KOpUIHEBOT TBEPAOT PEUYOBUHMN.

H AMP (400 My, CDClgs) 10,22 (s, 1H) 9,41-9,46 (m, 3H) 8,50 (dd, 1H) 4,05 (s, 3H).

Cragia 2. OgepxaHHs N, N-aumetun-2-nipugasuH-4-innipuMigui-5-kapbokcamiay

Cymiw meTun-2-nipugasui-4-innipumignn-5-kapbokcunarty (0,02 r) Ta N-meTunMeTaHamivy (2 mn)
y repMeTu3oBaHin nocyauHi Harpisanu 3a 85 °C npotarom 2 roauH. PeakuiiHy Cymill KOHUEHTpyBanu
3 ogepxaHHaMm N, N-gumeTun-2-nipuaasuH-4-innipumianH-5-kapbokcamiagy y surnagi 6inoi teepaoi
pPEYOBUHMN.

H AMP (400 Mlu, D=0) 9,82-9,88 (m, 1H) 9,28-9,32 (m, 1H) 8,98 (s, 2H) 8,42-8,44 (m, 1H) 2,98-
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3,02 (m, 6H).
Mpuknag 25. OgepxaHHa N-MeTun-2-nipuaasun-4-innipumignH-5-kapbokcamigy

e et
a2 ad

Cymiw meTun-2-nipuaasuH-4-innipumigni-5-kapbokcunaty (0,02 r) i meTunamiHy B MeTaHoni (2 M
po3unH, 0,2 M) y repMeTu3oBaHiii nocyauHi Harpisanu 3a 100 °C npotsarom 2 roguH. PeakuinHy
CYMiLL KOHLEHTPpYBanu 3 ogepkaHHamMm N-meTun-2-nipugasuH-4-innipumignH-5-kapbokcamigy y Burnsgi
KOPUYHEBOI TBEPAOT PEUYOBUHMU.

H AMP (400 Ml'u, CDsOD) 10,05-10,20 (m, 1H) 9,40-9,45 (m, 1H) 9,27-9,39 (m, 2H) 8,66 (dd,
1H) 2,99 (s, 3H).

Mpuknag 26. OgepxaHHa (2-nipuaasuH-4-innipuMiguH-4-in)metadony

—N N\
k(*QN

Cragia 1. OgepxaHHs 2-nipuaasuH-4-innipumignH-4-kapOoHiTpuny

W\

\_ 7\ VA

PosunH 2-xnopnipumiguH-4-kapboHitpuny (4,89 1) y TetparigpodypaHi (50 mn) gerasysanm
asotom npotarom 30 xsunuH. o ogepxaHoro gogasanu Tpubytun(nipugasmi-4-imycranan (12,9 r) i
TeTpakic(tpuderindocdid)nanagin(0) (4,06 r) i peakuiiHy cymiw Harpisanu 3a 110 °C npotarom 12
roguH. Tlicna OXONOMKEHHA peakuiHy CyMill po3ainanM MK BOAOK Ta eTunauetatoMm Ta
eKkcTparyBanM [A04aTKOBOK KinbKicTo eTunauetaty (2 x 200 mn). OO6G'eaHaHi opraHivHi wiapu
BUCYLLYBanu Hag cynbdarom HaTpilo, KOHLUEHTPYBanNu ta xpomMaTtorpacysanu Ha JioKCUai KPEMHIIO 3
enoloBaHHAM 3a gonomoroto 20-100 % eTunauetaty B rekcaHax 3 ojepXKaHHAM 2-nipuaasuH-4-
innipumMignH-4-kapOoHITpUNY y BUINSAAI KOPUYHEBOT TBEPAOT PEYOBUHMN.

H AMP (400 Mru, CDCls) 10,17 (dd, 1H) 9,46 (dd, 1H) 9,09-9,20 (m, 1H) 8,36-8,53 (m, 1H) 7,72
(d, 1H).

Cragia 2. Ogep>kaHHs1 MeTUN-2-nipuaasuH-4-innipumMignH-4-kapbokcunaTty

O

—N —N
\
\ )_@
N

[o posuunHy 2-nipuaasuH-4-innipumianH-4-kapboHitpuny (2,7 r) y meTtaHoni (27 mn) gogasanu
po34uH rigpokenay kanio (0,55 r) y Boai (27 mn) 3a 0 °C. lNicna nepemiwysaHHg 3a 0 °C npoTtarom 90
XBUITMH peakuinHy cymill nigkucnioBanu 3a AONOMOro ouToBoi kucnotu ao pH 3. PeakuiiHy cymi
KOHUEHTPpYBanu Ta po3AainanyM Mixk BOAOIO Ta eTunauetaTtoM. BogHui wap ekctparyBanu 4oaaTtkoBoo
KinbkicTio eTunauetary (2 x 200 mn). O6'eaHaHi opraHivyHi iapyu BUCYLLIYBANW HaA cynbdaTtoM HaTpito
Ta KOHUEHTPYBanuM 3 OAEepPXaHHAM MeTUN-2-nipuaasuH-4-innipumigun-4-kapbokcunaty y Burnaai
KOPUYHEBOI TBEPAOT PEUYOBUHMU.

H AMP (400 MI'u, CDCls) 10,24 (s, 1H) 9,44 (dd, 1H) 9,17 (d, 1H) 8,53 (dd, 1H) 8,06 (d, 1H) 4,11
(s, 3H).

Cragia 3. OagepxaHHa (2-nipugasuH-4-innipumiguH-4-in)metaHony

[o posunHy meTun-2-nipuaasuH-4-innipumianH-4-kapbokcunaty (0,05 r) y metadoni (0,5 mn) B
atMocdepi asoTy nosinbHO gogasanu Gopriapua Hatpito (0,018 1) i3 niaTpumaHHAM Temnepatypu
peakuii Ha piBHi Hwk4e Big 20 °C. Cymiw nepemiwyBanu npoTtaroM 16 roguH 3a KiMHATHOT
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TemnepaTtypu. PeakuiinHy cymiw racunu BoAotlo Ta ekctparysanu etunauetatom (3 x 30 mn). BogHui
Liap 4oaaTKoBO ekcTparyeanm 3a gonomoroto 10 % isonponaHony B xnopodopmi (100 mn). O6'eaHaHi
OpraHivHi Wwapu BuUcyllyBanu Hag cynbaTtom HaTpilo, KOHUEHTpyBanu ta xpomMatorpadysanu Ha
OioKcuai KpeMHIO 3 entotoBaHHAM 3a gonomoroto 20-100 % eTunauertaTty B rekcaHax 3 ogepXaHHam
(2-nipuaasuH-4-innipuMianH-4-in)MmeTaHony y BUrnagi XosToi TBEpA0T PEYOBUHMN.

H AMP (400 MI'u, ds-DMSO) 10,00 (s, 1H) 9,45 (d, 1H) 9,02 (d, 1H) 8,40-8,44 (m, 1H) 7,68 (d,
1H) 4,70 (d, 2H).

Mpuknag 27. OgepxxaHHa 2-meTun-1-(4-nipumiguH-2-innipuaasud-1-ik-1-imynponatn-2-cynsdoHarty
Al14

-7

Crapia 1. O/J,Gp)KaHHFI MeTun-2-(2,2-4MMeTUNNPonoKCUCYnbdOHIN)-2-MeTunnponaHoary
(0]
\\S//
o \

| O%

B atmoccpepi asoTy go rigpuay Hatpito (60 % y MmiHepanbHoMy machi, 0,392 r), 0X0noAXKeHOoro Ha
nboasHin 6ani, gogasanu TeTparigpodypaH (22,3 mn) i3 noganbWUM A04aBaAHHAM PO3UNHY METUIM-2-
(2,2-gumeTunnponokcucynbgoHimaverary (1 r) y tetparigpodypani (8,92 mn). PeakuiiHy cymiL
nepemiwysanu 3a gaHoi TemnepaTypu NpoTarom 5 XBUNUH i noTiM gogasanu nogmetad (0,694 mn).
JlbogsaHy 6aHI0 BUAANANU Ta peakuinHy CyMill nepeMillyBanu 3a KiMHaTHOT TeMnepaTypu npoTsrom 1
roanHu. PeakuiiHy CyMmill racunu BoAol0 Ta ekcTparyeanu etunauetarom (x3). O6'egHaHi opraHiyi
wapu BuUcyllyBanu Haj cynbdartoMm HaTpilo Ta KOHUEHTpyBanu 3 oJepXaHHAM MeTun-2-(2,2-
AUMETUNNPONOKCUCYNbAOHIN)-2-MeTUNNPONaHoaTty y BUrNAAi XKOBTOI PiguHu.

H AMP (400 MTI'y, CDCls) 3,95 (s, 2H) 3,82 (s, 3H) 1,71 (s, 6H) 0,98 (s, 9H).

Cragia 2. OgepxaHHA 2,2-AUMeTUNNPOoNin-1-rigpokcn-2-metTunnponaH-2-cynbgoHaTy

=0

O—UJ:O

HO ﬁ

Mopwa giisobytunamomidito (1 My auxnopmetadi, 6,62 mn) no kpannax gogasanu o
OXONOOXKEHOI0 (nboasaHa BaHs) pPO34nHYy MeTun-2-(2,2-4MMeTUNNPonoOKCUCYnboHIN)-2-
MeTunnponaHoaty (0,668 r) y auxnopmetadi (79,4 mn) B atmocdepi asoty 3 MiATPUMAHHAM
TemrepaTypu Ha piBHi Hwk4e Big 5 °C nig yac gogasaHHs. PeakuinHy cymiw nepemiwysanu 3a 0 °C
npotarom 1 roguuHu. MNponan-2-on (7,94 mn) gogaeanu A0 peakuinHOi CyMmili Ta nepemillyBaHHsA
npoaoBxyeanu 3a 0 °C npoTsiroM A04aTkoBOT roAuHWM, MOTiM 3abesnedyBanu Ti HarpiBaHHa Ao
KiMHaTHOT Temnepatypu. PeakuinHy cymiw po3daBnsinu AMXNOPMETAHOM | NPOMUBANM 3a AOMNOMOTOH0
2 M BOAHOMO poO34MHY XNOPUCTOBOAHEBOT KMCNOTU. OpraHiuHy dhasy BucyllyBanu Hag cynbaTom
HaTpIlo, KOHUEHTPYBanu Ta xpomaTorpadyBanu Ha AiOKCUAI KPEMHIIO 3 enoBaHHAM 3a AONOMOrOIo
0-100 % eTunauertaTty B rekcaHax 3 OJemKaHHAM 2,2-AUMeTUNnponin-1-rigpokcu-2-metTunnponaH-2-
cynboHaTty y Burnsagi npo3opoi 6e36apBHOT piguHu.

H AMP (400 My, CDCls) 3,94 (s, 2H) 3,80 (d, 2H) 2,53 (t, 1H) 1,46 (s, 6H) 1,00 (s, 9H).

Cragia 3. OagepxaHHsa 1-rigpokcu-2-MmeTunnponaH-2-cynbOHOBOT KUCIIOTH

0]
HO\>< /
S
// oH
o
Cymiw 2,2-gumeTtunnponin-1-rigpokcu-2-metunnpona-2-cynoscoHaty (0,393 r) i 6 M BogHoro

pPO34uHy xnopuctosoaHesoi kucnotu (14,0 mn) Harpisanu o 95 °C npotarom 4 roauH. PeakuiiHy
CyMill oxXonogxkyBanu Ta KOHUEHTpyBanu. 3anulioK MOrMuHanM B aueTOHITpuUni, BUCyllyBanu Haj

55



10

15

20

25

30

35

40

UA 125599 C2

cynbhatoM MarHito Ta KOHUEHTpyBanu 3 oaepkaHHAM 1-rigpokcu-2-meTunnponaH-2-cynboHoBOT
kucnotu y Burnsai 6e36apBHoi cMonu.

H AMP (400 MI'u, D20) 3,93-3,86 (m, 2H) 1,15-1,08 (m, 6H).

Cragia 4. OgepxaHHa 2-meTun-1-(TpucptTopmeTuncynbdoHinokcn)nponaH-2-cynbgoHarty

Cymiw 2,6-aumetunnipuauny (0,278 r) ta 1-rigpokcu-2-metTunnponaH-2-cynbqOHOBOT KUCMOTH
(0,200 r) y anxnopmeTadi (2,33 mn) oxonomxkysanu Ao 0 °C Ha nboaadin 6aHi. Mo kpannsx agogasanu
TpudtTopmeTuncynbdoHinTpudTopMeTaHcynsoHat (0,403 r) i peakuiiHy cymilw nepemiwysanu B
XONOAHOMY CTaHi npotsiroM 15 XxBunuH, notiMm 3abesnedyyBanu i HarpiBaHHsA A0 KiMHATHOI
TemnepaTtypu. PeakuiiHy cymiw racunu BoAOK Ta ekcTparyBanu aguxnopmetaHom (x3). O6'eaHaHi
OpraHivyHi ekcTpaktTu BUCyLUyBanu Hag cynbdaToOM MarHilo Ta KOHUEHTpyBanu 3 OAEpXKaHHAM 2-
MeTun-1-(TpudTopmeTUncynbQoHinokcm)nponaH-2-cynsoHaTy y BUrnsadi Kopu4HeBoi CMONu.

H AMP (400 MI'u, CDCls) 4,09 (s, 2H) 1,77 (s, 6H).

Cragia 5. OpepxaHHa 2-meTun-1-(4-nipumigun-2-innipuaasuH-1-ik-1-inynponan-2-cynsdoHarty
Al14

Cymiw 2-nippgasun-4-innipumiaundy (0,040 r), 2-meTun-1-(TpudTopMeTUNCYNbGOHINIOKCU)NpoNaH-
2-cynechoHaty (0,072 r) Tta 1,4-piokcaHy (2,0 mn) HarpiBanu go 90 °C npoTArom Houi. PeakuinHy
CyMill OXOnogxKyBanu, KOHUEHTpyBanu Ta ouuwlyBanu 3a Jonomorow npenapatusHoi HPLC 3
obepHeHow (asow 3 ogepkaHHAM  2-meTun-1-(4-nipumiguH-2-innipuaasud-1-in-1-inynponax-2-
cynboHaty A114 y Burnagi 6inoi Teepaoi peuoBUHM.

H AMP (400 MI'u, D=0) 10,17-10,12 (m, 1H) 9,75-9,71 {m, 1H) 9,15 (dd, 1H) 8,97 (d, 2H) 7,61 (t,
1H) 5,04 (s, 2H) 1,37 (s, 6H).

Mpuknag 28. OgepkaHHA €TOKCU- [2 (4-nipumigun-2-innipuaasud-1-in-1-inyetunjdgocdinaty A113

Ly s
\+_/—| F _
Co—<0 ;

F
F
Cragia 1. OgepxanHsa 1-(2- nleTOKcmq)ocq)opmneTmn) -4-nipumMignH-2-innipugasud-1-ito A124

II
—N _N\ . ||3—O £ -
Q(%@“Iﬁ [~ ©

Oo cymiwi 2-nipugasun-4-innipumignny (0,5 r) B auetonitpuni (10 mn) aogasanu 1-6GpoMm-2-
aietokcndpocdhopunetard (0,929 r). Cymiw HarpiBanu 3i 3BOPOTHAM XONOAUMBbHUKOM MpoOTArom 24
roguH. PeakuiiHy Cymill KOHUEHTpyBanu Ta 3anuwioK npomMuBany eTunauetaTtoM Ta aueTOHOM.
3anuwok ounllyBanu 3a gonomoroto npenapaTtuBHoi HPLC 3 obepHeHoo dhasoto (TpudTopouTtosa
kncnota Oyna HasBHa B EMOEHTI) 3 ogepkaHHaM 1-(2-gieTokcudocdopunetun)-4-nipumignH-2-
innipugasuni-1-ito A124,

H AMP (400 My, D=0) 10,26 (d, 1H) 9,89 (d, 1H) 9,27 (dd, 1H) 9,00-9,06 (m, 2H) 7,69 (t, 1H)
5,11-5,23 (m, 2H) 4,03-4,15 (m, 4H) 2,84 (dt, 2H) 1,21 (i, 6H).

Cragia 2. OaepaHHA eTOKCU-[2-(4-nipuMignH-2-innipuaasud-1-in-1-inyetun]cgocdinaty A113

Cymiw 1-(2-gieTokcudpocdopuneTun)-4-nipumianH-2-innipugasud-i1-iw (0,2 r) y 2 M BogHomy
PO34MHI XNOPUCTOBOAHEBOT KMCNOTU (4 MN) HarpiBanu 3a 60 °C npotdarom 4 roguH. PeakuiiiHy cymiLu
KOHLIEHTpYBanu Ta o4ullyBanu 3a Jonomorow npenapatmsHoi HPLC 3 obepHeHow dhasow
(TpudbTopoUTOBaA KACNOTA HAsiBHA B E€MIOEHTI) 3 0JepXaHHAM €TOKCU-[2-(4-nipumignH-2-innipuaasvH-
1-in-1-in)eTun]docdidaty A113.

H AMP (400 MTI'u, D20) 10,22 (d, 1H) 9,86 (d, 1H) 9,23 (dd, 1H) 9,04 (d, 2H) 7,69 (t, 1H) 5,06 (dt,
2H) 3,85 (quin, 2H) 2,44-2,53 (m, 2H) 1,13 (t, 3H).

Mpuknag 29. OgepxaHHsa 3-(4-nipugasuH-3-innipuaasun-1-ii-1-in)nponaHoBoOT KUCHOTU Xnopuay
A138
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Y nocyamHy Ang  MIKPOXBMMbOBOI  00pobkM B  aTtmMocdepi  as30Ty  3aBaHTa)KyBanu
TpubyTUN(nipugasvH-4-in)craHax (0,697 r), 3-6pomnipnaasuH (0,25 r),
TeTpakic(tpuderindocdid)nanagin(0) (0,185 r) ta 1,4-aiokcan (7,86 mn) i Harpisanu 3a 140 °C vy
MIKPOXBUNbLOBIN nedi npotarom 1 roguHu. PeakuifiHy CyMmill KOHUEHTpyBanuW Ta O4ullyBanu Ha
Jiokeuai KpemHilo i3 sactocyBaHHAM rpajieHta Big 0 % A0 50 % aueToHiTpuny B AUXIOPMETaHi 3
ofepKaHHAM 3-nipuaasuH-4-innipuaasuHy y BUrnsafi opaH>Kesoi TBepAoT PeUOBUHMU.

H AMP (400 MTI'y, CDCls) 9,94-9,89 (m, 1H) 9,42 (dd, 1H) 9,35 (dd, 1H) 8,24 (dd, 1H) 8,09 (dd,
1H) 7,79-7,72 (m, 1H).

Cragia 2. OpepxaHHs 3-(4-nipugasun-3-innipuaasun-1-ii-1-injnponaHoBoi  kucnotu 2,2.2-
TpudTopaueTtaty A182

OH o

—N
/ \ \Nﬁo F o'
_ N\ / -
N=N F

Cymiw 3-nipugasun-4-innipugasuny (0,25 r), sogn (15 mn) i 3-6pomnponaHosoi kucnotu (0,363 )
Harpisanu 3a 100 °C npoTarom 25 roauH. Cymill KOHUEHTpyBanuM Ta oyullyBanu 3a AO0MOMOroto
npenapatusHoi HPLC 3 o6GepHeHow asowo (TpudTOopoUTOBaA KUCNOTA HAasfBHA B ENOEHTI) 3
ogepaHHAM  3-(4-nipuaasuH-3-innipuaasun-1-ii-1-in)nponaHoBoi  kucnotu 2,2.2-tpudpropaverary
A182.

H AMP (400 MI'y, D20} 10,11 (d, 1H) 9,88 (d, 1H) 9,32 (dd, 1H) 9,10 (dd, 1H) 8,50 (dd, 1H) 7,99
(dd, 1H) 5,13 (t, 2H) 3,26 (t, 2H) (oauH npoToH CO2H BigcyTHIN).

Cragia 3. OpepxaHHa  3-(4-nipuaasuH-1-in-3-innipuaasmn-1-in-1-in)nponaHoBoi  KMCNoTH
anxnopugy A234

Cymiw 3-(4-nipugasuH-3-innipuaasun-1-in-1-in)nponaHoBoi kucnotun 2,2, 2-tpudyropauerarty (6,56
ry i 2 M BoAHOro pO3YMHY XMNOPUCTOBOAHEBOI kucnotu (114 mn) nepemiwysanu 3a KiMHaTHOT
TemrnepaTtypu npotaroMm 3 roAuH. CyMmill KOHUEHTpYBanu Ta 3anuLlOK MOrfuHanuM B HeBEenukin
KiNnbKOCTi BOAW Ta nigaaBanu cybnimauiniHOMy BUCYLLYBaHHIO. OaepaHy CKnonoaibHy >KoBTy TBepay
pPEeYoBUHY NepemillyBanu B aueToHi (105 mn) npotarom Hodi. TBepaun martepian 3dupanu NAXoM
dinbTpadii, npoMuBanu 4o04aTKOBOIO KiNbKICTIO aLUeToHY Ta BUCYLLYBanu Mig BakyymMoOM 3 0gepXKaHHAM
3-(4-nipnaasun-1-in-3-innipugasuH-1-in-1-in)nponaHoBoi kncnotu guxnopuay A234 y surnsai 6exesoi
TBEPAOT PEYOBUHMU.

H AMP (400 My, D20} 10,11 (d, 1H) 9,88 (d, 1H) 9,36 (br d, 1H) 9,10 (dd, 1H) 8,48-8,56 (m, 1H)
7,92-8,07 (m, 1H) 4,98-5,20 (m, 2H) 3,18-3,32 (m, 2H) (oanH npoToH CO2H BiaCyTHil)
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Cragia 4. OpepxaHHa 3-(4-nipuaasuH-3-innipuaasuH-1-ik-1-in)nponaHoBoi KUCHOTU Xnopuay
A138

Cymiw 3-(4-nipuaasun-1-in-3-innipugasun-1-in-1-in)nponaHoBoi kucnotu auxnopuay (0,541 ) i 2-
nponaHony (10 mn) Harpisanu 3a 90 °C. lNo kpannsx gogasanu Bogy A0 OAepXKaHHA MPO30poro
PO34MHY, ANdA Uboro sHagodunocek ~0,8 Mn. [Jo oaep>kaHOro AogaBanu A0AaTKOBY KiNbKiCTb rapa4voro
2-nponaHony (10 mm) i 3abe3anevyyBanu OXONOAXEHHA po3unHy. Ocaa BiadinbTpoByBanu Ta
NpoMmuBanu XonogHUM 2-NponaHonoM Ta aueToOHOM i BUCYLLYBanW Mi BakyyMmoM 3 oAepXKaHHsAM 3-(4-
nipugasuH-3-innipuaasud-1-i-1-inynponadoBoi kucnotn xnopuay A138 y surnsai 6exxesoi TBepaoi
PEYOBUHMN.

H AMP (400 MI'y, D=0) 10,11 (d, 1H) 9,87 (d, 1H) 9,32 (dd, 1H) 9,12-9,08 (m, 1H) 8,50 (dd, 1H)
7,99 (dd, 1H) 5,12 (t, 2H) 3,24 (t, 2H) (oauH npoToH CO2H BiacyTHiiA)

MPUKITAO  30. OpepxaHHa  2-(4-nipuaasuH-1-in-3-innipugasun-1-in-1-in)etaHcyned)oHarty
xnopuay A213

0
N//N+\/\ S//

/o
o

Cragia 1. OgepxaHHs 2-(4-nipugasun-3-innipuaasui-1-in-1-injetancynoonary A5

+ o
N//N\/\S/

A
o

Cymiw 3-nipugasui-4-innipugasuuy (0,41 1), HaTpieBoi coni 2-6poMeTaHCynb(POHOBOT KNCNOTK
(0,656 r) i BOAM (7,78 mn) HarpiBanu 3a 100 °C npoTarom 17 roauH. PeakuiiHy CyMilll 0Xonoaxyeanu,
inbTpyBanu Yepes LWNpuUEBUMA INbTp Ta ouyuwyBanu 3a gonomoroto npenapartusHoi HPLC 3
obepHeHow asow (TPUMTOPOLTOBA KACOTa HasdBHA B E€MIOEHTI) 3 odepkaHHAM 2-(4-nipngasnH-3-
innipuaasuH-1-ii-1-in)etaHcynboHaTty y BUrnagi XKoBToi TBEPA0T PEHOBUHMU.

"H AMP (400 My, D20) 10,15 (d, 1H) 9,87 (d, 1H) 9,33 (dd, 1H) 9,12 (dd, 1H) 8,52 (dd, 1H) 7,99
(dd, 1H) 5,32-5,19 (m, 2H) 3,73-3,65 (m, 2H)

Cragia 2. OpepxaHHa 2-(4-nipuaasvH-1-in-3-innipugasuni-1-in-1-in)eTaHcynedoHaty xnopuay
A213

PosuuH 2-(4-nipuaasuH-3-innipuaasuH-1-in-1-imjetaHcynecdponaty (0,2 n i 2 M BogHoi
XINOPUCTOBOAHEBOT KMCNOTU (5 MM) nepemillyBanu 3a KiMHaTHOI TeMMepaTypu NpPOTAroM 2 roguH.
CyMill KOHUEHTpyBanu Ta 3anuuwok MOornMHanM B HEBENWKIW KiNbKOCTIi BOAWM Ta nigaasanu
cybnimauiniHOMy  BUCYLUYBaHHIO 3 ogepxaHHaAM  2-(4-nipugasuH-1-in-3-innipuaasud-1-in-1-
imetaHcynbdoHaTy Xnopuay y BUrnsagi KpemoBoi cknonoaibHol TBEPAOT peYOBUHM.

H AMP (400 MI'u, D20) 10,13 (d, 1H) 9,86 (d, 1H) 9,35 (dd, 1H) 9,11 (dd, 1H) 8,57 (dd, 1H) 8,05
(dd, 1H) 5,27-5,21 (m, 2H) 3,71-3,64 (m, 2H) (oauH npoTtoH NH BiacyTHii)

Mpuknag 31. OgepxxaHHsa 4-nipugasnH-4-innipumignH-2-aminy
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Y nocyamHy Ang  MIKPOXBMMbOBOI  00pobkM B  aTtmMocdepi  as30Ty  3aBaHTa)KyBanu
TpubyTUN(nipugasvH-4-in)craHax (3,42 r), 4-nipnaasunH-4-innipumianH-2-amiu (0,727 r),
TeTpakic(tpudpeHindocdin)nanaain(0) (0,892 r), N, N-giisonponinetunamin (1,35 mn) ta 1,4-giokcaH
(38,6 Mn) i HarpiBanu go 140 °C y MIiKpOXBUMbLOBIA Meyi npoTaArom 1 roauHu. PeakuiiHy cymil
KOHLIEHTPYBanu Ta ouuLlyBanu Ha Jiokcuai KpemHito i3 3actocyBaHHAM rpagieHTa Bigd 0 % o 70 %
AUETOHITPUNY B AUXIOPMETAaHI 3 oAepXXaHHAM 4-nipuaasnH-4-innipumignH-2-amiHy y Burnsagi 6exxesoi
TBEPAOT PEYOBUHMU.

H AMP (400 Ml'u, de-DMSQO) 9,82 (dd, 1H) 9,41 (dd, 1H) 8,47 (d, 1H) 8,22 (dd, 1H) 7,38 (d, 1H)
6,98 (br s, 2H)

Mpuknag 32. OgepxxaHHa 2-nipugasuH-4-innipumianH-4-ony

NN

|
HO N ~

//N

Lo cymiwi 2-nipuaasnH-4-innipumignH-4-amidy (0,1 r) Ta outoBOi KUCNOTK (1 M) NO Kpannax 3a
KiMHaTHOT TemMnepaTypu gogasanu po3dnH HiTpuTy HaTpito (0,12 1) y Boai (1 mn). Cymiw HarpiBanu oo
90 °C npotarom 30 XxBUMMH. PeakuiiiHy CyMill KOHUEHTpyBanu Ta ofep)KaHy TBepAy PeYOBUHY
npoMMBanu BOAOK Ta TPET-OYTUNMETUNOBUM €TEPOM 3 OAEPXKaHHSM 2-NipuaasuH-4-innipumignH-4-
ony.

H AMP (400 MTu, ds-DMSO) 12,39-13,52 (m, 1H) 9,82-9,86 (m, 1H) 9,46 (d, 1H) 8,37 (d, 1H)
8,30 (d, 1H) 6,64 (d, 1H)

Mpuknag 33. OgepxaHHa 4-MeTUN-5-nipuMiauH-2-innipuaasuHy

B
NN |
N N
N/
Cragisa 1. OgepxaHHs 2-(5-meTtun-1,4-gurigponipuaasuH-4-in)nipumiguHy
NN
G ~
N NH
N/

B atmocdepi asoTy po3uuH 2-nipuaasvH-4-innipumiguHy (2 1) y TteTparigapodypati (20 mn)
oxonogxysanu o 0 °C i 4o ogepxaHoro gogaesanu xnopua metunmartito (3 M y Tetparigpodypadi,
8,4 mn). 3abesnevyBanu HarpiBaHHA peakuUifHOT CyMilli 40 KIMHATHOT TeMnepaTypu Ta nepemiwysanu
il npotarom 16 roaumH. PeakuiiHy cymiwl po3ginanu Mk BOAHUM PO3YMHOM XIOPMAY aMoHilo Ta
eTunauetatoMm. OpraHiyHui Wap NnpoM1MBanu CoONbOBUM PO3YMHOM (2X), BUCYLUYBanu Hag 6e3BOAHUM
cynbatoM HaTpil0 Ta KOHUEHTpPyBanuM 3  OJepXaHHsAM  HeouuweHoro  2-(5-metun-1.4-
aurigponipunaasuH-4-imnipuMiauHy, Skuin 3actocopyBanu 6e3 104aTKOBOIO OUULLIEHHS.

Cragia 2. OaepxaHHA 4-mMeTun-5-nipumignH-2-innipugasuHy

B armocdepi asory A0 posuuHy 2-(5-metun-1,2-gurigponipugasuH-4-in)nipumigudy (1 n y
anxnopMmeTtani (20 mn) pgogasanu 2,3-guxnop-5,6-auuiaHo-1,4-6eH3oxiHOH (2,61 1) i cymiw
nepemiwlysanu 3a KiMHaTHOT TemnepaTypyu NpoTArom 16 roguH. PeakuinHy CyMill KOHUEHTpYBanu Ta
ounLlyBanu Ha AioKCMAi KpeMHito i3 3actocyBaHHAM 20 % MeTaHony B AUXINOPMETaHi 9K E€nioeHTy.
OnepxaHy TBepAy PEYOBUHY pO3TUpanu B MOPOLUOK 3 eTunaueTatoMm 3 OAemKaHHAM 4-mMeTun-5-
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nipMMiguH-2-innipuaasuuy.
H AMP (400 MI'y, de-DMSQO) 9,54 (m, 1H) 9,28-9,31 (m, 1H) 9,02-9,07 (m, 2H) 7,60-7,68 (m, 1H)
2,62 (s, 3H)
Mpuknag 34. OpepxaHHAa 3-[4-(5-xnop-6-okco-1H-nipumignH-2-in)nipuaasuH-1-in-1-injnponaHoBoi
kuenotu 2,2,2-tpucptopaverary A161
o]

O
Cl
F
| NH 07
F
N SN F
|l
/N\/\”/OH
@]
Cragisa 1. OaepxaHHs eTun-3-[4-(5-xnop-4-meTokcunipumiauH-2-in)nipuaasuH-1-in-1-
injnponaxHoaty Gpomigy
\O
Cl
~ _
N Br
N7 | \lil
/N+\/\”/Ov
@]

Oo cymiwi 5-xnop-4-meTokcu-2-nipuaasuH-4-innipumiguiy (0,4 r) B auetoHitpuni (4 mn) B
atmocdpepi asoty gogasanu etun-3-6pomnponanoar (0,346 mn). Cymiw HarpiBamm 3a 60 °C
npotarom 48 TroAMH | KOHUEHTpYBanuM 3 OJepXaHHAM HeouuweHoro eTtun-3-[4-(5-xnop-4-
METOKCUMNIPUMIAUH-2-in)nipugasuH-1-in-1-injnponaHoaty  G6pomigy, sSkuA  3actocoByBanm  6es
A04aTKOBOTO OYULLEHHS.

Cragia 2. OpepxaHHa 3-[4-(5-xnop-6-okco-1H-nipumiaunn-2-inynipuaasuH-1-in-1-injnponaHoBoi
kuenotu 2,2,2-tpucptopaverary A161

Cywmiw etun-3-[4-(5-xrnop-4-meTokeunipuMiguH-2-inynipuaasun-1-in-1-injnponaxoary (0,88 ryi 2 M
BOJHOM0 PO3YMHY XMNOPUCTOBOAHEBOT KUCHOTKU (8,8 MM) nepemillysanu 3a KiMHaTHOT Temnepatypu
NpPOTAromM Hodi. CyMilwl KOHUEHTpyBanu Ta ouduwyBanu 3a gonomoroto npenapatusHoi HPLC 3
obepHeHow da3o (TpMdTOPOLUTOBA KACNOTa HasBHA B EJIOEHTI) 3 oaepkaHHAM 3-[4-(5-xnop-6-
okco-1H-nipumiguu-2-in)nipnaasnH-1-ii-1-injnponadoBoi kKuenotu 2,2,2-tpudtopauetary.

H AMP (400 My, D=0) 9,95 (s, 1H) 9,87 (d, 1H) 9,00 (dd, 1H) 8,44 (s, 1H) 5,09 (t, 2H) 3,22 (t,
2H) (oguH npotoH NH Ta oauH npotoH CO2H BiagcyTHI)

Mpuknag 35. OpepxxaHHa 2-meTun-2-(4-nipuMiguH-2-innipuaasud-1-ik-1-imynponax-1-cynedoHarty
A184

O

RKH

N

/o
O/ o)

Cragia 1. OaepxaHH4a 2,2-auMeTunnponinmetaHcynbgoHarty

0
N

/S\ O/W<

Po3unH Tpuetunamidy (8,1 mn) i 2,2-guMmetunnponad-1-ony (2,3 r y auxnopmeTadi (40 mn)
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oxonomkysanun Ao 0 °C Ha 6aHi 3 nbogom/aueToHom. [o odep)aHoro no Kpannsx gojasanu
MeTaHcynbdoHiNxnopua (2,2 M. PeakuiinHy CyMmill nepeMillyBanu B X0NOAHOMY CTaHi NPOTArom 2
roguH i npoMmMBanu BOAHWM PO3YMHOM Xnopuay amoHito. OpraHidHUI Lwap KOHUEHTpyBanu Ta
3anUWOK poO3yYnHANM B eTepi. Po3unH eTepy nponyckanu 4epes Lwap AioKCMAy KPeMHilo 3
enoBaHHAM 3a AONOMOIOK A0AAaTKOBOI KinbKOCTi eTepy. KoHUeHTpyBaHHA hinbTpaTy Ha OCHOBI
eTepy 3abesnedyBano ogepkaHHa 2,2-AUMETUNNPONINMeTaHCyNnbOHATY Yy BUIMAAi CBITNO-KOBTOT
piauHN.

H AMP (400 MI'u, CDCls) 3,90-3,85 (m, 2H) 3,01 (s, 3H) 1,00 (s, 9H)

Cragia 2. OgepxaHHA 2,2-AUMETUNNPONIN-2-rigpokcn-2-metTunnponax-1-cynbgoHaTty

o) //O
\\S\O/\’<

OH

PosunH 2,2-guMetunnponinmetaHcynobgoHaty (1,75 1) y Tetparigpodypani (22,1 wMn)
oxonomxysanu go -78 °C B atmocdepi asoty. o ogepXaHoro no kpannsx gogasanu H-OyTUNmiTin
(2,5 mone/n y rekcadi, 5,1 mn). PeakuinHy cymilu noctynoBo Harpisanu Ao -30 °C npoTsaroMm 2 roguH i
aogasanu auetoH (7,73 wMn). PeakuiiHy cymiw Harpisanu A0 KiMHaATHOI TemnepaTtypu Ta
nepemiwysanu npoTarom gogatkosux 1,5 roanHu. PeakuinHy cymiw racunu 2 M BOAHUM PO3YUHOM
XMOPUCTOBOAHEBOT KUCNOTKU Ta ekcTparyBanu etunaudetatom (x3). O8'egHaHi opraHivHi eKcTpakTu
BUCyWlyBanu cynbdatoM MarHilo, KOHUEHTpyBanu Ta oO4yullyBanu Ha Aiokcugi KpemHilo i3
3actocyBaHHaM rpagieHta Big 0 ao 100 % etunauetaty B i30rekcaHi 3 oJaepxaHHaMm 2,2-
AUMETUNNPONIN-2-rigpoKCu-2-MeTUNNponaH-1-cynboHaTy y Burnsai 6e3bapsHoi pignHu.

H AMP (400 MI'y, CDCls) 3,90 (s, 2H) 3,32 (s, 2H) 2,79 (br s, 1H) 1,44 (s, 6H) 0,99 (s, 9H)

Cragia 3. OagepxaHHSa 2-rigpokcu-2-meTunnponaH-1-cynbOHOBOT KUCIIOTH

0
#\/\\s _OH
HO \\O

Cymiw 2,2-guMeTunnponin-2-rigpokcn-2-metunnponaH-1-cynsdoHaty (1,84 r i 6 M BogHoro
PO34YMHY XNOPUCTOBOAHEBOT KucroTu (32,8 mn) HarpiBanu 3a 95 °C npotdarom 4 roauH. PeakuinHy
CYMIlLl OXONOAXKYBanM A0 KiMHATHOI Temnepatypu Ta niggasanu cybniMauiiHOMy BUCYLLYBAHHIO
NPOTArOM HOYi 3 OAEPKAHHAM 2-TigPOKCU-2-METUNNPONaH-1-CynbOHOBOT KUCNOTK Y BUrnsaai 6pyaHo-
6inoi TBepaoi PE4YOBUHMN.

H AMP (400 My, D20} 2,99 (s, 2H) 1,24 (s, 6H) (ognH npotoH OH Ta ognH npotoH SOsH
BiACYTHI)

Cragia 4. OpepxaHHA 2-MeTun-2-(4-nipumiguH-2-innipuaasuH-1-ik-1-imynponat-1-cynsdoHarty
A184

Cymiw 2-nippugasunn-4-innipumianHy (0,507 r) y cyxomy aueTtoHiTpuni (32,1 Mn) oxonoax)yesanu Ha
NbOASAHIN OaHi. Jo OAEPXKAHOIO joaasanmu 1,1,1-Tpucptop-N-
(TpudptopmeTuncynedoHin)meTanHcynobdoHamig (0,663 mn) i peakuiiHy cymiw nepemiwysanu 3a
KiMHaTHOT Temnepartypu npotarom 15 xsunuH. [lo ogepkaHoro gogasanu TpudeHindgocdin (1,68 r) i
PO34KH 2-rigpokcu-2-meTunnponaH-1-cynbdoHoBoi kucnotu (0,741 r) y cyxomy auetoHitpuni (0,5 mn)
i3 moganbLMM A0AaBaHHAM NO Kpannsx giisonponinasoankapbokcunary (1,26 mn, 1,30 r). PeakuiiHy
cyMmiw noTim Harpisanu 3a 80 °C npotarom 144 roguH. PeakuiiHy CyMmiw po3ainanu Mk BoAolo T1a
OAUXMTOPMETAHOM | BOAHWI LIap oudullyBanu 3a gonomorot npenapatusHoi HPLC 3 obepHeHowo
drasolo (TpudTOopoLTOBA KUCMNOTaA HasiBHA B EMIOEHTI) 3 OAepKaHHAM 2-MeTun-2-(4-nipumiguH-2-
innipuaasui-1-in-1-in)nponax-1-cynbdoHaTy y BUrNALi >KOBTOT TBEPAOT PEHYOBUHU.

H AMP (400 Ml'u, CDsOD) 10,41-10,35 (m, 1H) 10,05-9,99 (m, 1H) 9,31 (dd, 1H) 9,12 (d, 2H)
7,67 (t, 1H) 3,67 (s, 2H) 2,10 (s, 6H)

Mpuknag 36. OnepxaHHA 2-(4-nipuMiguH-2-innipuaasuH-1-ii-1-in)nponax-1-cynedoHaty A181
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Cragia 1. OgepxaHHA 2,2-auMeTunnponin-2-rigpokeunponax-1-cynbgoHary

o
)\/\\Séo
HO \
o

Po3unH 2,2-gumetTunnponinmMeTtaHcynbdoHaTy (2 r) y TeTparigpodypati (25 M) oxonoaxxysanu
4o -78 °C B atmocdbepi a3oTy Ta no Kpannax gogasanu H-OyTunnitiv (2,5 mone/n y rekcati, 5,8 mn).
PeakuiiHy cymiw noctynoso Harpisanu o -30 °C npotarom 1 rogvHu Ta gojasanu auetanbaeria
(6,8 mn).

PeakuiiHy cymill HarpisanuM go KiMHaTHOT Temnepatypu Ta nepeMilysanu NpoTarom 4o04aTKOBUX
2,5 roguHun. PeakuiiHy cymiw racunm 2 M BOAHMM pPO3YMHOM XIOPUCTOBOAHEBOI KWUCIIOTM Ta
ekcTparyBanu etunaudetratom (x3). OO'eaHaHi opraHiuHi eKCTpakTWM BUCYLLUYBanuW 3a AOMNOMOro
cynbdhaty MarHito, KOHUEHTPYBanu Ta ouuLWyBanu Ha AioKCcuai KPEMHIIO i3 3aCTOCYBaHHAM rpagieHTta
Bia 0 oo 100 % eTunaueTaTty B i3orekcaHi 3 ogepKaHHAM 2,2-OAMMETUNNPONIN-2-rigpokcunponax-1-
cynbd)oHaTy y BUrNAA4i >KOBTOT piguHW.

H AMP (400 MI'u, CDCls) 4,47-4,34 (m, 1H) 3,96-3,87 (m, 2H) 3,25-3,17 (m, 2H) 3,01 (br s, 1H)
1,34 (d, 3H) 1,00 (s, 9H)

Cragpia 2. OgepxaHHa 2-rigpokcunponaH-1-cynbpOHOBOT KUCNOTHK

o
)\/\\s _OH
HO \
o

Cymiw 2,2-aumeTtunnponin-2-rigpokcunponad-1-cynooraty (1,35 r) i 6 M BOAHOro PoO34UHY
XnopucToBogHeBoi kucnotn (32,8 mn) Harpisanu 3a 95 °C npotdarom 4 rogaumH. PeakuiiiHy cyMmill
oXonoaxKyBanu A0 KiMHATHOT TemnepaTtypu Ta nigaasanu cyGnimauiiHoOMy BUCYLLUYBAHHIO NPOTArOM
HOYi 3 oJepaHHAM 2-rigpokcunponaH-1-cynbpOHOBOI KUCNOTU Yy BUMMAAI KOPUYHEBOT TBEPAOI
PEYOBUHMN.

H AMP (400 MTl'u, D20) 4,17-4,06 (m, 1H) 2,99-2,85 (m, 2H) 1,16 (d, 3H) (oanH npotoH OH Ta
oauH npoToH SOsH BiacyTHI)

Cragia 3. OagepxaHHa 2-(TpudTopMeTUNCYNbAOHINOKCK)NponaH-1-cynbpOHOBOT KUCNOTK

o o}
A\_o /
F s S
A\ / “OH
F © S
F

Jo cymiwi 2-rigpokcunponaH-1-cynsoHoBoT knucnotu (0,2 r) y guxnopmMmeTadi (2,57 mn) goaasanu
2,6-aumetunnipugud (0,33 mn) Ta oaepxaHy cymiw oxonomkyeanu ao 0 °C. o opepxaHoro no
Kpannax goAasanu TpudTopMmeTuncynedoHinTpudTopmetaHcynbgoHaTt (0,264 mn) i nepemillyBaHHs
NpoAoBXyBanu 3a AaHoi TemnepaTtypu NpoTarom 15 xBUnuH. OXONOAXKEHHA NPUNUHANU Ta peakuiiHy
CyMilWl nepemillyBanu 3a KiMHaTHOI TemnepaTypu NPOTAroM A04aTKOBOT roAWHKU. PeakuiiHy Cymill
racunu BOAOK Ta ekcTparysanu anxnopmeTtaHoMm (x3). O6'egHaHi opraHivyHi eKCTpakTu BUCYLLIYBAamM
3a A0NOMOroI0 cynbdarty MarHito Ta KOHUEHTpyBanu 3 OAEpPKAHHAM 2-
(TpudpTopmeTuncynedoHinokcn)nponaH-1-cynsOHOBOT KACMOTU Yy BUMMNA4I KOPUYHEBOT CMOMM,
unctota ~50 %. MNMpoaykT 3actocoByBanu Ge3nocepeaHLO B NoganbluMx peakuisx 6e3 goaaTkoBoro
OYMLLEHHS.

H AMP (400 My, CDCls) BukntouHo nikn npoaykty 5,57-5,41 (m, 1H) 4,18-3,98 (m, 1H) 3,58-
3,35 (m, 1H) 1,76-1,65 (m, 3H) (oanH npotoH SOsH BigcyTHiIN)
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Cragisa 4. OgepxxaHHs 2-(4-nipumigunH-2-innipuaasud-1-in-1-in)nponaH-1-cynsdoHaTty A181

Cymiw  2-nipugasun-4-innipumianny (0,15 ), 2-(TpudtopmeTuncynbdoHinokcu)nponaH-1-
cynbcpoHaty (0,55 r) Ta 1,4-piokcany (7,8 mn) HarpiBanu 3a 90 °C npotarom 24 roguH. PeakuinHy
CyMill poO34inanu MK BOAOK Ta AWXIIOPMETAHOM | BOAHWA wWap o4ullyBanu 3a AOMOMOroo
npenapatueHoi HPLC 3 o6GepHeHow pa3ow (TpudTOpPOLUTOBA KWUCMOTA HAasiBHA B ENIOEHTI) 3
ogepKaHHAM  2-(4-nipuMiguH-2-innipuaasvd-1-in-1-imynponan-1-cynecoHaty y  BUrmaai  >KOBTOT
TBEPAOT PEYOBUHMU.

H AMP (400 MI'u, CDsOD) 10,43-10,37 (m, 1H) 9,93 (dd, 1H) 9,34 (dd, 1H) 9,11 (d, 2H) 7,68 (1,
1H) 5,66-5,53 (m, 1H) 3,66 (dd, 1H) 3,43 (dd, 1H) 1,83 (d, 3H)

Mpuknag 37. OaepxaHHa 2-(4-nipumMignH-2-innipuaasund-1-in-1-injetadony 2,2,2-tpudropauerarty
A195

O
AN F _
N o
F
N ~ F
ZNT
z \/\OH
Cragia 1. OgepxaHHs 2-(4-nipumiaunH-2-innipugasun-1-in-1-injetuncynoaty A194
SN
N/
o) -
| + \\ /O
2N -3
N o \\O

Cymiw 2-nipuaasuH-4-innipumianny (0,2 r), 1,2-guxnopetany (3,8 mn) ta 1,3,2-giokcartionan-2,2-
niokenay (0,198 r) nepemiwysanu 3a KiMHaTHOT TeMmnepaTypu npotaroM 22 roauH. Ogep>xaHuid ocaj
BiahinbTpoBYBANKU Ta NpoMuMBany AUXIIOPMETAHOM 3 OAEPXKaHHAM CyMiLli pericisomepiB. [aHy cymill
po3Tupanu B NOPOLUOK i3 BOAOK Ta pinbTpyBanu 3 oaep>kaHHam 2-(4-nipumiguH-2-innipuaasuH-1-in-1-
imetuncynsdary y Burnsagi 6nigo-cipoi Tsepaoi peuoBuHM.

H AMP (400 MI'u, D20) 10,28 (d, 1H) 9,87 (d, 1H) 9,29 (dd, 1H) 9,07 (d, 2H) 7,72 (1, 1H) 5,18-
5,28 (m, 2H) 4,62-4,72 (m, 2H)

Cragia 2. OgepxaHHA 2-(4-nipuMmiaunH-2-innipuaasuH-1-ik-1-in)etanony 2,2,2-tpudptopaverarty
A195

CyMill HeouuweHoro 2-(4-nipumiaunH-2-innipuaasui-1-in-1-in)etuncynegarty (0,25 r, cymiw
perioizomepiB) i 2 M BOAHOMo pPO34YMHY XMOPUCTOBOAHEBOT kucnotu (5 mn) Harpisanu 3a 80 °C
npotarom 12 roguH. PeakuiiHy Cymill KOHUEHTpyBanu, nNpPOMMBanNu UWUKNOreKCaHoOM i TpeT-
OYyTMNMETUNOBMM €TEPOM Ta ouMLLyBanu 3a gonomoroto npenapatueHoi HPLC 3 o6epHeHow dhasor
(TpudbTOopoLUTOBA KMCMOTA HasiBHA B EMIOEHT) 3 ofep>kaHHAM 2-(4-nipumiguH-2-innipuaasun-1-in-1-
inetaHony 2,2,2-tpudptopauveTary.

H AMP (400 Mrlu, D20) 10,25 (d, 1H) 9,81 (d, 1H) 9,26 (dd, 1H) 9,05 (d, 2H) 7,70 (t, 1H) 4,94-
5,08 (m, 2H) 4,17-4,22 (m, 2H)

Mpuknag 38. OaepxaHHa 3-[4-(5-kapbamoinnipa3uH-2-in)nipugasuH-1-in-1-injnponaHoBoi KNCNOTK
2,2, 2-Tpudpbtopauetaty A202

NH

° 2|\“ )kﬁ
\/\[f

Cymiw etun-3-[4-(5-uiaHonipasuH-2-imynipugasud-1-i-1-injnponanoaty 6pomigy (0,33 ) i 2 M
BOJHOM0 PO3YMHY XMNOPUCTOBOAHEBOI kucnotu (5 mmn) nepemiwlyBanu 3a KiMHaTHOT Temnepartypu
npotarom 40 roauH. PeakuiiHy CyMmill KOHUEHTpyBanu, nNpoOMMBaNM LMKNONEKCaHoM i TpeT-
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OYyTMNMETUNOBMM €TEPOM Ta ouMLLyBanu 3a gonomoroto npenapatueHoi HPLC 3 o6epHeHow dhasor
(TpudpTopouTOoBa KMCMOTA HasiBHA B EMOEHT) 3 ogepxkaHHam  3-[4-(5-kapbamoinnipasnH-2-
innipuaasunH-1-in-1-injnponaHoBoi KUCNOTK 2,2,2-TpucpTopaueTary.

H AMP (400 MT'y, D20) 10,18 (d, 1H) 9,92 (d, 1H) 9,51 (d, 1H) 9,43 (d, 1H) 9,20 (dd, 1H) 5,18 (t,
2H) 3,31 (t, 2H) (gBa npotonn NH Ta oguH npotoH CO2H BiagcyTHI)

Mpuknag 39. OgnepxaHHs [(18)-1-kapbokcu-3-(4-nipumignH-2-innipugasvi-1-in-1-
imnponinjamonitc 2,2, 2-Tpudytopauertaty A201
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Crapia 1. OgepxanHs [(1S)-3-6poM-1-MeToKCMKapOOHINNPOoNin]amMoHilo xnopuay
o}
Br
o/
NH, ¢l

Jo cymiwi (2S)-2-amiHo-4-6pomOyTaHoBoi kucnotn (0,2 r) y cyxomy meTtaHoni (4 mn) 3a 0°C B
aTMocdepi asoTy no kpannax gogasanu TioHinxnopua (0,392 r). PeakuinHy cymiw nepemiwysanu
NPOTAroM HOYi 3a KIMHaTHOT TeMnepaTypu Ta KOHLUEHTPpYBanu 3 oepXkaHHaMm HeouuweHoro [(1S)-3-
6poM-1-meTokcukapboHInnponinjaMmoHilo xnopuay y BUrNsdi opaHXeBoi CMOMU, Ky 3acToCoByBanu
6€e3 40AaTKOBOrO OYMLLIEHHS.

Crapia 2. OgepxxaHHa MeTun-(2S)-2-(6eHsnnokcukapboHinamiHo)-4-6pombyTtaHoary

o]

Br
o

HN o

O

Heounwenun [(1S)-3-6pom-1-meToKkcUkapboHinnponinjamMoHilo  xnmopua  nepemiwysanu B
auxnopMeTaHdi (4 mn) i gogaesanu posyuH rigpokapboHaty HaTtpito (0,28 r) y Bogi (4 mn). Cymiw
oxonomxkysanu go 0 °C i gogasanu 6ensunkapboHoxnopuaat (0,225 r). PeakuiiHy macy Harpisanu
[0 KIMHATHOT TemnepaTtypu Ta nepemiwysanu npotarom 15 roguH. PeakuiiiHy cymiw posbasnanu
Bogotww (10 mm) Ta ekcTparyBanu auxnopmetraHom (3 x 20 wmn). O6'egHaHi opraHiyHi wapu
BUCYLLYBanu Hag cynbdaToOM HaTpPilo, KOHUEHTpPyBanu Ta oOuullyBanM Ha AiOKCUAI KPeMHilo i3
3acTocyBaHHAM rpagieHTa Big 0 4o 100 % eTunaueTtaTy B LMKIOrEKCaHi 3 odepKaHHAM MeTun-(23)-2-
(6eH3unokcukapboHinamiHo)-4-6pomOyTaHoary.

H AMP (400 MI'y, CDClIs) 7,30-7,40 (m, 5H) 5,37-5,43 (m, 1H) 5,13 (s, 2H) 3,78 (s, 3H) 3,42-3,46
(m, 2H) 2,25-2,49 (m, 2H)
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Cragia 3. OgepxaHHa MeTun-(2S)-2-(6eH3nnokcukapGoHinaMino)-4-(4-nipumiaunH-2-innipnaasmx-
1-in-1-in)@yTaHoarty noanay

N I
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Jo posuuHy wmeTun-(23)-2-(6eHsunokcmkapboHinamito)-4-6pombytaHoaty (0,1 1) y cyxomy
aueToHi (2 wmn) B arMmocdepi asoTy Aogasanu Woaua Hatpio (0,054 ). Peakuiiny cymill
nepemiwlysanu 3a KiMHaTHOT TeMnepaTypu NpoTAromM Hodi. o oaep>kaHoro gogasanu 2-nipuaasnH-4-
innipumignn (0,048 1 i cymiw HarpiBanu 3i 3BOPOTHUM XOMOAMNBHUKOM MPOTArom 16 roauH.
PeakuiiHy CyMmill KOHUEHTPYBanu Ta HEouUuleHuin MeTun-(2S)-2-(beH3nnokcukapBboHinamiHo)-4-(4-
nipuMiauH-2-innipuaasun-1-in-1-in)éyraHoaty 1#oamMa 3acTOCOBYBanM Ha HacTynHin crapii 6es
A04aTKOBOTO OYULLEHHS.

Crapia 4. OpepxanHa [(1S)-1-kapbokcun-3-(4-nipumignH-2-innipnaasvH-1-in-1-im)nponinjamoHiio
2,2, 2-Tpucbtopauetarty A201

Cymiw MeTun-(2S)-2-(6eHsnnokcukapboHinamino)-4-(4-nipumignH-2-innipnaasvH-1-in-1-
imbyTtaHoarty noauay (0,5 r) i KOHUEHTPOBAHOT XNOPUCTOBOAHEBOT kucnotu (4,9 mn) HarpiBanu 3a
80 °C npotarom 30 xBunuH. PeakuinHy CyMill KOHLEHTPYBanu, PO3UYUHANM Yy BOAI Ta ekcrparysanu
etunauetatom (3 x 20 mn). BogHni wap oynwysanu 3a gonomorot npenapatusHoi HPLC 3
obepHeHo haso (TPMdTOPOLTOBA KUCMOTA HasiBHA B EMOEHTI) 3 oagepkaHHAM [(1S)-1-kapbokcun-3-
(4-nipuMiguH-2-innipugasun-1-in-1-in)nponinjamMoHito 2,2,2-tpudpropauerary.

H AMP (400 Mru, D=0} 10,26 (d, 1H) 9,90 (d, 1H) 9,27 (dd, 1H) 9,06 (d, 2H) 7,72 (t, 1H) 5,17 (t,
2H) 4,09 (dd, 1H) 2,76-2,79 (m, 2H) (Tpu npoTtoHn NH Ta oguH npotoH CO2H BiACyTHI)

Mpuknag 40. OpnepkaHHs [(1R)-1-kapbokcu-3-(4-nipumiguH-2-innipuaasud-1-in-1-
innponinjamoHito 2,2,2-Tpudtopavetaty A207

o]

F
F
N/ Z N OH
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NH
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F

F
F
Crapia 1. OgepxanHs [(1R)-3-6pom-1-meTokcukapboHinnponinjamoHito xnopuay
o]

Br\/\)'l\
: o/
Hi  Cl

Jo cymiwi [(1R)-3-6pom-1-kapbokcunponin]amonito 6pomigy (0,1 1) y cyxomy meTaHoni (2 mn) 3a
0°C B armocdepi asoTy no kpannax gogasanu TioHinxnopua (0,083 wmn). PeakuiiHy cymill
nepemiwyBanu npoTArOM HOYi 3a KiMHATHOT TeMnepatypu Ta KOHUEHTpPyBanu 3 OAEpKaHHAM
HeouuweHoro [(1S)-3-6pom-1-meTokcukapOoHinmponinjaMmoHilo xnopuay y BWUrMAgi >KOBTOT TBepaoi
PEYOBUHU, SIKY 3acTOCOBYBanu 6e3 4oAaTKOBOrO0 OYULLEHHS.

Z
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Cragia 2. OpepxaHHs [(1R)-1-meTokcnkapOOHin-3-(4-nipumignH-2-innipngasund-1-in-1-
imnponinjamoHito 6poMiay xnopuay

NN

|/ yZ Br e

NH: cl

o cymiwi 2-nipuaasuH-4-innipumiguny (0,1 r) B auetonitpuni (3,16 mn) gogaeanu [(1R)-3-6pom-
1-meTokcukapboHinnponinjamoHito xnopug (0,16 r). Cymiw HarpiBanu 3i 3BOPOTHUM XONOANITbHUKOM
npotarom 12 roAuH. PeakuinHy Ccymill KOHUEHTpyBanu 3 ojepxaHHsaMm HeouuweHoro [(1R)-1-
METOKCMKapOOHin-3-(4-nipuMiguH-2-innipnaasvi-1-in-1-in)nponinjamoHito 6pomigy y Burnagi TemHo-
KOPUYHEBOT CMOU, SIKY 3aCTOCOBYBanu 6€3 404aTKOBOIO OUULLEHHS.

Cragia 3. OpepxahHsa [(1R)-1-kapbokcu-3-(4-nipumignH-2-innipuaasund-1-in-1-inynponinjamonito
2,2, 2-Tpudpbtopauetaty A207

Cymiw [(1R)-1-meTokcukapboHin-3-(4-nipumignH-2-innipugasut-1-in-1-inynponinjamonito 6pomigy
(0,51 12 M BOAHOIO PO34MHY XNOPUCTOBOAHEBOT kucnotu (7,29 mn) Harpisanu 3a 80 °C npoTarom 2
roguH. PeakuiiHy cyMmill KOHUEHTpyBanu Ta O4ullyBanu 3a Aonomorol npenapatuBHoi HPLC 3
obepHeHo hasoto (TpMdTOPOLTOBA KUCMOTa HasiBHA B €NIOEHTI) 3 ogepxkaHHaM [(1R)-1-kapbokcu-3-
(4-nipuMiguH-2-innipugasun-1-in-1-in)nponinjamMoHito 2,2,2-tpudpropauerary.

H AMP (400 MI'u, D20) 10,22 (s, 1H) 9,87 (d, 1H) 9,24 (d, 1H) 8,99-9,04 (m, 2H) 7,66 (i, 1H)
5,16 (t, 2H) 4,17 (dd, 1H) 2,69-2,85 (m, 2H) (Tpu npoToHn NH Ta oauH npotoH CO2H BiacyTHI)

Mpuknag 41. OpepxxaHHA rigpokeun-[(4-nipumignH-2-innipuaasund-1-in-1-imnymetun]gocdinaty A205

Cragia 1. OpepxaHHsa 1-(pieTokcudocopunmeTun)-4-nipumianH-2-innipnaasund-1-iw 2,2,2-
Tpugptopauetaty A230

@]
F _
@]
F
SN
N\
~ N © (
N
)\C“J, \§e
. NvP\
O—\

Oo posuuny pgietokcudocdopunmetradony (0,2 r) y aguxnopmertadi (3,57 mn) 3a -78°C B
atmocdpepi asoty aopasanu N, N-giisonponinetunamid (0,244 mn) i3 noganblwuMM J0JaBaHHAM
TpudTopMeTUuncynedoHinTpudTopmetTancynodoHaty (0,24 wMn). PeakuidHy Cymill nOBIiMbHO
Harpieann ago 0°C nporarom 2 roauvH. [o AaHoi cymiwi aogasanu po3dnH 2-nipuaasuH-4-
innipumiguny (0,188 r) y auxnopMmeTadi (3,57 mn) i peakuiiHy cymiw nepemiwlysanu 3a KiMHaTHOT
TemMnepaTypu npotarom 2 roauH. PeakuiiHy cymiw racunu BOAOl0, po3baBnsinu €TaHONOM,
KOHLIEHTpYBanu Ta ouuwyBanu 3a gonomorow npenapatuBHoi HPLC 3 obepHeHow dasorw
(TpudpTopouTOBa KUCNOTA HasiBHA B €NIOEHT) 3 ogepxaHHaM 1-(gieTokcudocdhopunmeTunn)-4-
nipuMiguH-2-innipuaasui-1-ito 2,2,2-TpudTopauertary y BUrnsgdi KopudHeBoi CMONu.

H AMP (400 MI'y, de-DMSO) 10,39-10,35 (m, 1H) 10,01 (d, 1H) 9,47 (dd, 1H) 9,22 (d, 2H) 7,84
(t, 1H) 5,78 (d, 2H) 4,24-4,13 (m, 4H) 1,27 (1, 6H)

Cragisa 2. OgepaHHs rigpokcu-[(4-nipuMiaun-2-innipuaasuni-1-in-1-imymetun]docdinaty A205

Ho cymiwi 1-(gieTokcudochopunmeTun)-4-nipumianH-2-innipuaasud-1-io 2,2,2-tpudtopaueraTty
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(0,17 1) y cyxomy aueToHiTpuni (7,42 mn) 3a KiMHaTHOT TemnepaTypu B atMocdepi a3oTy gogasasnu
6poM(TpumeTun)cunad (0,049 wmn). MNicna nepemiwlyBaHHA MPOTArOM HOYi AodaBanv A04aTKOBY
KinbkicTb 6pom(TpuMeTun)cunany (0,049 mn). MNicna nepemiwlyBaHHA 3HOBY MPOTAIrOM HOYi AoaaBanu
OCTaHHK nopuito Gpom(TpumeTun)cunady (0,049 mn). Tllicna nepeMillyBaHHA NPOTATOM  HOMi
peakuiiHy CyMmill racunu BOAOK Ta O4duLLyBanu 3a Aonomorotw npenapatuBHoi HPLC 3 obepHeHoo
drasolo (TpUdTOpPOLITOBA KUCNOTA HAasABHA B ErlOeHT) 3 OAepKaHHAM rifpokcu-[(4-nipuMianH-2-
innipuaasun-1-in-1-imymetun]docginary y surnsagi 6pyaHo-6inoi Teepaoi pe4oBUHMN.

H AMP (400 Ml'u, D=0) 10,16-10,13 (m, 1H) 9,72-9,68 (m, 1H) 9,20 (dd, 1H) 8,99 (d, 2H) 7,64 (1,
1H) 5,11 (d, 2H) (oanH npotoH OH BiacyTHiN)

Mpuknag 42. OgepxaHHa [(1S)-1-kapOokcu-2-(4-nipumMigunH-2-innipngasud-1-in-1-in)etunjaMmoHito
2,2, 2-Tpuchtopauetaty A208

O
F
"0
NN F
F
Z
N SN NH,
| |,
o] /N\/\[]/OH
F o o

Crapia 1. OgepxaHHsa (2S)-2-(TpeT-0yToKCMKapOOHINamiHo)}-3-(4-nipumignH-2-innipugasuH-1-in-1-
inynponaHoary

o N

Oo cymiwi 2-nipuaasuH-4-innipumianHy (0,05 r) y cyxomy aueToHiTpuni (1 mn) gogasanu TpeT-
O6yTun-N-[(3S)-2-okcookceTan-3-inJkapbamart (0,071 1) i peakuifiHy cymill nepemillysany 3a KiMHaTHOT
TemnepaTypu npotarom 48 roguH. KOHUEHTpyYBaHHA peakuinHoi cymiwi 3abesnevyBano ofeprKaHHsA
HEOUULLEHOro (28)-2-(TpeT-byTOKCUKAPOOHINamiHo)-3-(4-nipumMignH-2-innipnaasnd-1-in-1-
inynponaHoary, skui 3actocoByBanu 6€3 404aTKOBOTO OUYULLIEHHS.

Cragia 2. OpepxaHHa [(1S)-1-kapbokcu-2-(4-nipumiguH-2-innipnaasvi-1-ii-1-in)etunjaMmoHito
2,2,2-Tpudptopauetaty A208

Cymiw (2S)-2-(TpeT-6yTOKCHKapOOHINamMiHo)}-3-(4-nipumignH-2-innipugasui-1-in-1-injnponanoary
(0,4 1) i 2 M BOAHOroO PO3YMHY XMOPUCTOBOAHEBOI kucnotu (10 Mn) nepemiwysanu 3a KiMHaTHOT
TemnepaTypu npotaroMm 18 roauH. PeakuiiHy CyMmill KOHUEHTpyBanu Ta ouuLlyBanu 3a JOMNoMOror
npenapatusHoi HPLC 3 o6GepHeHow pa3oto (TpudTopouTOBa KUCNOTA HAABHA B EMIOEHTI) 3
oAepKaHHAM [(18)-1-kapbokcu-2-(4-nipumignH-2-innipugasvi-1-in-1-in)eTun]amoHito 2,2,2-
TpudpTopauerary.

H AMP (400 MTI'y, D=0) 10,26 (s, 1H) 9,94 (d, 1H) 9,31-9,34 (m, 1H) 9,04 (dd, 2H) 7,69 (t, 1H)
5,48 (d, 2H) 4,75 (t, 1H) (tpu npoToHn NH Ta oauH npotoH CO2H BiacyTHI)

Mpuknag 43. OpepxxaHHA N-MeTun-2-nipuaasuH-4-innipumianH-5-cynsdoHamiay
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Cragisa 1. OgepxaHHs 2-xnop-N-meTunnipumiguH-5-cynspoHamiay

NH
O\\S/
Vi XN
PN
=

Oxonofxysanu pos3vnH 2-xnopnipumiguH-5-cynooHinxnopugy (0,05 r) y Tetparigpodypani (1
M) 3a -78 °C B atmocdepi a3oTy Ta gogasanu MeTaHamiH (2 M y TeTparigpodypani, 0,117 mn) i3
noganewmm aonasaHHsaM N, N-giisonponinetunaminy (0,065 mn). PeakuiiHy cymill nepemillysanu
npoTarom 20 XBUIKH i racunu NboAaHo Boaotko (20 mn) Ta ekcTparysanu eTunaueratom (3 x 20 mny).
O0G'egHaHi opraHivHi LWapu KOHLUEHTPYBANM 3 0Aep>KaHHSIM HeounweHoro 2-xnop-N-meTunnipumianx-
5-cynbdhoHamiay.

H AMP (400 MI'u, ds-DMSO) 9,10 (s, 2H) 7,96-8,00 (m, 1H) 2,54 (d, 3H)

Cragisa 2. OgepxaHHs N-meTtun-2-nipnaasuH-4-innipumignH-5-cynspoHamiay

Y nocyamHy Ang  MIKPOXBMMbOBOI  00pobkM B  aTtmMocdepi  as30Ty  3aBaHTa)KyBanu
TpubyTun(nipugasuu-4-injcrasan (0,64 r), 2-xmop-N-meTunnipumiguH-5-cynedonamig (0,3 1),
TeTpakic(tpudeHindocdid)nanagin(0) (0,167 r) ta 1,4-piokcan (4,5 mn) i HarpiBarm 3a 130 °C vy
MIKpOXBUNbOBIA neyi npoTarom 30 XBUNUH. PeakuiiiHy cymill KOHUEHTpyBanuW Ta pos3Tupanu B
MOPOLLOK i3 TPET-OYTUIMETUNOBUM E€TEPOM 3 oAepKaHHAM N-meTun-2-nipugasnH-4-innipumignH-5-
cynbd)oHamigy y BUrnAAi YOPHOT TBEPAOT PEHOBUHMN.

H AMP (400 MI'u, ds-DMSQ) 10,03-10,04 (m, 1H) 9,53-9,54 (m, 1H) 9,35 (s, 2H) 8,49-8,51 (m,
1H) 8,04-8,05 (m, 1H) 2,58 (d, 3H)

Mpuknag 44. OpepxaHHA 2-(6-MeTun-4-nipumMiguH-2-innipuaasud-1-in-1-injetaHcynobdoHaTy

A212
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Cragisa 1. Ogep>xaHHs 3-mMeTun-5-nipumMiaunH-2-in-1H-nipnaasnH-6-oHy

Jo cymiwi 5-6pom-3-meTun-1H-nipugasuH-6-ony (0,1 r) y gerasosaHomy 1,4-giokcadi (2 mn) B
atmocdpepi  asoty gopasanu  TpubyTun(nipumiguH-2-imyctranan (0,234 1), aguxnopnanagitio
TpudbeHindocdan (0,038 r) i noana migi (0,02 r) i cymiw Harpisanu 3a 130 °C npoTaArom 2 roauH.
PeakuinHy cymiw posbasnanu 1,4-giokcaHoMm, (hinbTpyBanm i3 3aCTOCyBaHHAM LUNPULEBOro dinbTpa
3 BMAANEHHAM HEePO3YMHHOrO MaTepiany Ta ouduwyBanu Ha Aiokeuidi KpemHilo i3 3acTocyBaHHSM
rpagieHta Big 0 4o 10 % meTaHony B AUXIOPMETaHI 3 odepXaHHAM 3-MeTun-5-nipumiguH-2-in-1H-
nipuaasuH-6-oHy y BUrnAgi 6inoi Teepgoi peyoBuHN.
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H AMP (400 MI'y, ds-DMSQ) 12,90-13,20 (br s, 1H) 8,92-8,93 (m, 2H) 7,68 (s, 1H) 7,53-7,54 (m
H) 2,31 (s, 3H)
Cragisa 2. OgepxaHHs 3-xnop-6-metTun-4-nipumiguH-2-innipnaasuHy

Cl N

Cymiw 3-metun-5-nipumianH-2-in-1H-nipugasun-6-ony (1,93 r) Ta okcuxnopugy docdopy (1,93
Mn) HarpiBanu 3a 100 °C npoTarom 3 roguH. Iicna oxXonogXXeHHs peakuinHy CyMill KOHUEHTpyBanu,
BUNUBaANM Ha nig i niasvulyBanu 1i OCHOBHICTb 3a AOMOMOMOI0 XONOAHOr0 BOAHOMO pPO3YUHY
GikapboHaTty HaTpito go pH 8. BoaHui wap ekctparyBanu etunauetarom (2 x 150 mmn). O6'egHaHi
opraHivHi wapu npomuBanu Boaotw (2 x 40 mMn), BucywyBanuM Hajg cynbgartom HaTpilo Ta
KOHLIEHTpYBanu 3 oaepXaHHaM 3-xnop-6-mMeTun-4-nipumiguH-2-innipuaasuHy.

H AMP (400 MI'y, CDClIs) 8,94-8,95 (m, 2H) 7,78 (s, 1H) 7,42-7,44 (m, 1H) 2,80 (s, 3H)

Cragia 3. OaepxaHHA 3-MeTun-5-nipumiguH-2-innipugasuHy

Tpuetunamin (1,32 mn) gogasanun Ao po3yuHy 3-xnop-6-metun-4-nipumiguH-2-innipuaasudy (1,5
N y cymiuwi etaHony (40 mn) ta etunadetaty (10 mn). OaHy cymiw gerasysanu asoToM i gogasanu
10 % nanagiv Ha syrinni (0,2 r). JaHy cymiw rigporeHisyBanu B atmocd)epi BOAHIO, LLO BiAnoBigae
atMocdepi BoAHKO B 6anoHi, npotsrom 1 rogMHu 3a KiMHaTHOT TemnepaTypu. JoaaBanu goaaTtkoBy
KinbkicTe katanizatopa (0,2 r) i rigporeHisauilo npoaoBXyBanu NPOTAroM Ao0A4aTKOBUX 3 TOAWH.
PeakuinHy cymiwl posbasnsnu etaHonom (50 mn) i pinbTpyBanu Yepes UEniT, NPOMMBanu €TaHoNoMm
(2 x 40 mn). dinbTpaT KOHUEHTpyBanuW Ta OYMLLYBanM Ha JiOKCUAI KPEMHIil0 i3 3aCTOCyBaHHSM
rpagieHta Biga 0 go 10 % mMeTaHony B AUXMAOPMETAHI 3 OAEpXKaHHAM 3-MeTUn-5-nipumiguH-2-
innipuaasuny y Burnaai 6inoi TBepaoi peyoBuHM.

H AMP (400 MI'u, CDCls) 9,97 (d, 1H) 8,89 (d, 2H) 8,27 (d, 1H) 7,35-7,38 (m, 1H) 2,82 (s, 3H)

Cragia 4. OgepxaHHs 2-(6-meTun-4-nipuMigunH-2-innipuaasun-1-ii-1-injetaHcynsonary A212

Cymiw 3-metun-5-nipumignH-2-innipugasuny (0,8 1) i 2-6pomeTaHcynbdoHaTty HaTpito (1,078 1) y
Bodi (16 mn) Harpisanu 3a 120 °C npoTdarom 24 roguH. PeakuiiHy CcyMill KOHUEHTpyBanu, npoMuBanu
TPeT-6yTUNMETUNOBUM €TEPOM Ta ouullyBanu 3a gonomorolo npenapatunBHoi HPLC 3 obepHeHoo
drasolo (TpudTopoLTOBA KUCMNOTa HasiBHA B EMIOEHTI) 3 oAepKaHHAM 2-(6-MeTun-4-nipumiguH-2-
innipugasunH-1-in-1-in)etaHcynbdoHary.

H AMP (400 MTI'u, D=0} 10,00 (d, 1H) 9,08 (d, 1H) 9,00 (d, 2H) 7,65 (t, 1H) 5,16 (t, 2H) 3,68 (t,
2H) 3,12 (s, 3H)

Mpuknag 45, OgnepxaHHs aumeTtuncynsgamoin-[2-(4-nipumiguH-2-innipugasun-1-in-1-

njaueTtunjasaxigy A214

@

Craaia 1. OaepkaHH4A 2-6p0M—N—(Lw|MeTmncynbq)alvlo'l'n)aueTaMiny
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o posunHy aumetuncynoamiay (0,5 r) i 4-(aumeTunamido)nipnanny (0,541 r) y auxnopmeTtaHi
(19,9 mn) 3a 0 °C no kpannsax goaasanu 6pomaueTuntpomia (0,903 r). PeakuifiHy CyMill NOBINbHO
HarpiBanuM Ao KiMHaTHOI TeMmnepaTtypu Ta nepemiwyBanu npotaroMm 24 roauH. PeakuiiHy cyMmill
po3ainanu 3 BukopuctaHHaM 0,5 M BogHOrO po3yvmHy XNOPUCTOBOAHEBOI KMCAOTKU. OpraHivyHuii wap
BUCyLUyBanu Haga cynbaroM MarHilo Ta KOHUEHTPyBanu 3 OAeMKaHHAM HeouduweHoro 2-6pom-N-
(anmeTuncynedamoinyauetramiay y surnagi 6nigo-»kostoro macna. Npoaykt BukopuctoyBanu 6es
A04aTKOBOTO OYULLEHHS.

Crapisa 2. OaepxaHHs anmetuncynedamoin-[2-(4-nipumiguH-2-innipugasun-1-in-1-
imauetunjasaHiagy A214

[o po3unHy 2-nipugasuH-4-innipumiguny (0,15 r) B auetoditpuni (10 mn) gogasanu 2-6pom-N-
(aumeTnncynbamoimauetamig (0,21 r) i cymiw Harpisanu 3a 80 °C npotarom 16 roguH. OaepkaHui
ocaj inbTpyBanu, npomMusanu aueToHiTpunom (2 x 20 mn) 3 ogepXaHHAM AUMeTuncynsgamMoin-[2-
(4-nipuMignH-2-innipuaasun-1-in-1-inj)aueTun]asaxigy y BUrnszi cBitno-3eneHol Teepaoi pe4OoBUHMN.

H AMP (400 Mlu, de-DMSO) 10,36 (s, 1H) 10,06-10,10 (m, 1H) 9,56-9,62 (m, 1H) 9,18-9,22 (m,
2H) 7,82-7,86 (m, 1H) 5,88-5,94 (m, 2H) 2,80-2,86 (m, 6H)

Mpuknag 46. OgepxxaHHa N-(2-6pomeTtun)-1,1,1-TpudpTtopMeTaHcynsdoHamiay

(@]
N\

S\
F

F
Cymiw 2-6pomeTtaHamiHy 6pomigy (1 r) Ta N, N-giisonponinetunaminy (1,42 r) nepemiwysanu B
aunxnopmeTtaHi (24,5 mn) 3a 0°C g0 JOCATHEHHA FOMOreHHOCTI peakuiiHoi cymiwi. o kpannsx
aoaasanu TpugpTopmeTaHcynbdoHoBui anrigpua (1,55 r) i nepemiwysanu 3a 0 °C npoTarom 3 rogux.
PeakuiiHy CyMmilWl KOHUeHTpyBanu Ta po3ainanm mik 1 M BOAHAM PO3YMHOM XSTIOPUCTOBOAHEBOT
KMcnotu Ta aietunosum etepoM. OpraHidHuin wap npomuBanu oo, 1 M BOAHWUM PO3YUHOM
XJITOPUCTOBOAHEBOT KUCIOTU Ta COSMIbOBUM PO3YMHOM, BUCYLLUYBanNM Hajg cynbdartoMm MarHilo Ta
KOHUEHTpyBanu 3 ogepxkaHHam N-(2-6pometnn)-1,1,1-tpudpropmetancynbdoHamiay y Burnagi 6nigo-
>KOBTOrO mMacna.
H AMP (400 MI'y, CDClIs) 5,44 (br. s., 1H) 3,71 (g, 2H) 3,53 (t, 2H).
Mpuknag 47. OpepxaHHa 2-6poM-N-MmeTokcHmaueTamiay
0]

)J\/Br
HN

/O

o cycneHsii metokcuaminy rigpoxnopuay (0,248 r) ta N, N-giisonponinetunaminy (2,29 mn) y
TeTparigpodypani (10 mn) 3a 0 °C no kpannax gogasanu 2-6pomaueTtuntdpomia (0,5 r). Peakuiiny
CyMill HarpiBanu Ao KiMHaTHOT TeMnepaTypy Ta NepemillyBanu NpoTaroMm 2 roauH. PeakuiliHy CymiLl
KOHUEHTpYBanM Ta OuYulyBanu Ha Aiokcuai KPeMHilo i3 3acTocyBaHHAM  cymiwi  2:1
i3orekcaH:eTunaueTar 3 oaepkaHHaMm 2-6pomM-N-MeTokcmaueTamiay y Burnsaai 6nigo->KoBToi piguHu.

H AMP (400 MI'y, CDCl3) 4,48 (s, 2H) 4,24-4,28 (m, 1H) 3,88-3,92 (m, 3H)

Mpuknag 48. OpepxxaHHA 3-6pom-N-UiaHonponaHamigy

N\\\ )J\/\
N Br

H

o nepemiwysaHoro posunny uiaHamigy (0,5 r) y soai (10 mn) i Tetparigpodypati (10 mn) 3a 0 °C
aopasanu rigpokcug Hatpito (1,427 1). Yepes 10 xsunuH 3a 0 °C no kpannsx gogasanu po3ynH 3-
6poMnponanoinxnopuay (1,27 mn) y Tetparigpodypadi (5 mn). OaepxkaHy peakuiiHy CyMill
nepemiwysanu 3a KiMHaTHOI Temnepatypu npotdarom 3 rogud. [dogasanu BoAy Ta cymiwl
eKkcTparyBanu gmxnopMmeraHoMm (2 x 75 mn). O6'eaHaHi opraHivyHi iapu BUCyLlyBanu Hag cynbdarom
HaTpilo Ta KOHUEHTpyBanu 3 odepxaHHsMm 3-6pom-N-uiaHonponaHamiay y BWUINSadi CBITNO-XOBTOT
piauHN.

H AMP (400 MI'u, de-DMSO) 12,40 (br s, 1H) 3,54-3,70 (m, 2H) 2,80-2,94 (m, 2H)

Mpuknag 49. OpemkanHs [(1S)-1-kapbokcn-4-(4-nipuMignH-2-innipuaasud-1-in-1-in)oyTun]amoHiio
anxnopugy A211
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Jo po3unHy gumetun-(2S)-2-(tpeT-0yTtokcukapboHinamiHo)nenTtangioary (0,3 r) B aueToHiTpuni (6
M) B aTMocdepi a3oTy godasanu 4-gumetunamidonipugund (0,028 r). Cymiw oxonomxysanu go 0 °C
i nogaanu au-tpet-6ytunaukapbonar (0,264 r). 3abesneuyBanu HarpiBaHHs peakuiiHOi cymiwi Ao
KiIMHaTHOT TemnepaTtypu Ta nepemiwysanu ii npotarom 18 roguH. PeakuinHy cymill po3ginanu mix
BOAOK Ta eTunauetatom (80 Mn) Ta ekcTparyBanu AOAaTKOBOIO KinbKicTio eTunauetaty (80 mn).
OOG'egHaHi opraHiuHi wapu npommuBanu 10 % BOAHUM PO3YMHOM TMMOHHOT KWCNOTKU, a MOTiM
HaCM4YeHUM pPO34YMHOM OikapOoHaTy HATpilo Ta CONbOBUM po3vnMHOM. OO8'egHaHi opraHivHi Lwapu
BUCYLLYBanu Hag cynbdaToOM HaTPilo, KOHUEHTPyBanu Ta OYMLUyBanu Ha AIOKCUAI KPEeMHilo i3
3aCTOCYBaHHAM  eTunauetaty B UMKIOreKcaHi 3 oAepkaHHaAM  gumetun-(2S)-2-[bic(tpet-
6yTokcukapboHin)amiHolneHTaHaioaty y Burnsai 6e36apeHoOi cmornu.

H AMP (400 MI'y, CDCls) 4,95 (dd, 1H) 3,73 (s, 3H) 3,68 (s, 3H) 2,36-2,54 (m, 3H) 2,15-2,23 (m,
1H) 1,50 (s, 18H)

Crapia 2. OgepxxaHHa MeTun-(2S)-2-[bic(tpeT-0yToKcukapboHin)amiHo]-5-okconeHTaHoaty

o O

\\\‘NYO\’<
o

o
|

Po3unn aumeTtun-(2S)-2-[bic(TpeT-OyTokcukapboHinjamiHolneHTaHgioaty (0,28 r) y agieTtunoBomy
etepi (5,6 mn) B armocdepi asoty oxonomxysanu Ao -78 °C i noBinbHO Aojasanu riapuj
gdiisobyrunaniomidito (1 M y Tonyoni, 0,82 mn). PeakuinHy cymiw nepemiwysanu 3a -78 °C npoTarom
10 xBunuH, notim racunu sogoto (0,094 mn) i nepemiwysanu npotarom gogatkosux 30 xsunuH. Micns
HarpiBaHHA A0 KiMHATHOI TemnepaTypu gogasanu Teepaui cynbdar Hatpito. Cymiw dinsTpyBanu
yepes LUeniT, npomMuBanu TpeT-0yTUNMETUNOBUM €TEPOM i (PINbTpaT KOHUEHTPYBANM 3 0AEPKaHHAM
MeTun-(23)-2-[6ic(TpeT-6yTokcukapboHin)amMiHo]-5-okconeHTaHoaTy.

H AMP (400 MIy, CDCIs) 9,78 (s, 1H) 4,90 (dd, 1H) 3,73 (m, 3H) 2,45-2,66 (m, 3H) 2,11-2,28
(m, 1H) 1,42-1,63 (m, 18H)

Crapia 3. OgepxxaHHa MeTun-(2S)-2-[bic(TpeT-6yToKCHKapOOoHin)amiHo]-5-rigpokcuneHTaHoaty
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PosunH meTun-(2S)-2-[6ic(TpeT-OyToKCcukapOoHinm)amiHo]-5-okconeHTaHoaty (0,2 1) y cyxomy
MeTaHoni (4 mmn) B atmocdepi asoty oxonomxkyesanu ao 0 °C, i yactuHamu gogasanu Gopriapua
HaTpito (0,025 1), i nepemiwyBanuM nNpoTAroMm 2 roguH. PeakuiiHy cymill KOHUEHTpyBanu Ta
ounulyBanM Ha AioKcuAai KPEMHID i3 3aCTOCyBaHHSAM eTunaueTaTy B LMKMIOrekcaHi 3 ogepKaHHAM
MeTun-(28)-2-[6ic(TpeT-6yToKkcukapboHin)amMiHo]-5-rigpokcuneHTaHoaty y Burnsai 6esbapsHoi cmonu.

H AMP (400 MTl'u, CDCls) 4,90 (dd, 1H) 3,74-3,67 (m, 5H) 2,30-2,20 (m, 1H) 1,99-1,89 (m, 1H)

1,68-1,41 (s, 20H) (oauH npoToH OH BiacyTHiIi)
Crapia 4. OgepxxaHHa MeTun-(2S)-2-[bic(tpeT-0yTokcukapboHin)amiHol-5-6poMmneHTaHoaTy

Y
Y

WN o
Br R \”/ \’<
/\/;\ o
° T

Po3unn meTun-(2S)-2-[6ic(TpeT-6yTokcukapOoHin)amiHo]-5-rigpokcunenTanoaty (4 r) y cyxomy
TeTparigpodyypani (40 mn) oxonomxkysanu go 0 °C i gogasanu tetpabpomig syrneuto (5,728 r). Ao
OAEpPKAHOro No Kpannax gogasanu po3vnH Tpuderindocdidy (4,576 r) y Tetparigpodypati (40 mn).
3abesnevyBanu HarpiBaHHA peakuinHOT CyMilli A0 KiMHATHOT Temnepatypu Ta nepemiwyBanu ii
npoTarom 24 roauH. PeakuiHy CyMill KOHUEHTpyBanu Ta oOuullyBanu Ha Aiokeuai KpemHilo i3
3aCTOCYBaHHAM  eTunaudetaTy B LMKIOTeKcaHi 3 ogepkaHHam  MeTtun-(2S)-2-[bic(tpeT-
OyTokcukapOoHin)amiHo]-5-6poMneHTaHoaTy.

H AMP (400 MTI'y, CDCls) 4,88 (dd, 1H) 3,73 (s, 3H) 3,38-3,50 (m, 2H) 2,24-2,27 (m, 1H) 1,85-
2,12 (m, 3H) 1,51 (s, 18H)

Cragisa 5. OpepxaHHs [(18)-1-meTOKCUKaAPOOHIN-4-(4-nipumiguH-2-innipuaasud-1-in-1-
im6yrunjamonito 2,2,2-TpudbTopauerarty
e}
F —
e}
F
F
NS
N e}
@]
N/ N F _
I T
A NH F

Jo cymiwi 2-nipugasun-4-innipumiguny (0,4 r) B aueToHiTpuni (12,6 mn) gogasanu metun-(2S)-2-
[Bic(TpeT-OyTOKCHKaPOOHiN)amiHO]-5-6pomneHTaHoaT (1,141 1) | peakuinHy cymiw Harpianu 3i
3BOPOTHUM XOSIOAUNBHUKOM NPOTArom 12 roguH. PeakuiinHy CyMill KOHUEHTpyBanu Ta ovuLlyBanu 3a
aonomoroto npenapatuBHoi HPLC 3 oGepHeHo hasowo (TpudbTopouToBa Kucnota 6yna HasiBHa B
€MoeHTI, Wo npu3Boauno ao BTpatu BOC-3axucHux rpyn) 3 oaepxaHHam [(1S)-1-meTokcukapboHin-
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4-(4-nipumignH-2-innipugasun-1-in-1-in)6yrunlamoHito 2,2, 2-Tpudptopaverary.

H AMP (400 MTI'u, D=0} 10,22 (d, 1H) 9,80-9,86 (m, 1H) 9,20-9,27 (m, 1H) 8,99-9,06 (m, 2H)
7,66-7,73 (m, 1H) 4,90-5,01 (m, 2H) 4,20 (t, 1H) 3,76-3,84 (m, 3H) 2,20-2,40 (m, 2H) 1,97-2,18 (m,
2H) (npotoHn NH BiacyTHi)

Crapia 6. OpepxaHHsa [(1S)-1-kapbokcu-4-(4-nipumiguH-2-innipnaasul-1-in-1-in)éytunjamoHio
anxnopugy A211

Cymiw  [(1S)-1-meTokcukapOoHin-4-(4-nipumignH-2-innipugasui-1-in-1-in)0yrunjamonito  2,2,2-
Tpudptopauetaty (0,1 r) i 4 M BOAHOro po3vynHy XnopuctosogHeBoi kucnotu (0,78 mn) HarpiBanu 3a
60 °C npotdarom 14 roguH. PeakuinHy Cymill KOHLEHTpyBanu 3 ogepkaHHam [(1S)-1-kapbokcn-4-(4-
nipuMianH-2-innipnaasun-1-in-1-in)6yrunjamoHito guxnopuay.

H AMP (400 MI'y, D20) 10,24 (dd, 1H) 9,87 (dd, 1H) 9,27 (dd, 1H) 9,06 (d, 2H) 7,72 (t, 1H) 4,99
(t, 2H) 4,08 (1, 1H) 2,23-2,44 (m, 2H) 2,00-2,16 (m, 2H) (Tpu npotoHn NH Ta oauH npotoH CO2H
BiACYTHI)

Mpuknag 50. OgepxkaHHa 3-(4-nipumiguH-2-innipuaasuH-1-in-1-in)nponaHoBoi KUCNOTU Xnopuay
A26

Cragia 1. OgepxaHHa  mMeTun-3-(4-nipumiguH-2-innipuaasuH-1-ik-1-inynponaHoary  2,2,2-
TpudTopauetaTty AS4
O

NN F o
| :
X F

| NI o
0o

Cymiw mMetun-3-6pomnponanoaty (1,58 ), 2-nipugasun-4-innipumigudy (0,5 r) B aueToHiTpuni
(31,6 mm) HarpiBanu 3a 80 °C npoTarom 24 roauH. PeakuiiHy cyMmill 0XONoaxKyBarnu, KOHUEHTpyBanu
Ta po3ainanu mixk ogoto (10 mn) i guxnopmetadHom (20 mn). BogHun wap o4vvlyBanu 3a 40NOMOrolo
npenapatueHoi HPLC 3 o6GepHeHow pa3ow (TpudTOpPOLUTOBA KWUCMOTA HAasiBHA B ENIOEHTI) 3
ofepKaHHAM  MeTun-3-(4-nipumiguH-2-innipuaasuH-1-in-1-imynponanoary 2,2,2-tpucdropaueraty vy
BUrNA4I OpaH>KeBOT CMONMN.

H AMP (400 Mru, D=0) 10,15 (d, 1H) 9,85 (d, 1H) 9,18 (dd, 1H) 8,98 (d, 2H) 7,63 (1, 1H) 5,12 (1,
2H) 3,59 (s, 3H) 3,25 (t, 2H)

H AMP (400 MI'u, CDsOD) 10,43-10,32 (m, 1H) 10,04 (d, 1H) 9,43 (dd, 1H) 9,12 (d, 2H) 7,65 (1,
1H) 5,18 (t, 2H) 3,70 (s, 3H) 3,36-3,27 (m, 2H)

Cragia 2. 3-(4-MNMipumianH-2-innipuaasun-1-ii-1-in)nponaHoBoi kucrnotn xnopua A26

Cymiw metun-3-(4-nipumiguH-2-innipuaasux-1-in-1-inynponaxoaty 2,2,2-tpudpropauetaty (0,392
r i KOHU. XMOPUCTOBOAHEBOI kucnotu (7,66 mn) Harpisanu 3a 80 °C npoTarom 3 roAuH. PeakuiiHy
CYMILL OXONOKYBanu, KOHLEHTPYBanu Ta po3Tupanu B NOPOLICK 3 aUeTOHOM 3 oAepaHHsAM 3-(4-
nipuMianH-2-innipnaasuni-1-in-1-in)nponadHoBoi  KMCNOTKM xnopuay y Burnagi 06exeBoi TBepAaoi
pPEYOBUHMN.

H AMP (400 Mru, D=0} 10,16 (d, 1H) 9,85 (d, 1H) 9,18 (dd, 1H) 8,99 (d, 2H) 7,64 (t, 1H) 5,11 (t,
2H) 3,24 (t, 2H) (oauH npotoH CO2H BiacyTHiIi)

H AMP (400 Mlu, CDsOD) 10,43-10,32 (m, 1H) 10,02 (d, 1H) 9,36 (dd, 1H) 9,09 (d, 2H) 7,68 (t,
1H) 5,16 (1, 2H) 3,29-3,21 (m, 2H) (oaguH npoToH CO2H BiacyTHiN)

Mpuknag 51. OgepxaHHA MeTokcu-[(4-nipuMignH-2-innipuaasud-1-in-1-immetun]docdinarty A245

Cragia 1. OagepxaHHa guMeTokcudocopunmMeTuntTpudTopmeTaHcynbdoHaTty
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PosuuH aumetokcudocdopunmetaHony (1 r) y guxnopmetadi (20 mn) oxonomaxyeanu o -78 °C i
jgogasanmu 2,6-nyTnanH (1,32 M) i3 noganbLUMM JogaBaHHAM
TpudTopmeTUncynbQoHINTpudTopMeTaHcynbonatry (1,91  r). 3abesnedvyBanu  HarpiBaHHs
OAepKaHOT peakuinHoT CyMmili A0 KiIMHATHOT TeMnepaTtypu Ta nepemiwysanu it npotarom 1 roguHu.
PeakuiiHy cymiw BunuBanu y BoAy Ta ekcTparyBanu amxnopmetraHom (50 mn). OpraHivyHun wap
npomuBanu 3a gonomoroo 1 M BOAHOro PO3YUHY XITOPUCTOBOAHEBOT KMCNoTK (50 M), BUCYLLYBanu
Hag 6e3BOAHUM cynbdaTom HaTpito Ta KOHUEHTpyBanu 3 ofepKaHHAM
anmeTtokcudpocopunmeTunTpudTopMmeTaHcynboHaTy y BUrnsai 6nigo->Koetoi pignHu.

H AMP (400 MI'y, ds-DMSOQ) 4,82 (d, 2H) 3,78 (s, 3H) 3,74 (s, 3H)

Ctapiqa 2. OaepxaHHs 1-(aumeTokcudpocdopunmeTnn)-4-nipuMiguH-2-innipuaasuH-1-ioo
TpudTopmeTaHcynbdoHaTy A238

o
o]
~ -
o
F
\N F
_ /
N | N o, c|>
//N+\/P/
N \\O

[o nepemiwyBaHoro posyuHy 2-nipugasuH-4-innipumigudy (0, 6 r) B auetoHiTpuni (15 mn)
fopasanu  aumetokcudocdopunmeTuntpudpropmetaHcynedoHatr (1,549 r)  3a  kKiMHaTHOI
Temnepatypu. OgepxaHy peakuiiHy CyMill nepemillyBanu 3a KiMHaTHOT Temnepatypu npotarom 16
roguH. PeakuifiHy CyMill KOHUEHTpyBanu Ta OAEPXKaHUW 3arnvLLOK po3ainanu Mix Bogoto (75 mn) i
auxnopmeTtaHom (75 mn). BogHui wap npomuBany A40AATKOBOI KiNbKiCTiO guxnopMeTtaHy (75 mn),
KOHLEHTpYBanu Ta ouuwyBanu 3a Jonomoroto  xpomatorpacdii 3  obepHeHow hasow i3
3actocyBaHHaM 100 % Bogu (MpumiTKa: He gogasBanu TPUQPTOPOLUTOBOT KUCNOTKU) 3 OAepXKaHHAM 1-
(aumeTokcupocdhopunMmeTun)-4-nipuMiguH-2-innippuaasuH-1-ilo TpudTopMeTaHcynbgoHaTy y Burnagi
KOPUYHEBOT PiaUHMN.

H AMP (400 MTu, D20) 10,37 (d, 1H) 10,00 (d, 1H) 9,48-9,42 (m, 1H) 9,23-9,20 (m, 2H) 7,83 (t,
1H) 5,82 (d, 2H) 3,83 (s, 3H) 3,82-3,78 (m, 3H)

Cragisa 3. OgepxaHHs1 METOKCU-[(4-nipuMianH-2-innipnaasun-1-in-1-in)metunjdocdinaty A245

)
N/ N -o |
| N+ \P/o
N \/\\o

[o nepewmiwyBaHoro posunHy 1-(aumeTtokcudochopunmMeTun)-4-nipuMianH-2-innipugasui-1-io
TpudbTopmeTaHcynbdoHaty (0,1 1) y auxnopmertadi (10 mn) gogasann 6pomTtpumeTtuncunad (0,097
M) 3a KiMHaTHOT Temnepatypu. PeakuiiHy cymill nepemiwysanuM 3a KiMHaTHOT Temneparypu
npoTarom 2 roguH. PeakuiiHy CyMill KOHUEHTpPyBanu Ta 3anuLIoK PO3ynHAnu y Boai (25 mn) i
npomMuBanu aguxnopMeTaHom (2 x 25 mn). BogHui wap KOHUEHTPyBasnu Ta o4uLlyBanu 3a 40MOMOroto
npenapatueHoi HPLC 3 o6GepHeHow pa3ow (TpudTOpPOLUTOBA KWUCMOTA HAasiBHA B ENIOEHTI) 3
OfeKaHHAM MeTOKCU-[(4-nipumianH-2-innipnaasud-1-in-1-in)metun]dgocdinaty y Burnsagi ceitno-
KOPUYHEBOI TBEPAOT PEUYOBUHMU.

H AMP (400 MI'y, D=0) 10,19-10,15 (m, 1H) 9,73-9,69 (m, 1H) 9,25-9,20 (m, 1H) 9,01 (d, 2H)
7,68-7,62 (m, 1H) 5,19 (d, 2H) 3,61 (d, 3H)

Dopatkosi cnonykn y Tabnuui A (Hwk4e) ogepyKyBanu 3a A0OMNOMOroK aHanoridHMx npoueayp is
BiANOBIAHMX BUXIAHMX MaTepianie. PaxiBU B AaHii ranysi TexHiku O6yae 3po3ymino, Wo Choryku
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dopmynu (I) MOXKyTb iCHYBaTK y BUINSAAI arpOHOMIYHO NPUAHATHOT coni, UBiTep-ioHa abo arpOHOMIMHO
NPUIUHATHOT CONi UBITEp-iOHA, SIK ONMCAHO y AAHOMY OOKYMEHTI BuLle. Y pasi 3ragku KOHKPETHWI
NPOTUIOH HE BBAXAETbCA 0OMeEKyBanbHUM, i cnonyka dopmynu (I) moxke 6yTn yTBopeHa 3 6yab-aKkum
npuaaTHUM NPOTUIOHOM.

AMP-cnekTpu, HaBeaeHi y AaHOMy AOKYMEHTI, peecTpyBanu abo Ha Bruker AVANCE Ill HD, wo
npautoBas B pexxumi 400 MIMu, obnagHaHomy 3oHAoM Bruker SMART, sIKLWIO He BKa3aHO iHWwe. XiMiYHi
3CyBM Bupaxkanu B ppm ansa 3cysy Big TMS y 6ik cnabkoro nong, abo 3 TMS, abo i3 curHanamm
3aNULIKOBOro0 PO3YMHHMUKA SIK BHYTPILLHIM CTaHAAapTOM. HacTynHi MynbTUNAETHOCTI 3aCTOCOBYIOTbL ANs
onucy nikiB: s = cuHrnet, d = ayénert, t = Tpunnet, dd = ay6net aybneTis, dt = aybnet TpunnerTis, q =
KBapTET, quin = KBIHTET, m = MynbTUNneT. JoaaTkoBo br. 3aCTOCOBYIOTbL ANSA ONUCY LUMPOKOro
CurHany Ta app. 3aCTOCOBYIOTb 4SS ONUCY YABHOT MyNbTUNNETHOCTI.

HopatkoBi cnonyku y Tabnuui A oaepxkyBanu 3a AOMNOMOIOK aHamnoridyHmx npoueayp i3
BiaNoOBiAHUX BUXiAHWUX MaTepianis.

Tabnuua A
di3nyHi gaHi Ang cnonyk 3a AaHMM BUHAxX040M
Homep 1
cronyKy CTpykTypa H AMP
NN
N/ AN (400 MI'u, D20) 10,19 (d, 1H) 9,84 (d, 1H)
A1l | o 9,20 (dd, 1H) 8,99 (d, 2H) 7,64 (t, 1H) 5,27-
* 5,18 (m, 2H) 3,71-3,63 (m, 2H)
N /
Né \/\S\
// So
CN
N/ 72N o (400 MrI'u, D20) 10,22 (d, 1H) 9,84 (d, 1H)
A2 I 9,30 (dd, 1H) 9,01 (d, 2H) 7,66 (t, 1H) 5,84
N - (s, 2H) 3,79 (s, 3H)
e}
Br-
NN
— (400 MTu, D20) 10,26 (brs, 1H) 9,94 (br d,
A3 N N 1H) 9,27-9,39 (m, 1H) 8,96-9,14 (m, 2H)
| . O\\ //O 7,56-7,73 (m, 1H) 5,97 (s, 2H)
N//N\/S\ _
O
NT N
kN/ AN (400 MrI'u, D20) 10,09 (d, 1H) 9,87 (d, 1H)
A4 | o 9,35 (d, 1H) 9,12 (dd, 1H) 9,04 (d, 1H) 8,29
* dd, 1H) 5,24 (t, 2H) 3,67 (t, 2H)
N / (
N& \/\S\
/o
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A5

(400 My, D20) 10,15 (d, 1H) 9,87 (d, 1H)
9,33 (dd, 1H) 9,12 (dd, 1H) 8,52 (dd, 1H)
7,99 (dd, 1H) 5,32-5,19 (m, 2H) 3,73-3,65
(m, 2H)

A6

(400 My, D20) 10,18 (d, 1H) 9,80 (d, 1H)
9,19 (dd, 1H) 9,00 (d, 2H) 7,64 (t, 1H) 5,01
(t, 2H) 2,98 (t, 2H) 2,53 (quin, 2H)

A7

(400 My, D=0) 10,08 (d, 1H) 9,79 (d, 1H)
9,39 (d, 1H) 9,08 (dd, 1H) 8,89-8,83 (m, 1H)
8,78 (d, 1H) 5,24-5,16 (t, 2H) 3,65 (t, 2H)

A8

(400 Mry, CDsOD) 10,32 (d, 1H) 10,02 (d,
H) 9,65 (d, 1H) 9,34 (dd, 1H) 8,98-8,94 (m
1H) 8,92-8,89 (m, 1H) 5,22-5,12 (m, 2H)
4,22-411 (m, 4H) 2,87-2,76 (m, 2H) 1,38-
1,31 (m, 6H)

A9

(400 MI'u, CDsOD) 10,28 (d, 1H) 10,00 (d,
H) 9,62 (d, 1H) 9,28 (dd, 1H) 8,96-8,93 (m,
H) 8,90 (d, 1H) 5,19-5,12 (t, 2H) 3,28 {,

2H) (oauH npotoH CO:2H BiacyTHIi)
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N
[ AN
N/ ~
) A0 |00 My, CDsOD) 10.27 (d, 1H) 9,93 (d,
_N s 1H) 9,63 (d, 1H) 9,28 (dd, 1H) 8,96-8,92 (m,
A10 NZINTNTN L (M) 8088 (0, TH) 5,41 (1, 2H) 2,95 (1 2H) 2,62
0 {(quin, 2H)
F
>‘Xo
F
F
N
||
N =
= (400 My, D20) 9,80-9,97 (m, 2H) 9,62-9,75
A “ (m, 1H) 9,35-9,50 (m, 1H) 8,97 (dd, 1H)
e 8,19-8,42 (m, 1H) 5,20-5,29 (m, 2H) 3,59-
3.73 (m, 2H)
/O
/S\\o
-0
@]
(400 My, D20) 9,86-9,95 (m, 2H) 8,90-9,00
A12 (m, 3H) 8,35 (brd, 2H) 5,27 (t, 2H) 3,69 (t,
2H) (oguH npoTtoH NH BigcyTHiIN)
NN
N (400 My, D20) 10,28 (s, 1H) 9,88 (d, 1H)
A13 N N 9,27 (d, 1H) 8,71 (d, 1H) 7,10 (d, 1H) 5,29 (t,
~ H 2H) 4,13 (s, 3H) 3,74 (1, 2H)
I //O
S
o7 o
/O\CN
~—
N = i (400 My, D20) 10,19 (s, 1H) 9,78 (d, 1H)
A14 SN 9,14 (d, 1H) 8,74 (s, 2H) 5,24 (t, 2H) 4,06 (s,

3H) 3,71 (t, 2H)
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A15

(400 Mry, D20) 10,39 (s, 1H) 10,01 (s, 1H)
9,57 (s, 2H) 9,44 (s, 1H) 5,23-5,50 (m, 2H)
3,70-3,85 (m, 2H) 3,45 (s, 3H)

A16

(400 Mry, D20) 10,17 (d, 1H) 10,03 (d, 1H)
9,20 (dd, 1H) 8,23 (d, 1H) 6,99 (d, 1H) 5,35
(m, 2H) 3,74 (m, 2H) 3,35 (s, 6H)

Al7

(400 My, D20) 10,24 (d, 1H) 9,86 (d, 1H)
9,24 (dd, 1H) 9,05 (s, 2H) 5,26 (1, 2H) 3,70
(t, 2H)

A18

(400 Mry, D20) 9,98 (d, 1H) 9,45 (d, 1H)
8,81 (dd, 1H) 8,37 (s, 2H) 5,06 (t, 2H) 3,56
(t, 2H) 3,12 (s, 6H)

A19

(400 My, D20) 10,22 (d, 1H) 9,85 (d, 1H)
9,22 (dd, 1H) 8,96 (s, 2H) 5,25 (1, 2H) 3,69
(t, 2H)
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NH2
NN
| _ (400 Mry, D20) 10,11 (d, 1H) 9,96 (d, 1H)
A20 N ZZY 9,13 (dd, 1H) 8,29 (d, 1H) 6,83 (d, 1H)
I, o  |[5,31(m, 2H) 3,73(m, 2H) (aBa npoToHn NH4
0 X\ N\/\S// Ta 0auH NpoToH SOszH BiaCYTHi)
% o
F o o
F
F
NN
—
N Z2N (400 My, Dz0) 10,24 (s, 1H) 9,90 (d, 1H)
A21 1, 9,24 (d, 1H) 8,86 (d, 1H) 7,57 (d, TH) 5,31 (1,
S N 2H) 3,74 (t, 2H) 2,66 (s, 3H)
@]
\L J
S
/AN
@]
\E%N
~
N ZN
I, (400 My, D20) 10,22 (d, 1H) 9,86 (d, 1H)
A22 S N 9,21 (dd, 1H) 8,90 (s, 2H) 5,25-5,31 (m, 2H)
3,69-3,77 (m, 2H) 2,44 (s, 3H)
O
s//
/AN
e}
F
F F
NN
_ (400 My, D20) 10,30 (s, 1H) 9,90 (d, 1H)
A23 N ZZN 9,32 (d, 1H) 9,29 (d, 1H) 8,04 (d, TH) 5,25 (1,
I 2H) 3,68 (1, 2H)
. N
@]
\|\S//
/A%
@]
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A24

(400 My, D20) 10,31 (d, 1H) 9,94 (d, 1H)
9,33-9,38 (m, 3H) 5,26-5,31 (m, 2H) 3,691
3,73 (m, 2H)

A25

(400 Mruy, D20) 10,35 (d, 1H) 9,97 (m, 1H)
9,45 (m, 2H) 9,36 (m, 1H) 5,30-5,36 (m, 2H)
3,73 (m, 2H)

A26

OH

(400 Mrlu, D20) 10,16 (d, 1H) 9,85 (d, 1H)
9,18 (dd, 1H) 8,99 (d, 2H) 7,64 (i, 1H) 5,11
(t, 2H) 3,24 (t, 2H) (oauH npotoH CO2H
BiACYTHIR)

A27

(400 Mrl'u, D=0) 9,87-9,97 (m, 2H) 8,92-9,07|
(m, 3H) 8,44-8,53 (m, 2H) 5,27 (1, 2H) 3,68
(dd, 2H) (ognH npoToH NH BigcCyTHiR)

A28

OH

(400 MI'u, CDsOD) 10,32 (d, 1H) 10,13 (d,
1H) 9,56 (s, 1H) 9,42-9,35 (m, 1H) 9,23 (d,
1H) 8,61 (d, 1H) 5,21 (t, 2H) 3,32-3,27 (m,
2H) (oauH npotoH CO:2H BiacyTHIi)
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C2

(400 My, D20} 10,03 (d, 1H) 9,80 (d, 1H)

A29 N 9,35 (d, 1H) 9,05 (dd, 1H) 8,87-8,82 (m, 1H)
| \ 8,76 (d, 1H) 5,08 (t, 2H) 3,22 (t, 2H) (oauH
NéN\/\n/OH npotoH CO2H BigCcyTHIN)
Cl- ls)
N\
[ (400 My, CDsOD) 10,30-10,26 (m, 1H)
NG N C 10,04-10,00 (m, 1H) 9,66-9,64 (m, 1H) 9,33-
A30 | | |9.30 (m, 1H) 8,97-8,93 (m, 1H) 8,91-8,88 (m,
N o |1H) 525514 (m, 2H) 3,71-3,68 (m, 3H)
N V\[( 3,35-3,27 (m, 2H)
o}
NT
)\ ¥ N (400 Mry, D20) 10,07 (d, 1H) 9,87 (d, 1H)
A31 N | 19,10 (dd, 1H) 8,95 (d, 1H) 8,13 (d, TH) 5,24
* O |(t, 2H) 3,67 (t, 2H) 2,78 (s, 3H
4N\/\S/\ (t, 2H) (t, 2H) ( )
/o
o
O/
)
. NP (400 My, D20) 10,26 (s, 1H) 9,86 (d, 1H)
A32 | H 9,26 (dd, 1H) 6,42 (s, 1H) 5,28 (t, 2H) 4,06
SN, (s, 6H) 3,74 (t, 2H)
o)
1 )
S
/o
o
o
AN
° N (400 Mry, D:0) 10,34 (d, 1H) 9,96 (d, 1H)
A33 _ 9,54 (s, 2H) 9,37 (m, 1H) 5,25 (m, 2H) 4,02
N = N (s, 3H) 3,70 (m, 2H)
X N+\/\S’/O
/o
NN
(400 MI'y, D20) 10,20 (m, 1H) 9,80 (m, 1H)
A34 N/ N 9,10 (m, 1H) 8,76 (s, 2H) 5,30 (m, 2H) 3,70

/

(m, 2H) 2,10 (m, 1H) 1,20 (m, 2H) 0,95 (m,
2H)
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A35

(400 My, D20) 10,12 (d, 1H) 9,83 (d, 1H)
9,08 (dd, 1H) 8,42 (d, 1H) 7,89 (d, 1H) 5,28-
5,19 (m, 2H) 3,71-3,64 (m, 2H) 2,74 (s, 3H)

A36

(400 Mrl'u, D20) 10,15 (s, 1H) 9,84 (d, 1H)
9,15 (dd, 1H) 8,86 (s, 2H) 5,13 (t, 2H) 3,27
(t, 2H) 2,40 (s, 3H) (oamH npotoH CO2H
BiACYTHIR)

A37

(400 Mru, D20) 10,20 (d, 1H) 9,91 (d, 1H)
9,22 (dd, 1H) 8,86 (d, 1H) 7,58 (d, 1H) 5,18
(t, 2H) 3,31 (t, 2H) 2,66 (s, 3H)

A38

(400 Mry, D20) 10,15 (d, 1H) 9,79 (d, 1H)
9,12 (dd, 1H) 8,73 (s, 2H) 5,12 (1, 2H) 4,06
(s, 3H) 3,29 (1, 2H)

A39

(400 My, D20) 10,32 (d, 1H) 9,96 (d, 1H)
9,32-9,38 (m, 2H) 8,10 (d, 1H) 5,19 (t, 2H)
3,30 (t, 2H)

A40

(400 Mrlu, D20) 10,22 (d, 1H) 9,92 (d, 1H)
9,18-9,26 (m, 1H) 8,99-9,05 (m, 2H) 7,68 (t,
1H) 5,49-5,60 (m, 1H) 3,39 (dd, 1H) 3,10-
3,21 (m, 1H) 1,71 (d, 3H) (cauH npoToH
CO:H BigcyTHin)
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Ad1

(400 Mry, D20) 10,06 (s, 1H) 10,00 (d, 1H)
9,13 (dd, 1H) 8,28 (d, 1H) 6,85 (d, 1H) 5,20
(t, 2H) 3,31 (t, 2H) (aBa npotoHn NH: Ta
oauH npotoH CO2H BiacyTHI)

A42

(400 Mry, D20) 9,93 (d, 1H) 9,53 (d, 1H)
8,80 (dd, 1H) 8,35 (s, 2H) 5,01 (1, 2H) 3,23
(t, 2H) 3,14 (s, 6H)

A43

(400 My, D20) 10,18 (s, 1H) 9,86 (brd, 1H)
9,21 (dd, 1H) 9,03 (s, 2H) 5,12 (t, 2H) 3,25
(t, 2H)

Ad4

(400 Mrlu, D20) 9,98 (br s, 1H) 9,60 (br d,
1H) 8,88 (br d, 1H) 8,37 (s, 2H) 5,03 (br t,
2H) 3,20 (br t, 2H) (aBa npotoHn NH3
BiACYTHI)

Ad5

(400 My, D20) 10,07 (s, 1H) 9,83 (d, 1H)
9,07 (dd, 1H) 8,15 (d, 1H) 6,76 (d, 1H) 5,10
(t, 2H) 3,20 (t, 2H) 3,16 (s, 6H)
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(400 Mry, D=0) 10,33 (d, 1H) 10,00 (d, 1H)

A46 9,54 (s, 2H) 9.40 (dd, 1H) 5,20 (t, 2H) 3,43
(s, 3H) 3,32 (t, 2H)
o
o
NN
P (400 My, D20) 10,09 (d, 1H) 9,81 (d, 1H)
A47 \ N 9,10 (m, 1H) 7,37 (s, 1H) 5,08 (t, 2H) 3,21 (t,
L 2H) 2,51 (s, 6H)
NS N\/YO
-
NN
(400 My, D20) 10,13 (s, 1H) 9,80 (d, 1H)
A48 NN 9,12 (dd, 1H) 7,27-7,42 (m, 1H) 521 (t, 2H)
il o 366t 2H) 2,52 (s, 6H)
X N\/\S//
Y/ o
o
O
NN
(400 MrI'u, D20) 10,39 (d, 1H) 9,92 (d, 1H)
A49 _ 9,39-9,46 (m, 1H) 9,27 (d, 1H) 8.10 (d, 1H)
N = N 5,30 (t, 2H) 3,73 (t, 2H) 2,82 (s, 3H)
+ e}
XX N\/\S//
/o
N (400 Mruy, D20) 10,18 (m, 1H) 9,8 (m, 1H)
ASO 9,18 (m, 1H) 8,7 (m, 1H) 7,46 (m, 1H) 5,24
N (m, 2H) 3.7 (m, 2H) 2,2 (m, 1H) 1.2 (m, 4H)
N H (0AWH NPOTOH OH BiACYTHIN)
+ O
X N\/\S//
7 Soo
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A51

(400 My, D20) 10,10 (m, 1H) 9,80 (m, 1H)
9,10 (m, 1H) 8,60 (m, 2H) 5,10 (m, 2H) 3,20
(m, 2H) 1,90 (m, 1H) 1,10 (m, 2H) 0,85 (m,
2H)

A52

(400 Mru, D-0) 9,91 (d, 1H) 9,67 (d, 1H)
8,83 (dd, 1H) 8,22 (d, 1H) 7,19 (d, 1H) 4,93
(t, 2H) 2,95 (t, 2H) 2,49 (quin, 2H)

A53

(400 Mry, D20) 10,05 (d, 1H) 9,84 (d, 1H)
9,11 (dd, 1H) 8,93 (d, 1H) 8,23 (d, 1H) 5,01
(t, 2H) 2,96 (t, 2H) 2,51 (quin, 2H)

A54

(400 Mru, D20) 10,15 (d, 1H) 9,85 (d, 1H)
9,18 (dd, 1H) 8,98 (d, 2H) 7,63 (t, 1H) 5,12
(t, 2H) 3,59 (s, 3H) 3,25 (, 2H)

A55

(400 My, CDsOD) 10,26 (d, 1H) 10,05 (d,
1H) 9,30 (dd, 1H) 9,03 (d, 1H) 8,24 (d, 1H)
5,17 (t, 2H) 3,26 (t, 2H) 2,85 (s, 3H)

A56

(400 My, CDsOD) 10,21-10,34 (m, 1H) 9,97
(d, 1H) 9,25-9,35 (m, 1H) 9,10-9,15 (m, 2H)
7,60-7,76 (m, 1H) 7,16-7,34 (m, 5H) 5,161
5,24 (m, 2H) 5,05-5,15 (m, 2H) 3,31-3,39 (m,
2H)

A57

(400 Mrlu, D20) 9,94 (d, 1H) 9,81 (d, 1H)
8,97 (dd, 1H) 8,43 (d, 1H) 7,36 (d, 1H) 5,22
t, 2H) 366 (, 2H) (oguH npotoH NH
BiACYTHIR)
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0] XN
NN (400 My, D20) 10,29 (m, 1H) 9,91 (m, 1H)
A58 IN 9,49 (s, 2H) 9,31 (m, 1H) 5,14 (m, 2H)
N 3,26(m, 2H) 2,74 (s, 3H)
(0]
I
o) NH
NN
| (400 Mry, D20) 10,26-10,42 (m, 1H) 9,94 (d,
A59 P 1H) 9,33-9,49 (m, 1H) 9,23-9,31 (m, 1H)
N Z °N 8,06-8,27 (m, 1H) 8,19 (s, 1H) 5,17 (t, 2H)
Il 3,28 (t, 2H) 3,01 (s, 3H)
S N
o)
-
NT
O)\N/ N (400 My, CDsOD) 10,28-10,21 (m, 1H) 9,99
AB0 | | _|(d, 1H) 9,26 (dd, 1H) 8,93 (d, 1H) 8,04 (d,
+ 1H) 5,27 (t, 2H) 4,16 (s, 3H) 3,59 (t, 2H)
N/NV\S/\
// o
N
AN
\[ P (400 My, CDsOD) 10,26-10,22 (m, 1H) 9,87
AGH N X (d, 1H) 9,49-9,47 (m, 1H) 9,20 (dd, 1H) 8,85-
| . o~ |8,82 (m, 1H) 5,24 (1, 2H) 3,58 (t, 2H) 2,71 (s,
N//N\/\S/\ 3H)
// o
\O
X (400 My, CDsOD) 10,24-10,20 (m, 1H) 9,93
AB2 N| (d, 1H) 9,24 (dd, 1H) 9,02 (d, 1H) 7,89 (d,
k _ 1H) 5,11 (t, 2H) 4,11 (s, 3H) 2,93 (t, 2H) 2,61
N | N ﬁ o (quin, 2H)
. Z
N e U
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X
(400 Mruy, D20) 9,89 (br s, 1H) 9,69 (br d,
AB3 — 1H) 8,82-8,98 (m, 1H) 7,83-8,03 (m, 2H)
H 7,49 (br d, 1H) 5,02 (br t, 2H) 3,19 (br t, 2H)
NWO 2,55 (s, 3H)
O
AN
= (400 Mru, D20) 10,03 (d, 1H) 9,78 (d, 1H)
AB4 8,99 (dd, 1H) 8,82 (d, 1H) 8,29 (d, 1H) 8,13
“+ L0 |t 1H)7.70 (dd, 1H) 5,24 (t, 2H) 3,71 (t, 2H)
\/\/s\
o7 o
X
_ (400 Mru, D20) 9,82 (d, 1H) 9,68 (m, 1H)
ABE N 8,73-8,74 (m, 1H) 8,56-8,57 (m, 1H) 7,911
Il ~ 17,93 (m, 1H) 7,54-7,56 (m, 1H) 5,13 (t, 2H)
N\/\n/o 3,27 (1, 2H) 2,45 (s, 3H)
0}
X
_ (400 Mru, D20) 9,80 (d, 1H) 9,71 (d, 1H)
AGE N 8,75 (dd, 1H) 8,52-8,58 (m, 1H) 7,85-7,94
Il 0 (m, 1H) 7,53 (dd, 1H) 5,21-530 (m, 2H)
N / 3,66-3,75 (m, 2H) 2,44 (s, 3H
\/\s\ 7 ( ) (s, 3H)
// "o
X
_ (400 Mry, D20) 9,91 (d, 1H) 9,72 (d, 1H)
AG7 N 8,91 (dd, 1H) 8,55 (dt, 1H) 7,74-7,82 (m, 1H)
I _ |7,61-7,67 (m, 1H) 5,00-5,05 (m, 2H) 3,18 (1,
F N\/\n/o 2H)
0}
X
_ (400 Mru, D-0) 10,05-10,10 (d, 1H) 9,80 (d,
ABS N 1H) 8,02 (m, 1H) 8,60-8,69 (m, 1H) 7,83
[, 7,93 (m, 1H) 7,67-7,79 (m, 1H) 5,15-5,35 (m,
F N / 2H) 3,69-3,73 (m, 2H
\/\//S< 7 ) ( )
o}
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AB9

o

\

(400 Mry, D20) 10,03 (d, 1H) 9,74 (d, 1H)
8,98 (dd, 1H) 8,80 (d, 1H) 8,25 (d, 1H) 8,11
(dd, TH) 5,17-5,24 (m, 2H) 3,65-3,72 (m, 2H)

A70

(400 Mry, D20) 10,03 (d, 1H) 9,77 (d, 1H)
8,99 (dd, 1H) 8,63 (d, 1H) 7,77 (d dd, 1H)
5,19-5,29 (m, 2H) 3,66-3,72 (m, 2H)

A71

(400 Mru, D-0) 9,99 (d, 1H) 9,75 (d, 1H)
8,94 (dd, 1H) 8,70 (d, 1H) 8,34 (dd, 1H)
7,67-7,90 (m, 1H) 5,09 (1, 2H) 3,24 (t, 2H)

A72

(400 Mry, D20) 10,01 (d, 1H) 9,72 (d, 1H)
8,94 (dd, 1H) 8,69 (d, 1H) 8,34 (dd, 1H)
7,74-7,89 (m, 1H) 5,19 (t, 2H) 3,67 (t, 2H)

A73

(400 Mry, D20) 10,11 (d, 1H) 9,83 (d, 1H)
9,08 (dd, 1H) 8,46 (d, 1H) 8,29 (t, 1H) 8,06
(d, 1H) 5,11 (t, 2H) 3,25 (t, 2H)

A74

(400 My, D20) 10,15 (d, 1H) 9,81 (d, 1H)
9,10 (dd, 1H) 8,48 (d, 1H) 8,28 (t, 1H) 8,06
(d, 1H) 5,24 (t, 2H) 3,7 (t, 2H)
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A75

(400 Mru, D-0) 9,91 (d, 1H) 9,67 (d, 1H)
8,87 (dd, 1H) 7,95-8,03 (m, 1H) 7,85-7,94
(m, 1H) 7,48 (d, 1H) 5,14 (t, 2H) 3,61 (t, 2H)
2,54 (s, 3H)

A76

7 N\

(400 My, D20) 10,21 (s, 1H) 9,85 (d, 1H)
9,22 (dd, 1H) 6,41 (s, 1H) 5,14 (1, 2H) 4,04
(s, 6H) 3,28 (t, 2H)

A77

(400 Mru, CDsOD) 10,35-10,47 (m, 1H)
10,05 (d, 1H) 9,37-9,44 (m, 1H) 9,08-9,15
(m, 2H) 7,65-7,78 (m, 1H) 7,32-7,43 (m, 2H)
7,18-7,27 (m, 1H) 7,03-7,15 (m, 2H) 5,30 (,
2H) 3,58 (t, 2H)

A78

(400 Mrlu, D20) 9,98-9,93 (m, 1H) 9,58 (d,
1H) 8,98 (d, 1H) 8,89 (dd, 1H) 8,42 (d, 1H)
491 (t, 2H) 4,01 (s, 3H) 2,95 (t, 2H) 2,48
(quin, 2H)

A79

\\S//o

(400 Mru, D20) 10,06-10,04 (m, 1H) 9,76-
9,72 (m, 1H) 9,21 (d, 1H) 9,05 (dd, 1H) 8,88
(d, TH) 4,97 (t, 2H) 2,96 (1, 2H) 2,51 (quin,
2H)

A80

(400 Mry, D20) 10,28-10,42 (m, 1H) 9,93-
10,10 (m, 1H) 9,37-9,45 (m, 1H) 9,12 (d, 2H)
7,70 (t, 1H) 5,06-5,20 (m, 2H) 3,21 (t, 2H)
1,40-1,46 (m, 9H)
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A81

(400 Mru, CDsOD) 10,29-10,43 (m, 1H)
10,02 (d, 1H) 9,36-9,49 (m, 1H) 9,04-9,18
(m, 2H) 7,63-7,76 (m, 1H) 5,10-5,24 (m, 2H)
4,92-5,04 (m, 1H) 3,14-3,41 (m, 2H) 1,12
1,25 (m, 6H)

A82

(400 Mry, D20) 10,07-10,18 (m, 1H) 9,77
9,90 (m, 1H) 9,12-9,23 (m, 1H) 8,96 (d, 2H)
7,52-7,70 (m, 1H) 5,04-5,17 (m, 2H) 4,03 (g,
2 H) 3,14-3,30 (m, 2H) 1,01-1,13 (m, 3H)

A83

(400 Mry, D20) 10,09-10,03 (m, 1H) 9,80-
9,76 (m, 1H) 9,15 (s, 1H) 9,04 (dd, 1H) 8,66
(s, TH) 5,20 (t, 2H) 3,65 (1, 2H) 2,62 (s, 3H)

A84

(400 My, D20) 10,08-10,04 (m, 1H) 9,78 (d,
1H) 9,32 (s, 1H) 9,08 (dd, 1H) 8,82 (s, 1H)
4,99 (t, 2H) 2,96 (t, 2H) 2,57-2,46 (m, 2H)

A85

(400 MIy, CDsOD) 10,29-10,24 (m, 1H)
10,02-9,95 (m, 1H) 9,41 (s, 1H) 9,29-9,25
(m, 1H) 8,79 (s, 1H) 5,16 (t, 2H) 3,30-3,23
(m, 2H) 2,73 (s, 3H) (oauH npotoH CO2H
BiACYTHIR)

A86

(400 Mry, CDsOD) 10,16-10,12 (m, 1H)
10,09 (d, 1H) 9,22 (dd, 1H) 8,36 (d, 1H) 7,44
(d, 1H) 5,18 (t, 2H) 3,27 (t, 2H) (oanH NpoToH
CO:zH 1a oguH npotoH OH BigCyTHI)
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A87

(400 Mru, D-0) 9,83-9,86 (m, 1H) 9,62-9,75
(m, 1H) 9,01-9,04 (m, 2H) 7,40-7,83 (m, 1H)
5,18-5,25 (m, 2H) 3,57-3,80 (m, 2H) 2,64-
2,87 (m, 3H)

A88

(400 Mry, D20) 9,76 (d, 1H) 9,69-9,88 (m,
1H) 9,02 (d, 1H) 8,77 (d, 1H) 7,69 (t, 1H)
5,21 (t, 2H) 3,71 (t, 2H) 2,94 (s, 3H)

A89

(400 MrI'u, D20) 10,22 (d, 1H) 9,93 (d, 1H)
9,25 (dd, 1H) 9,05 (d, 2H) 7,70 (t, 1H) 5,22
(t, 2H) 3,30-3,40 (m, 2H) 3,27 (s, 3H) (oauH
npoTtoH NH BigcyTHil)

A90

(400 My, D20) 10,10-10,04 (m, 1H) 9,67 (d,
1H) 9,05 (dd, 1H) 8,91 (s, 1H) 8,34 (s, 1H)
4,94 (1, 2H) 4,01 (s, 3H) 2,97-2,90 (m, 2H)
2,54-2,44 (m, 2H)

A91

(400 Mru, D>0) 9,98 (m, 1H) 9,78 (m, 1H)
8,98 (m, 1H) 8,76 (s, 1H) 8,24 (m, 1H) 8,10
(m, 1H) 7,68 (m, 1H) 5,12 (m, 2H) 4,10 (m,
2H) 3,26 (m, 2H) 1,14 (m, 3H)

A92

(400 Mry, D20) 10,23 (m, 1H) 9,89 (m, 1H)
9,25 (m, 1H) 9,12 (s, 2H) 5,16 (m, 2H)
3,26(m, 2H) 3,08 (s, 3H) 3,02 (s, 3H)
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HN/
o) NN
(400 My, D20) 10,27 (m, 1H) 9,94 (m, 1H)
A93 N/ Z 9,33 (s, 3H) 5,18 (m, 2H) 3,26 (m, 2H) 2,94
l + | (m, 3H) (oanH npoToH NH BiacyTHIN)
X N o
N W
o]
o
NN
(400 My, D20) 10,22 (d, 1H) 9,84 (d, 1H)
A94 — 9,21 (d, 1H) 6,91 (s, 1H) 5,25 (t, 2H) 4,05 (s,
N | ~N 3H) 3,70 (t, 2H) 2,52 (s, 3H)
+ 0
N//N\/\S//\
. /o
o)
0
NH (400 My, D20) 9,89-9,98 (m, 1H) 9,83 (d,
A95 = 1H) 8,97 (dd, 1H) 6,49 (s, 1H) 5,18 (t, 2H)
N | \T . 13,60 @, 2H) 2,33 (s, 3H) (oamH npoToH NH
+ o BiCYTHIRN)
N /
= \/\s\
/o
0
NN
(400 MI'y, D20) 10,06 (d, 1H) 9,65-9,77 (m,
A96 — 1H) 9,00-9,09 (m, 1H) 8,48-8,63 (m, 1H)
N | N 5,02 (t, 2H) 3,15 (t, 2H) 2,49 (s, 3H) 2,26 (s,
* 3H
1
NN
(400 Mry, D20) 10,10 (d, 1H) 9,73 (d, 1H)
A97 NS X 9,07 (dd, 1H) 8,57 (s, 1H) 5,13-5,18 (m, 2H)
| . 3,58-3,64 (m, 2H) 2,49 (s, 3H) 2,26 (s, 3H)
NéN\/\S//
/o
F N
BN
\[ (400 MIy, D20) 10,06-10,03 (m, 1H) 9,75
A98 Z N . 9,71 (m, 1H) 9,12-9,09 (m, 1H) 9,04 (dd, 1H)
+ \ 0 8,74 (dd, 1H) 4,97 (t, 2H) 3,00-2,94 (m, 2H)
N//N\/\/S\o- 2,56-2,47 (m, 2H)
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cl
N
(400 My, D20) 10,23 (d, 1H) 9,85 (d, 1H)
A99 NG N 9,22 (dd, 1H) 8,89 (s, 1H) 5,25 (m, 2H) 3,70
| . (m, 2H) 2,70 (s, 3H)
N
2 \/\s/\
/o
cl
NN
P (400 Mry, Dz0) 10,53 (br s, 1H) 9,58 (br s,
A100 N 1H) 9,16 (br s, 1H) 8,85-8,92 (m, 1H) 5,15-
| s _|5,22(m, 2H) 3,23 (br s, 2H) 2,69 (s, 3H)
NéN\/\n/o
o)
\O
NN
(400 My, D20) 10,20 (d, 1H) 9,85 (d, 1H)
A101 — N 9,21 (dd, 1H) 8,66 (d, 1H) 7,05 (d, 1H) 5,13
N | (t, 2H) 4,08 (s, 3H) 3,26 (1, 2H)
+ .
NéN\/\n/o
@]
cl W
2 W (400 Mry, D20) 9,65-9,81 (m, 2H) 8,67-8,77
A102 ||+ (m, 1H) 8,53-8,61 (m, 1H) 7,91-8,00 (m, 1H)
N 4,95-5,10 (m, 2H) 2,98-3,02 (m, 2H) 2,54
\/\ 2,56 (m, 2H) 2,43-2,45 (m, 3H)
o:ﬁ—o
o}
cl
NN
P N (400 Mru, D20) 9,77 (d, 1H) 9,68 (s, 1H)
A103 | . o [8.72(d 1H) 854 (s, 1H) 7.92 (s, TH) 5,22 (1,
2H) 3,67 (1, 2H) 2,42 (s, 3H
/7 o
o)
F N
_ (400 My, D20) 9,77-9,85 (m, 1H) 9,72 (br s,
A104 X 1H) 8,74 (br s, 1H) 8,52-8,59 (m, 1H) 7,73
| , o (br's, TH) 5,26 (br s, 2H) 3,71 (br s, 2H) 2,49
N//N\/\S/ (br s, 3H)
o
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A105

(400 Mru, D20) 10,19 (d, 1H) 9,83 (d, 1H)
9,19 (dd, 1H) 6,92 (s, 1H) 5,11 (s, 2H) 4,05
(s, 3H) 3,22 (t, 2H) 2,52 (s, 3H)

A106

(400 Mry, D20) 10,40-10,51 (m, 1H) 9,48-
9,65 (m, 1H) 8,99-9,23 (m, 1H) 8,36-8,54 (m,
1H) 5,13-5,30 (m, 2H) 3,97-4,21 (m, 3H)
3,17-3,37 (m, 2H) 2,14-2,25 (m, 3H)

A107

(400 Mrlu, D20) 10,16 (d, 1H) 9,86 (d, 1H)
9,21-9,15 (m, 1H) 8,99 (d, 2H) 7,64 (t, 1H)
5,11 (t, 2H) 3,24 (t, 2H) (oanH npotoH CO2H
BiACYTHIR)

A108

(400 Mry, D20) 10,21-10,16 (m, 1H) 9,92 (d,
1H) 9,25-9,20 (m, 2H) 8,51 (d, 1H) 5,26 (t,
2H) 3,68 (t, 2H)

A109

(400 Mry, D20) 10,20-10,14 (m, 1H) 9,93 (d,
1H) 9,56-9,53 (m, 1H) 9,21 (dd, 1H) 8,79-
8,74 (m, 1H) 5,25 (t, 2H) 3,67 (t, 2H)

A110

(400 My, D20) 10,19-10,16 (m, 1H) 9,87 (d,
1H) 9,65 (s, 1H) 9,22 (s, 1H) 9,19 (dd, 1H)
5,23 (1, 2H) 3,66 (t, 2H)
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A111

(400 My, D20) 10,08-10,04 (m, 1H), 9,84-
9,79 (m, 1H) 9,06 (dd, 1H) 9,01 (d, 1H) 7,95
(d, 1H) 5,01 (t, 2H) 4,01 (s, 3H) 3,01-2,95
(m, 2H) 2,58-2,49 (m, 2H)

o)
N Ny
F
F
AN
F
>|\[ (400 My, D=0) 10,18-10,15 (m, 1H) 9,90-
A112 N/ AN 9,85 (m, 1H) 9,56-9,53 (m, 1H) 9,30-9,27 (m,
| . o 1H) 9,19 (dd, 1H) 5,23 (t, 2H) 3,67 (t, 2H)
N /
o)
o)
F
\N >‘)‘k0 -
| _ F F (400 Mrlu, D20) 10,22 (d, 1H) 9,86 (d, 1H)
N =~ N 9,23 (dd, 1H) 9,04 (d, 2H) 7,69 (i, 1H) 5,06
A113 | + (dt, 2H) 3,85 (quin, 2H) 2,44-2,53 (m, 2H)
x N 1,13 (¢, 3H) (oguH npoToH OH BiacyTHiIN)
OH
IP/
/AN
FN
N/ 7 (400 My, D=20) 10,17-10,12 (m, 1H) 9,75-
A114 ’i‘|+ - 9,71 (m, 1H) 9,15 (dd, 1H) 8,97 (d, 2H) 7,61
A \>< (t, TH) 5,04 (s, 2H) 1,37 (s, 6H)
(400 My, D20) 10,00-10,13 (m, 1H) 9,67-
A115 9,78 (m, 1H) 8,93-9,06 (m, 1H) 8,30-8,44 (m,
1H) 7,40 (d, 1H) 4,98 (t, 2H) 4,11 (s, 3H)
2,97 (t, 2H) 2,52 (quin, 2H)
(400 Mrl'u, D20) 9,86-9,98 (m, 1H) 9,72-9,81
A116 (m, 1H) 8,96 (dd, 1H) 8,34-8,48 (m, 1H) 7,35

(d, 1H) 4,86-5,10 (m, 2H) 2,84-3,05 (m, 2H)
2,43 (s, 2H) (ognH npoToH NH BiacyTHiR)
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A117

(400 Mry, D-0) 9,98-10,10 (m, 1H) 9,85 (d,
1H) 9,13-9,22 (m, 1H) 9,06 (dd, 1H) 8,12-
8,24 (m, 1H) 5,16-5,31 (m, 2H) 3,58-3,73 (m,
2H) 2,57-2,69 (m, 3H)

A118

(400 MI'u, CDsOD) 10,28 (d, 1H) 10,14 (d,
1H) 9,40-9,32 (m, 2H) 8,67 (d, 1H) 5,21 (t,
2H) 3,34-3,26 (m, 2H) (oauH npotoH CO2H
BiACYTHIR)

A119

(400 Mruy, CDsOD) 10,39-10,33 (m, 1H)
10,14 (d, 1H) 9,71-9,68 (m, 1H) 9,44 (dd,
1H) 8,93 (d, 1H) 5,20 (t, 2H) 3,35-3,24 (m,
2H) (oauH npotoH CO:2H BiacyTHIi)

A120

m M

(400 MIy, CDsOD) 10,31-10,23 (m, 1H)
10,08 (d, 1H) 9,89 (s, 1H) 9,38-9,31 (m, 2H)
5,19 (t, 2H) 3,34-3,26 (m, 2H) (oaAnH NPOTOH
CO:H BigcyTHin)

A121

n

n

(400 Mruy, CDsOD) 10,35-10,28 (m, 1H)
10,09 (d, 1H) 9,77 (d, 1H) 9,40-9,34 (m, 2H)
5,19 (t, 2H) 3,34-3,23 (m, 2H) (oaAnH NPOTOH
CO:H BigcyTHin)
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A122

(400 Mry, D20) 10,24-10,20 (m, 1H) 9,91 (d,
1H) 9,20 (dd, 1H) 8,76 (d, 1H) 8,40 (d, 1H)
5,26 (t, 2H) 3,68 (t, 2H)

A123

(400 Mrlu, D20) 10,16 (d, 1H) 9,79 (d, 1H)
9,20 (dd, 1H) 9,00 (d, 2H) 7,64 (i, 1H) 5,04
(s, 2H) 1,25 (s, 6H) (oguH npotoH CO2H
BiACYTHIR)

A124

(400 Mru, D20) 10,26 (d, 1H) 9,89 (d, 1H)
9,27 (dd, 1H) 9,00-9,06 (m, 2H) 7,69 (t, 1H)
5,11-5,23 (m, 2H) 4,03-4,15 (m, 4H) 2,84 (dt,
2H) 1,21 (t, 6H)

A125

(400 MIy, D20) 10,18-10,13 (m, 1H) 9,87
9,82 (m, 1H) 9,20-9,14 (m, 1H) 8,98 (d, 2H)
7,63 (s, 1H) 5,10 (s, 2H) 3,24 (t, 2H) (oauH
npotoH CO2H BiACYTHIN)

A126

(400 Mru, CDsOD) 10,39 (d, 1H) 10,15 (d,
1H) 9,40 (dd, 1H) 8,89 (d, 1H) 8,45 (d, 1H)
5,22 (t, 2H) 3,34-3,25 (m, 2H) (0aWH NpPOTOH
CO:H BigcyTHin)
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O
o ) F
O
F
NH F (400 Mrlu, D20) 9,99 (d, 1H) 9,91 (d, 1H)
A127 9,04 (d, 1H) 8,34 (d, 1H) 6,74 (d, 1H) 5,13 {t,
2 = 2H) 3,24 (t, 2H) (oauH npotoH NH Ta oauH
N N : .
I + npotoH CO2H BiACYTHI)
N\ N\/\H/OH
O
O
F
AN °
N F F (400 MIu, D20) 9,99 (s, 1H) 9,62 (d, 1H)
A128 _ 8,88 (d, 1H) 8,71 (dd, 1H) 8,37 (d, 1H) 7,79
Z N (dd, 1H) 514 (, 2H) 3,25 (t, 2H) (oauH
[l + npotoH CO2H BiACYTHIN)
. N OH
F F
F \/\n/
O
F
F
F | NN
N N (400 Mry, D20) 10,29 (d, 1H) 9,95-10,00 (m,
A129 |+ 1H) 9,32-9,41 (m, 3H) 5,18 (t, 2H) 3,25-3,35
o) X NWOH (m, 2H) (oauH npotoH CO2H BigcyTHIN)
F
o- o]
F
C
N/ ZaN (400 My, D=0) 10,16-10,25 (m, 1H) 9,81-
Il + 9,89 (m, 1H) 9,19-9,27 (m, 1H) 8,97-9,09 (m,
A130 o S N oH |2H) 7,63-7,74 (m, 1H) 5,08-5,20 (m, 1H)
4,92-5,01 (m, 1H) 3,35-3,47 (m, 1H) 1,31 (d,
F s 3H) (oauH npotoH CO2H BiaCyTHIN)
o-
F
F
fN
| =
N ZN (400 Mrly, D=0) 10,18 (m, 1H) 9,97 (m, 1H)
A131 |l + 9,21 (m, 1H) 8,98 (m, 2H) 7,61 (m, 1H) 3,36
0 N OH (s, 2H) 1,94 (s, 6H) (oauH npoToH CO2H
E BiACYTHIR)
o- (e}
F
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N N (400 Mru, D20) 9,72 (d, 1H) 8,98 (d, 1H)
A132 | + 8,66-8,74 (m, 1H) 8,71 (d, 1H) 7,65 (t, 1H)
o] N OH 506 (t, 2H) 3,21 (t, 2H) 2,87 (s, 3H) (oauH
. npotoH CO2H BiACYTHIN)
o) @]
F
F
NN
| — (400 Mru, D20) 9,72 (d, 1H) 8,98 (d, 1H)
A133 N N 8,66-8,74 (m, 1H) 8,71 (d, 1H) 7,65 (t, 1H)
| + 5,06 (t, 2H) 3,21 (t, 2H) 2,87 (s, 3H) (oauH
N//N\/\”/OH npoTtoH COzH BigcyTHii)
cr o)
NN
| _ (400 Mru, D20) 10,20-10,18 (m, 1H) 9,81
A134 N AN ) (dd, 1H) 9,19 (dd, 1H) 9,00 (d, 2H), 7,65 (1,
| + o 1H) 5,10-5,07 (m, 2H) 3,84-3,74 (m, 1H)
N / 1,39 (d, 3H)
N S
/o
o)
NN
P X (400 My, D20) 10,00 (d, 1H) 9,73 (d, 1H)
A135 | 'L o |896(d, 1H) 850 (s, 1H) 7,69 (d, 1H) 5,18-
5,23 (m, 2H) 3,66-3,71 (m, 2H) 2,45 (s, 3H
F /N\/\S/\ ( ) ( ) ( )
// So
0]
NN
Y (400 Mru, D:0) 9,85 (s, 1H) 9,80 (d, 1H)
A136 R o 8,95 (dd, 1H) 8,52 (s, 1H) 7,95 (s, 1H) 5,24
Cl \N/N\/\S/ (t, 2H) 3,67-3,72 (m, 2H) 2,40 (s, 3H)
VAN
O
_ F
N o
F (400 MI'y, D20) 9,78-9,89 (m, 1H) 8,96 (dd,
A137 _ F 1H) 8,87-9,00 (m, 1H) 8,53 (d, 1H) 7,96 (d,
| \T 1H) 5,14 (t, 2H) 3,28 (t, 2H) 2,41 (s, 3H)
o _ NWOH (oavH npotoH CO2H BiaCyTHIN)
(@]
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(400 MrI'u, D20) 10,11 (d, 1H) 9,87 (d, 1H)
9,32 (dd, 1H) 9,12-9,08 (m, 1H) 8,50 (dd,
1H) 7,99 (dd, 1H) 5,12 (t, 2H) 3,24 (t, 2H)
(oavH npotoH CO2H BiaCyTHIN)

A138

(400 MIy, D20) 10,05-10,15 (m, 1H) 9,84-
9,94 (m, 1H) 9,28-9,39 (m, 1H) 9,05-9,14 (m,

A139 O |1H) 841-8,56 (m, 1H) 7,90-8,06 (m, 1H)
\/\ﬂ/ 5,07-5,21 (m, 2H) 3,56-3,67 (m, 3H) 3,22-
3,34 (m, 2H)

(400 Mry, D20) 9,86 (d, 1H) 9,62 (d, 1H)
8,85 (d, TH) 8,70 (m, 1H) 8,35 (d, 1H) 7,77
(m, 1H) 5,24 (m, 2H) 3,65 (m, 2H)

A140

ZZN (400 Mru, D20) 9,83-9,92 (m, 2H) 8,98 (d,
Al Il + - |1H) 8,68 (d, 1H) 8,12 (d, 1H) 7,59-7,66 (m,
O |1H)527 (t, 2H) 3,71 (t, 2H)

Cl

(400 Mru, D-0) 9,87 (d, 1H) 9,83 (d, 1H)
A142 . - 18,99 (dd, 1H) 8,71 (d, 1H) 8,23 (d, 1H) 5,25
©  |(t, 2H) 3,70 (t, 2H)

//S\\o
NN
| (400 Mry, D20) 10,24 (d, 1H) 9,80 (d, 1H)
_ 9,25 (dd, 1H) 9,04 (d, 2H) 7,68 (1, 1H) 5,21
A143 N Z N OH o ~ |(dd, 1H) 4,93 (dd, 1H) 4,64-4,71 (m, 1H)
||+\)\/\\ 0 1319336 (m, 2H) (oauH npotoH OH
. N S . -
A\ BiACYTHIR)
(0]
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0
F
] >‘)ko -
NN F E (400 Mrlu, D20) 9,95 (d, 1H) 9,74 (d, 1H)
A144 8,93 (dd, 1H) 8,58 (d, 1H) 7,67-7,83 (m, 1H)
% ZaaN 5,06 (t, 2H) 3,26 (t, 2H) (oanH npotoH COzH
I + BiACYTHIR)
F ™ NWOH
0
NN
=
= H (400 Mrlu, D20) 9,68 (d, 1H) 8,73 (d, 1H)
A145 S N * o |849(d, 1H) 8,09 (id, 1H) 7,80 (d, 1H) 7,65
E \/\«’4 (dd, 1H) 5,07 (t, 2H) 3,26 (t, 2H) 2,77 (s, 3H)
F - (oavH npotoH CO2H BiaCyTHIN)
0 OH
F
o}
o) OH
XN (400 MTI'u, D20) 10,23-10,33 (d, 1H) 9,81 (d,
A146 1H) 9,30 (dd, 1H) 9,15 (d, 1H) 8,06 (d, 1H)
= % 5,01 (t, 2H) 2,97 (t, 2H) 2,52 (m, 2H) (oauH
N H . O o |mpoToH CO:H sinoyrHii)
o
AN N\/\/S\\/
o)
I
XN (400 Mrlu, D20) 10,23 (d, 1H) 9,85 (d, 1H)
A147 | 9,25 (m, 2H) 8,06 (d, 1H) 5,02 (1, 2H) 2,98 (i,
N/ AN o 2H) 2,53 (t, 2H)
| + A\ /O
N//N\/\/s\\o
)
Z ZZNY (400 MrIu, D20) 9,99 (s, 1H) 9,77 (d, 1H)
A148 || + 8,96 (dd, 1H) 8,80 (d, 1H) 8,25 (d, 1H) 8,06+
0 N 8,12 (m, 1H) 7,68 (t, 1H) 5,10 (t, 2H) 3,25 {t,

2H) (oauH npotoH CO:2H BiacyTHIi)
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0
F
AN o
N F (400 MIu, D20) 9,78-9,88 (m, 2H) 8,95 (dd,
A149 _ F 1H) 8,66 (d, 1H) 8,10 (d, 1H) 7,56-7,65 (m,
72N 1H) 5,12 (, 2H) 3,23 (t, 2H) (04MH NPOTOH
|| + CO2H BiacyTHiN)
Cl . N\/\H/OH
0
cl
)
N (400 Mry, D20) 9,99 (d, 1H) 9,75 (d, 1H)
H+ 8,96 (dd, 1H) 8,80 (d, 1H) 8,24 (d, 1H) 8,10
A150 . S N o |@d, 1H) 5,09 @ 2H) 3,25 (t, 2H) (oauH
F i \/Y npoTtoH COzH BigcyTHii)
F>H(O OH
o]
o)
i F
F N © E (400 MrIu, D=0) 9,80 (d, 1H) 9,68 (s, 1H)
F 8,72 (d, 1H) 8,46-8,54 (m, 1H) 7,71 (d, 1H)
A151 NS 512 (t, 2H) 3,26 (t, 2H) 2,48 (s, 3H) (oauH
H+ npoToH COzH BiaCyTHiN)
X NWOH
o]
NN
= X (400 Mru, D20) 9,75 (d, 1H) 9,69 (d, 1H)
A152 '\|‘+ O- 8,70 (dd, 1H) 8,42 (s, 1H) 7,74 (s, 1H) 5,23
N / (t, 2H) 3,69 (1, 2H) 2,42 (s, 3H) 2,36 (s, 3H)
= \/\s\
/o
F
F -
O
F
NN o
| (400 Mru, D20) 9,84 (s, 1H) 9,64-9,69 (m,
A153 _— 1H) 8,99-9,05 (m, 1H) 9,02 (d, 1H) 7,67 (i,
N = H 1H) 5,09 (t, 2H) 3,26 (t, 2H) 2,78 (s, 3H)
+
OH
OH
N (400 MrI'u, D=0) 10,25 (s, 1H) 9,84 (d, 1H)
M54 9,26 (d, 1H) 8,97 (d, 1H) 7,72 (d, 1H) 5,05 (,
NS 2H) 4,86 (s, 2H) 3,02 (1, 2H) 2,59 (t, 2H)
N H+ O\\ o- (oavH npotoH OH BiacyTHiN)
re
N
X \/\/S\\O
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NN
— N (400 Mry, D20) 9,96 (d, 1H) 9,69 (d, 1H)
A155 | N, 5 8,90 (dd, 1H) 8,62 (s, 1H) 8,14 (d, 1H) 7,89
N Y (dd, 1H) 5,19 (t, 2H) 3,67 (t, 2H) 2,40 (s, 3H)
/o
o
0
) F
c X © . (400 Mry, D20) 9,81 (d, 1H) 9,68 (d, 1H)
F 8,73 (dd, 1H) 8,57 (d, 1H) 7,95 (d, 1H) 5,12
A156 Z z (t, 2H) 3,26 (t, 2H) 2,44 (s, 3H) (oguH npoToH
N CO:H Bi i
I + 2H BiACYTHIN)
A N\/\I(OH
0
o)
Xy F
N )
| . O |(400 Mry, D:0) 9,86 (d, 1H) 9,81 (d, 1H)
157 NN £ 8,90 (dd, 1H) 8,73 (d, 1H) 8,63 (d, 1H) 7,89
. @, 1H) 5,16 (br t, 2H) 3,29 ppm (t, 2H) (0auH
< N\/\”/OH npotoH CO2H BiACYTHIN)
o]
NT R
)|\ P (400 My, D20) 10,04-9,99 (m, 1H) 9,87 (d,
A158 HN™ N N 1H) 9,07 (dd, 1H) 8,51 (d, 1H) 7,57 (d, 1H)
| + 5,23 (t, 2H) 3,66 (t, 2H) (asa npoToHu NH
NéN ~\ s/ BiACYTHI)
VAN
o)
F
F o)
NT N F (400 Mry, D20) 9,90 (d, 1H) 9,85 (d, 1H)
A159 | F 8,93 (dd, 1H) 8,79 (d, 1H) 8,67 (d, 1H) 8,01
=z XN (t, 1H) 5,12-5,35 (m, 2H) 3,63-3,81 (m, 2H)
| | + o (oauH npoToH SOsH BigcyTHiN)
N\
S
// “OoH
o)
0
NT N F .
)|\ - O |(400 My, CDsOD) 10,16 (d, 1H) 10,00 (d,
Z 1H) 9,18 (dd, 1H) 8,57 (d, 1H) 7,53 (d, 1H)
F
A160  |HNT N | N 512 (t, 2H) 3.25 (t. 2H) (38a NPoToHM NH:
N oH |Ta oauH npoToH CO2H BiaCyTHI)
N W
0
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A161

Cl
NH

(400 MrIu, D20) 9,95 (s, 1H) 9,87 (d, 1H)
9,00 (dd, 1H) 8,44 (s, 1H) 5,09 (i, 2H) 3,22
(t, 2H) (oaunH npotoH CO2H BiacyTHiit)

A162

(400 MrI'u, D=0) 10,21 (s, 1H) 9,87 (d, 1H)
9,23 (dd, 1H) 9,02 (s, 2H) 5,16 (t, 2H) 4,81
(s, 2H) 3,26 (t, 2H) (oamH npotoH OH Ta
oauH npotoH CO2H BiacyTHI)

A163

(400 MIy, CDsOD) 10,12-10,06 (m, 1H)
10,01-9,93 (m, 1H) 9,10 (dd, 1H) 8,63 (d,
1H) 7,43 (d, 1H) 5,14 (1, 2H) 3,26 (i, 2H)
(aBa npotoHn NHz Tta oguH npotoH CO2H
BiACYTHI)

A164

(400 Mrl'u, D20) 9,92-9,86 (m, 1H) 9,82-9,76
(m, 1H) 8,90 (dd, 1H) 8,58-8,49 (m, 1H) 7,32
(d, 1H) 5,23-5,18 (m, 2H) 3,67-3,63 (m, 2H)
(aBa npotoHu NH2 BiacyTHi)

A165

(400 My, D20) 9,82-10,02 (m, 2H) 8,86-
9,05 (m, 2H) 8,44 (s, 1H) 8,22 (dd, 1H) 5,24
5,34 (m, 2H) 3,66-3,77 ppm (m, 2H)
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A166

(400 Mrl'u, D20) 9,78-9,94 (m, 2H) 8,84-9,04
(m, 2H) 8,43 (s, 1H) 8,21 (dd, 1H) 5,15 (t,
2H) 3,28 (t, 2H) (oamH npotoH CO:H
BiACYTHIR)

A167

(400 Mru, D=0} 10,03-10,10 (m, 1H) 9,83-
9,89 (m, 1H) 9,38 (s, 1H) 9,15 (dd, 1H) 9,07
(d, 1H) 8,31 (dd, 1H) 5,08 (s, 2H) 1,28 (s,
6H) (oauH npotoH CO2H BiacyTHI)

A168

(400 My, D20) 10,23 (d, 1H) 9,86 (d, 1H)
9,20 (dd, 1H) 8,82 (d, 1H) 8,70 (d, 2H) 8,03
(d, 1H) 5,04 (t, 2H) 3,00 (t, 2H) 2,56 (quin,
2H)

A169

(400 Mru, D-0) 10,1 (d, 1H) 9,85 (d, 1H)
9,14-9,13 (m, 1H) 9,09 (dd, 1H) 8,47-8,41
(m, 2H) 5,25 (t, 2H) 3,70 (t, 2H)

A170

(400 MrI'u, D20) 10,24 (d, 1H) 9,87 (d, 1H)
9,24 (m, 1H) 9,02 (s, 2H) 5,26 (m, 2H) 4,80
(s, 2H) 3,70 (m, 2H) (oauH npoTtoH OH
BiACYTHIR)

A171

(400 Mrlu, D20) 10,07 (d, 1H) 9,88 (d, 1H)
9,37 (s, 1H) 9,13 (dd, 1H) 9,03-9,08 (m, 1H)
8,26-8,33 (m, 1H) 5,14 (dd, 1H) 4,98 (dd,
1H) 3,41-3,45 (m, 1H) 1,30 (d, 3H) (oawH
npotoH CO2H BiACYTHIN)

A172

(400 MrI'u, D20) 10,12 (d, 1H) 9,95 (d, 1H)
9,39 (d, 1H) 9,06-9,16 (m, 2H) 8,31 (dd, 1H)
5,50-5,60 (m, 1H) 3,37 (dd, 1H) 3,14 (dd,
1H) 1,72 (d, 3H) (oguH npotoH CO:H
BiACYTHi)
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A173

(400 MI'y, D20) 10,24 (m, 1H) 9,80 (m, 1H)
9,04 (m, 1H) 8,44 (s, 1H) 5,03 (m, 2H) 3,04
(m, 2H) 2,50 (m, 2H) (oauH npoToH NH
BiACYTHIR)

A174

n

n

(400 My, D20) 10,10 (d, 1H) 9,84 (d, 1H)
9,13 (s, 1H) 9,08 (dd, 1H) 8,45-8,39 (m, 2H)
5,25 (t, 2H) 3,71 (t, 2H)

A175

n

n

(400 My, D20) 9,91-9,89 (m, 2H) 9,04-9,02
(m, 2H) 8,51 (s, 1H) 5,27 (t, 2H) 3,71 (t, 2H)

A176

(400 Mrlu, D20) 10,07 (d, 1H) 9,86 (d, 1H)
9,14-9,13 (m, 1H) 9,08 (dd, 1H) 8,47-8,40
(m, 2H) 513 (t, 2H) 3,25 (t, 2H) (oauH
npotoH CO2H BiACYTHIN)

A177

(400 Mru, D=20) 9,77 (d, 1H) 9,65 (d, 1H)
8,69 (dd, 1H) 8,42 (s, 1H) 7,76 (s, 1H) 5,10
(t, 2H) 3,24 (t, 2H) 2,41 (s, 3H) 2,36 ppm (s,
3H) (oauH npotoH CO2H BiaCyTHIN)

A178

(400 MIu, D20) 9,95 (s, 1H) 9,74 (d, 1H)
8,93 (dd, 1H) 8,48 (s, 1H) 7,70 (s, 1H) 5,07
(t, 2H) 3,22 (m, 2H) 2,44 (s, 3H) (oauH
npotoH CO2H BigcyTHIN)

A179

(400 My, D=0) 10,36 (d, 1H) 9,66 (d, 1H)
9,29 (d, 1H) 8,97 (dd, 1H) 8,92 (dd, 1H) 8,85
(m, 1H) 8,12 (m, 1H) 5,36 (t, 2H) 3,76 (t, 2H)

A180

(400 Mry, D20) 10,25 (d, 1H) 9,83 (dd, 1H)
9,28 (dd, 1H) 9,06 (m, 2H) 7,73 (dd, 1H)
5,33 (dd, 1H) 5,23 (dd, 1H) 4,98 (m, 1H)
(oanH npotoH OH Ta oaumH npoToH CO2H
BiACYTHI)
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(400 My, CDsOD) 10,43-10,37 (m, 1H) 9,93
(dd, 1H) 9,34 (dd, 1H) 9,11 (d, 2H) 7,68 (t,
1H) 5,66-5,53 (m, 1H) 3,66 (dd, 1H) 3,43
(dd, 1H) 1,83 (d, 3H)

A181

(400 MrI'u, D20) 10,11 (d, 1H) 9,88 (d, 1H)
9,32 (dd, 1H) 9,10 (dd, 1H) 8,50 (dd, 1H)
7,99 (dd, 1H) 5,13 (t, 2H) 3,26 (t, 2H) (oauH
npotoH CO2H BiACYTHIN)

A182

(400 Mrlu, D20) 9,83 (d, 1H) 9,54 (d, 1H)
8,92 (d, 1H) 8,81 (dd, 1H) 8,17-8,23 (m, 1H)
-18,10-8,16 (m, 1H) 4,79-4,81 (m, 2H) 2,78 (i,
2H) 2,33 (q, 2H) (aBa npoToHn NH BigcyTHi)

A183

(400 Mruy, CDsOD) 10,41-10,35 (m, 1H)
10,05-9,99 (m, 1H) 9,31 (dd, 1H) 9,12 (d,

A184 2H) 7,67 (t, 1H) 3,67 (s, 2H) 2,10 (s, 6H)

(400 Mry, D20) 10,22-10,14 (m, 1H) 9,85
9,77 (m, 1H) 9,24-9,16 (m, 1H) 9,04-8,95 (m,
2H) 7,70-7,60 (m, 1H) 5,13-4,96 (m, 2H)
3,05-2,91 (m, 1H) 2,66-2,51 (m, 1H) 2,42-
2,25 (m, 1H) 1,36-1,26 (m, 3H)

A185

(400 Mry, D20) 10,25 (s, 1H) 9,82 (d, 1H)
XN 9,30 (dd, 1H) 9,27 (d, 1H) 8,08 (d, 1H) 4,98

A186 | _ (t, 2H) 4,15 (t, 2H) (oamH npotoH OH
N Z N _O&F BiCYTHIiN)

HN N N (400 MTl'u, CDsOD) 10,01 (d, 1H) 9,94 (d,
| N /o 1H) 9,00-8,95 (m, 1H) 6,87 (s, 1H) 5,39-5,25

NN (m, 2H) 3,30-3,22 (m, 2H) (dOoTUPK NPOTOHMU

o NH BiacyTHi) [BuaineHo y surnaai cymiwi 1:1

A187 isomepis 3 10,36 (s, 1H) 9,71 (d, 1H) 8,95
NH, 0 o 8,90 (m, 1H) 6,82 (s, 1H), 5,39-5,25 (m, 2H)
7 3,30-3,22 (m, 2H) (uotupu npotoHu NH

AN
NI = J/ Yo BiACYTHI)]
P +
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A188

(400 Mru, CDsOD) 10,00-9,98 (m, 1H) 9,96
(d, 1H) 9,01 (dd, 1H) 6,78 (s, 1H) 5,13 (t, 2H)
3,29-3,23 (m, 2H) (4otupu NH npoToHu Ta
oauH npotoH CO2H BiacyTHI)

A189

(400 Mry, D20) 10,13 (d, 1H) 10,03 (d, 1H)
9,42 (d, 1H) 9,17 (dd, 1H) 9,10 (d, 1H) 8,35
(dd, 1H) 3,39 (s, 2H) 1,96 (s, 6H) (oawH
npotoH CO2H BiACYTHIN)

A190

(400 MrI'u, D20) 10,12 (d, 1H) 9,83 (d, 1H)
9,41 (s, 1H) 9,19 (dd, 1H) 9,10 (br s, 1H)
8,34 (dd, 1H) 5,30 (dd, 1H) 5,18 (dd, 1H)
4,86 (dd, 1H) (oguH npotoH OH Ta oauH
npotoH CO2H BiACYTHI)

A191

(400 My, D20) 10,21 (d, 1H) 9,94 (d, 1H)
9,61 (d, TH) 9,31 (d, 1H) 9,24 (dd, 1H) 5,30
(t, 2H) 3,73 (t, 2H)

A192

(400 My, CDsOD) 10,47-10,41 (m, 1H)
10,07-10,00 (m, 1H) 9,49 (dd, 1H) 9,13 (d,
2H) 7,71 (t, 1H) 6,14 (q, 1H) 3,84 (s, 3H)
2,07 (d, 3H)

A193

(400 My, CDsOD) 10,50-10,40 (m, 1H)
10,07-9,98 (m, 1H) 9,51 (dd, 1H) 9,15 (d,
2H) 7,70 (t, 1H) 6,02 (g, 1H) 2,02 (d, 3H)
1,48 (s, 9H)

A194

(400 Mry, D20) 10,28 (d, 1H) 9,87 (d, 1H)
9,29 (dd, 1H) 9,07 (d, 2H) 7,72 (t, 1H) 5,18-
5,28 (m, 2H) 4,62-4,72 (m, 2H)

A195

(400 Mrlu, D20) 10,25 (d, 1H) 9,81 (d, 1H)
9,26 (dd, 1H) 9,05 (d, 2H) 7,70 (t, 1H) 4,94-
5,08 (m, 2H) 4,17-4,22 (m, 2H) (oauwH
npotoH OH BiacyTHiIR)

A196

(400 Mry, D20) 9,75 (m, 1H) 9,70 (m, 1H)
8,75 (m, 1H) 8,49 (m, 1H) 7,72 (m, 1H) 5,04
(m, 2H) 3,03 (m, 2H) 2,57 (m, 2H) 2,48 (m,
3H)
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A197

AN

2

(400 Mrlu, D20) 9,92 (d, 1H) 9,89 (d, 1H)
9,04 (id, 2H) 8,54 (d, 1H) 5,16 (t, 2H) 3,24 (t,
2H) (oauH npotoH CO:2H BiacyTHIi)

A198

|
“
~

OH

(400 MI'y, D=0) 10,21 (d, 1H) 9,81-9,89 (m,
1H) 9,18-9,26 (m, 1H) 9,02 (d, 2H) 7,67 (t,
1H) 5,09 (dt, 2H) 2,46-2,60 (m, 2H) (aBa
npotoHu POH BiacyTHi)

A199

N+
-0

F
F
(0]
F
F
F
i
o
jj\ﬁ

N
x> N
N/\/\f

(400 Mrlu, D20) 9,95 (d, 1H) 9,72 (d, 1H)
8,91 (dd, 1H) 8,65 (d, 1H) 8,16 (d, 1H) 7,98+
7,87 (m, 1H) 5,08 (t, 2H) 3,26 (t, 2H) 2,42 (s,
3H) (oauH npotoH CO2H BiaCyTHIN)

A200

o]
o
OH
o]
o
OH
F
F
F
(0]
OH
e}

(400 Mrlu, D20) 10,07 (d, 1H) 9,86 (d, 1H)
9,13 (s, 1H) 9,07 (dd, 1H) 8,44-8,38 (m, 2H)
5,14 (t, 2H) 3,28 (t, 2H) (oanH npotoH CO2H
BiACYTHIR)

A201

7\

(400 Mrlu, D20) 10,26 (d, 1H) 9,90 (d, 1H)
9,27 (dd, 1H) 9,06 (d, 2H) 7,72 (t, 1H) 5,17
(t, 2H) 4,09 (dd, 1H) 2,76-2,79 (m, 2H) (Tpu
npotoHn NH Ta oguH npotoH CO2H BiacyTHI)

A202

7=
© ‘%70
I
o
o T
O m
o]
O‘

(400 Mrlu, D20) 10,18 (d, 1H) 9,92 (d, 1H)
9,51 (d, 1H) 9,43 (d, 1H) 9,20 (dd, 1H) 5,18
(t, 2H) 3,31 (t, 2H) (aBa npotoHn NH Ta oauH
npotoH CO2H BiACYTHI)

A203

(400 My, D20) 9,84-9,78 (m, 2H) 8,87 (dd,
1H) 8,80-8,75 (m, 2H) 8,02-7,96 (m, 2H)
5,10 (t, 2H) 3,61 (s, 3H) 3,26 (t, 2H)
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(400 My, D20) 10,23 (d, 1H) 9,83 (d, 1H)

N i \ _o 9,24 (dd, 1H) 9,04 (d, 2H) 7,69 (t, 1H) 4,97
A204 Q X N\/\H/P\ (t, 2H) 4,05-4,15 (m, 4H) 2,35-2,48 (m, 2H)
F% _ °\ 1,93-2,09 (m, 2H) 1,27 (t, 6H)
o} o}
.
;
ZZNN
| (400 Mru, D20) 10,16-10,13 (m, 1H) 9,72-
\N ZaN 0 9,68 (m, 1H) 9,20 (dd, 1H) 8,99 (d, 2H) 7,64
A205 L om t 1H) 511 (d, 2H) (oaun npotoH OH
N va\/f BilCYTHiN)
(0]
@]
N Fz)ko (400 Mru, D=0) 10,21 (d, 1H) 9,85 (d, 1H)
| F 9,22 (dd, 1H) 9,04 (d, 2H) 7,69 (t, 1H) 5,00
A206 = N F (t, 2H) 3,70 (1, 2H) 2,31-2,39 (m, 2H) (oauH
N . .
| . on npotoH OH BiacyTHiIR)
NéN\/\/
o]
SN
| P -l (400 Mru, D20) 10,22 (s, 1H) 9,87 (d, 1H)
N ZY OH 9,24 (d, 1H) 8,99-9,04 (m, 2H) 7,66 (t, 1H)
A207 LI 5,16 (t, 2H) 4,17 (dd, 1H) 2,69-2,85 (m, 2H)
o X ; o] (tpn npotoun NH T1a oamH npotoH CO2H
>HJ\ rle+3 BiACYTHI)
F o
F
F
O
F
N 0 .
| — F (400 Mru, D20) 10,26 (s, 1H) 9,94 (d, 1H)
N = H;" N 9,31-9,34 (m, 1H) 9,04 (dd, 2H) 7,69 (t, 1H)
A208 ~ N : OH 5,48 (d, 2H) 4,75 (t, 1H) (Tpu npotoHn NH Ta
o N \/\[( 04 MH NPoTOH CO2H BiACyTHI)
O
F
F
\ 0
NH
Y F
//s Xy .o)k’<F (400 Mru, D20) 10,34 (s, 1H) 9,99 (d, 1H)
o” | F 9,46 (s, 2H) 9,39 (m, 1H) 5,21 (t, 2H) 3,28 (t,
A209 N/ XN 2H) 2,72 (s, 3H) (oanH npotoH NH Ta oauH

'
\/\H/OH
o

npotoH CO2H BiACYTHI)
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A210

(400 Mrlu, D20) 9,93 (d, 1H) 9,83 (d, 1H)
8,90 (dd, 1H) 8,03 (d, 1H) 7,53 (d, 1H) 7,30
(d, 1H) 5,23-5,15 (m, 2H) 3,29 (t, 2H) (aBa
npotoHn NH Ta oguH npotoH CO2H BiacyTHI)

A211

(400 MrI'y, D20) 10,24 (dd, 1H) 9,87 (dd, 1H)
9,27 (dd, 1H) 9,06 (d, 2H) 7,72 (t, 1H) 4,99
(t, 2H) 4,08 (t, 1H) 2,23-2,44 (m, 2H) 2,00
2,16 (m, 2H) (tpu npotoHn NH Ta oauH
npotoH CO2H BiACYTHI)

A212

H AMP (400 My, D20) 10,00 (d, 1H) 9,08
(d, 1H) 9,00 (d, 2H) 7,65 (t, 1H) 5,16 (t, 2H)
3,68 (t, 2H) 3,12 (s, 3H)

A213

(400 Mrlu, D20) 10,13 (d, 1H) 9,86 (d, 1H)
9,35 (dd, 1H) 9,11 (dd, 1H) 8,57 (dd, 1H)
8,05 (dd, 1H) 5,27-5,21 (m, 2H) 3,71-3,64
(m, 2H) (oguH npoToH NH BigcyTHiR)

A214

(400 My, de-DMSO) 10,36 (s, 1H) 10,06-
10,10 (m, 1H) 9,56-9,62 (m, 1H) 9,18-9,22
(m, 2H) 7,82-7,86 (m, 1H) 5,88-5,94 (m, 2H)
2,80-2,86 (m, 6H)

A215

(400 Mry, D20) 10,18 (s, 1H) 9,78-9,82 (m,
1H) 9,16-9,20 (m, 1H) 8,96-9,02 (m, 2H)
7,62-7,66 (m, 1H) 4,86-4,94 (m, 2H) 2,88-
2,94 (m, 2H) 2,18-2,28 (m, 2H) 1,72-1,82 (m,
2H)

A216

(400 Mru, D20) 10,16 (s, 1H) 9,80 (d, 1H)
9,14-9,20 (m, 1H) 8,96-9,00 (m, 2H) 7,60
7,66 (m, 1H) 4,96-5,04 (m, 2H) 4,06-4,12 (m,
2H) 2,44-2,52 (m, 2H)
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A217

(400 Mry, D20) 10,16 (s, 1H) 9,78-9,82 (m,
1H) 9,16-9,20 (m, 1H) 8,96-9,00 (m, 2H)
7,62-7,66 (m, 1H) 4,88-4,94 (m, 2H) 3,16 (s,
3H) 2,52-2,58 (m, 2H) 2,36-2,42 (m, 2H)

A218

(400 Mry, D20) 10,18 (s, 1H) 9,82-9,86 (m,
1H) 9,18-9,24 (m, 1H) 8,98-9,02 (m, 2H)
7,64-7,68 (m, 1H) 5,12-5,18 (m, 2H) 3,60 (s,
3H) 3,00-3,04 (m, 2H)

A219

(400 My, D20) 10,22 (s, 1H) 9,84-9,88 (m
1H) 9,28-9,32 (m, 1H) 8,99-9,04 (m, 2H)
7,64-7,68 (m, 1H) 5,64-5,68 (m, 2H) 3,72 (s,
3H)

A220

(400 Mru, Dz0) 10,18 (s, 1H) 9,81 (d, 1H)
9,18-9,22 (m, 1H) 8,98-9,02 (m, 2H) 7,64-
7,68 (m, 1H) 4,90-4,96 (m, 2H) 2,50-2,56 (m
2H) 2,34-2,42 (m, 2H)

A221

(400 Mry, D=0) 10,18 (s, 1H) 9,68-9,76 (m,
1H) 9,18-9,22 (m, 1H) 9,00-9,06 (m, 2H)
7,64-7,70 (m, 1H) 4,96-5,04 (d, 1H) 4,60-
4,68 (m, 1H) 3,82-3,92 (m, 1H) 1,36 (d, 3H)
(oauH npoTtoH NH BigcyTHii)

A222

(400 My, D20) 10,12 (s, 1H) 9,62-9,68 (m
1H) 9,12-9,18 (m, 1H) 8,94-9,02 (m, 2H)
7,60-7,66 (m, 1H) 4,94 (d, 1H) 4,58-4,66 (m
H) 4.04-4,14 (m, 1H) 3,16-3.28 (m, 2H)
2,04-2,18 (m, 1H) 1,72-1,98 (m, 3H)

A223

(400 Mry, D=0) 10,18 (s, 1H) 9,68-9,74 (m,
1H) 9,14-9,18 (m, 1H) 8,96-9,02 (m, 2H)
7,62-7,66 (m, 1H) 5,14-524 (m, 1H) 3,38
3,54 (m, 2H) 1,68 (d, 3H) (oanH npoTtoH NH
BiACYTHIR)

A224

(400 Mry, D20) 10,16 (d, 1H) 9,85 (dd, 1H)
9,41-9,44 (m, 1H) 9,21 (dd, 1H) 9,11 (d, 1H)
8,36 (dd, 1H) 5,26 (dd, 1H) 4,97 (dd, 1H)
4,71-4,78 (m, 1H) 3,21-3,37 (m, 2H) (oguH
npotoH OH BiacyTHiIR)
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Z N
| (400 Mry, D20) 10,14-10,18 (m, 1H) 9,64-
N = NP 9,68 (m, 1H) 9,16-9,22 (m, 1H) 8,96-9,00 (m,
A225 ~ N & 2H) 7,60-7,64 (m, 1H) 4,82-4,.88 (m, 2H)
NN > _ |358-3,64 (m, 2H)
F F
NN
| (400 Mru, D20) 10,16 (s, 1H) 9,86 (d, 1H)
N = N 9,16-9,20 (m, 1H) 8,96-9,02 (m, 2H) 7,60-
A226 . Z 7,66 (m, 1H) 5,08-5,14 (m, 2H) 3,20-3,28 (m,
N /“\/\N'S> Y
F F
NN
| (400 My, D:0) 10,18 (s, 1H) 10,00-10,04
207 Xy = NNy (m, 1H) 9,26-9,30 (m, 1H) 8,96-9,02 (m, 2H)
W\ 7,62-7,66 (m, 1H) 6,42-6,48 (m, 2H)
N/N N
(@]
F —
F>Hk° (400 My, CDsOD) 10,44-10,30 (m, 1H)
XN F o 10,12-10,05 (m, 1H) 9,42 (dd, 1H) 9,10 (d,
A228 | P 2H) 8,10 (d, 2H) 7,74-7,67 (m, 3H) 6,19 (s,
N | X oH |2H)
NéN+
@]
FFZ)kO (400 My, CDsOD) 10,40-10,35 (m, 1H)
XN F o 10,10-10,05 (m, 1H) 9,43 (dd, 1H) 9,11 (d,
A229 | P 2H) 8,14-8,08 (m, 2H) 7,75-7,68 (m, 3H)
N | XN o~ |6,18 (s, 2H) 3,91 (s, 3H)
/'L+
(0]
F>HJ\O
Zaw -l (400 My, de-DMSO) 10,39-10,35 (m, 1H)
| 10,01 (d, 1H) 9,47 (dd, 1H) 9,22 (d, 2H) 7,84
A230 X = ( (t, 1H) 5,78 (d, 2H) 4,24-4,13 (m, 4H) 1,27 (t,
N L ° 6H)
II+ \\ /O
N N\/P\
O—\
NT N
)|\ (400 My, D20) 10,04-9,99 (m, 1H) 9,85 (d,
A231 NG N 1H) 9,05 (dd, 1H) 8,03 (s, 1H) 5,23 (t, 2H)
) . 3,66 (t, 2H) 2,71 (s, 3H) 2,59 (s, 3H)
4N\/\S/
7
(0]
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A232

Z\ />

(400 MrIy, D=0) 10,24 (dd, 1H) 9,86 (dd, 1H)
9,26 (dd, 1H) 9,06 (d, 2H) 7,71 (t, 1H) 4,98
(t, 2H) 3,92 (quin, 2H) 2,37 (ddd, 2H) 1,69-
1,80 (m, 2H) 1,23 (t, 3H) (ognH npotoH POH
BiACYTHIR)

A233

Z\ />

A

(400 MrI'u, D20) 10,22 (d, 1H) 9,84 (d, 1H)
9,23 (dd, 1H) 9,03 (d, 2H) 7,68 (t, 1H) 4,97
(t, 2H) 2,33-2,46 (m, 2H) 1,77-1,89 (m, 2H)
(aBa npoTtoHn OH BigCyTHI)

A234

Z—1T
// +

\

/

(400 MrI'u, D20) 10,11 (d, 1H) 9,88 (d, 1H)
9,36 (br d, 1H) 9,10 (dd, 1H) 8,48-8,56 (m,
1H) 7,92-8,07 (m, 1H) 4,98-520 (m, 2H)
3,18-3,32 (m, 2H) (oamH npotoH CO:2H
BiACYTHIR)

A235

(400 MrI'u, D20) 10,14 (d, 1H) 9,92 (d, 1H)
9,42 (d, 1H) 9,18 (dd, 1H) 9,10 (d, 1H) 8,35
(dd, 1H) 5,09-5,21 (m, 2H) 3,87 (dd, 1H)
2,72 (dd, 2H) (tpy npotoHu NH Ta oauH
npotoH CO2H BiACYTHI)

[npumiTka: 3amicTb TPUAPTOPOLTOBOT KUCIIOTH
B emoeHTi ana HPLC 3acrocoByBanu
neHTadyTOpNPONiOHOBY KUCNOTY]

A236

(400 Mry, D20) 10,03 (d, 1H) 9,74-9,69 (m,
1H) 9,34 (s, 1H) 9,14-9,09 (m, 1H) 9,04-9,00
(m, 1H) 8,30-8,26 (m, 1H) 5,11 (d, 2H) (oauH
npotoH POH BiacyTHin)

A237

=z

(400 Mry, D20) 10,19-10,13 (m, 1H) 9,93-
9,87 (m, 1H) 9,43-9,38 (m, 1H) 9,27-9,22 (m,
1H) 9,11-9,05 (m, 1H) 8,34 (dd, 1H) 5,72-
5,65 (m, 2H) 3,90-3,84 (m, 6H)




UA 125599 C2
@]
O%'s\
F o
. (400 Mry, D20) 10,37 (d, 1H) 10,00 (d, 1H)
N F 9,48-9,42 (m, 1H) 9,23-9,20 (m, 2H) 7,83 (t,
A238 | P 1H) 5,82 (d, 2H) 3,83 (s, 3H) 3,82-3,78 (m,
Y S 3H)
+ \ /O
NéN\/P\\
S
N N
L (400 Mry, D20) 10,09 (d, 1H) 9,86 (d, 1H)
aN i 9,40-9,35 (m, 1H) 9,13 (dd, 1H) 9,06 (d, 1H)
A239 | P Vs 8,31 (dd, 1H) 5,11-4,98 (m, 2H) 3,88-3,76
NZ \/7/"\0/\ (m, 2H) 2,44 (id, 2H) 1,11 (t, 3H)
X
N N
| (400 Mru, D20) 10,10-10,06 (m, 1H) 9,89-
= N 9,85 (m, 1H) 9,39-9,36 (m, 1H) 9,15-9,10 (m,
A40 | o 1H) 9,07-9,04 (m, 1H) 8,33-8,28 (m, 1H)
N~/ 5,11-5,02 (m, 2H) 2,51-2,40 (m, 2H) (oamH
P . .~
/Yo npotoH OH BiacyTHil)
o]
N7 NN
| (400 Mru, D-0) 10,11-10,08 (m, 1H) 9,80-
Pz ] | 9,75 (m, 1H) 9,41-9,38 (m, 1H) 9,20-9,15 (m,
~ o}
A241 S\ e 1H) 9,10-9,06 (m, 1H) 8,36-8,31 (m, 1H)
N2 5,26-5,20 (m, 2H) 3,67-3,61 (m, 3H)
(0]
NN (400 My, D:0) 10,02-9,98 (m, 1H) 9,71-
| P ( 9,64 (m, 1H) 9,33-9,28 (m, 1H) 9,11-9,06 (m,
o} ,01-8, m, ,£0-0, m,
A4D X o 1H) 9,01-8,96 1H) 8,26-8,21 1H
% \P/ 5,15-5,08 (m, 2H) 3,94-3,84 (m, 2H) 1,12 (i,
NZ \/\\O 3H)
S
N| N Br- (400 Mruy, D20) 10,14-10,11 (m, 1H) 9,92-
_ N < 9,88 (m, 1H) 9,37 (d, 1H) 9,19-9,14 (m, 1H)
A43 | 9,05 (d, 1H) 8,32-8,28 (m, 1H) 5,20-5,10 (m,
N A S 2H) 4,12-4,02 (m, 4H) 2,88-2,76 (m, 2H)
N O//P\O/\ 1,18 (t, 6H)
o]
F —
o]
F>\/U\ (400 Mru, D20) 10,17-10,13 (m, 1H) 9,91-
X F 9,85 (m, 1H) 9,40-9,36 (m, 1H) 9,25-9,19 (m,
A4l | ( 1H) 9,08-9,04 (m, 1H) 8,34-8,29 (m, 1H)
N 5,66-5,58 (M, 2H) 4,32-4,14 (m, 4H) 1,25 (b
N t, 6H)
N e P\
NTTNT N
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A245

(400 Mry, D20) 10,19-10,15 (m, 1H) 9,73
9,69 (m, 1H) 9,25-9,20 (m, 1H) 9,01 (d, 2H)
7,68-7,62 (m, 1H) 5,19 (d, 2H) 3,61 (d, 3H)

A246

(400 My, D20) 10,20 (d, 1H) 10,00 (dd, 1H)
9,45 (d, 1H) 9,28 (dd, 1H) 9,13 (d, 1H) 8,39
(dd, 1H) 6,15 (d, 1H) 3,82 (s, 3H) 2,05 (d,
3H)

A247

(400 MIy, D20) 10,11-10,05 (m, 1H) 9,88
9,83 (m, 1H) 9,39-9,35 (m, 1H) 9,15-9,09 (m,
1H) 9,07-9,03 (m, 1H) 8,32-8,27 (m, 1H)
7,61-7,56 (m, 2H) 7,30-7,25 (m, 2H) 5,09
4,97 (m, 2H) 3,45 (d, 3H) 2,52-2,39 (m, 2H)
2,30 (s, 3H) (ognH npoToH POH BiacyTHiR)

A248

(400 Mry, D20) 10,18 (d, 1H) 9,81 (d, 1H)
9,19 (dd, 1H) 8,99 (d, 2H) 7,64 (t, 1H) 5,07-
4,97 (m, 2H) 3,46 (d, 3H) 2,53-2,42 (m, 2H)

A249

(400 Mry, D20) 10,16-10,13 (m, 1H) 9,94
9,90 (m, 1H) 9,42-9,39 (m, 1H) 9,21-9,16 (m,
1H) 9,11-9,07 (m, 1H) 8,36-8,31 (m, 1H)
5,23-5,13 (m, 2H) 3,76-3,70 (m, 6H) 2,93
2,81 (m, 2H)

A250

(400 My, D20) 10,16-10,11 (m, 1H) 9,91-
9,86 (m, 1H) 9,41-9,37 (m, 1H) 9,26-9,21 (m,
1H) 9,10-9,05 (m, 1H) 8,37-8,30 (m, 1H)
5,87 (s, 2H) 3,80 (s, 3H)

A251

(400 My, D20) 10,16 (s, TH) 9,70 (br d, 1H)
9,24-9,18 (m, 1H) 8,99 (d, 2H) 7,64 (t, 1H)
5,15 (br d, 2H) 3,99-3,89 (m, 2H) 1,17 (1, 3H)
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BIONOIYHI NMPUKNAOU

MicnacxoaoBa e(PeKTUBHICTb

Cnocid A

HaciHMHu copTiB TecToBaHWX BWAIB BUCIBANU y cTaHAdapTHUW rpPyHT Yy ropuwwmkax. [licna
KynbTUBYBaHHA npoTaroM 14 AHiB (MICNSCXOAOBOrO) y KOHTPOMbOBAHMX yMoOBax y Tennuui (3a
24/16 °C, aeHb/Hid; 14-roaMHHOro CBITNOBOrO nepiody; BONorocTi 65 %) Ha pocnuHKU po3nuntoBanu
BOAHUW PO3YMH ANSA PO3NUIEHHS, OAEpPXKaHuW 3a AOMOMOrol PO3YMHEHHS TEXHIYHOrO aKkTUBHOIO
iHrpepieHta dopmynu (l) y HeBENUKIA KiINbKOCTI aueToHy Ta cneuianbHOT CyMilli po3YyMHHMKA Ta
eMynberatopa, sika HasueaeTbcs IF50 (11,12 % Emulsogen EL360 TM+44,44 % N-meTunniponigoHy +
44 44 % rnikonesoro etepy Dowanol DPM), 3 ogep»kaHHsiM 50 1/n po3umnHy, SkMin NoTiM po3BaBnanm
40  HeoOxigHOT  KOHUeHTpauii i3 3actocyBaHHaMm 025% abo 1% Empicol ESC70
(naypunetepcynbgat HaTtpito) + 1 % cynbdaTy amoHito K po3pigxKyBaya.

MoTiM TecToBaHi POCNUHW BUPOLLYBANM y TENNWUi Yy KOHTPOMbOBaHMX ymoBax (3a 24/16 °C,
O€eHb/HiY; 14-roaMHHOrO CBITNOBOrO nepioay; BoNnorocti 65 %) i nonueanu agidi Ha geHb. Yepes 13
OHIB NPOBOAWNK OUIHKY pe3ynbTaTiB TecTyBaHHS (100 = nowwkoaeHHs BCiel pocnuHu; 0 = BiACYTHICTb
MOLUKOPKEHHS Y POCIINHMN).

PesynbTatn nokasadi y taénuui B (HmiMe). 3Ha4YeHHA H. 4. BKasye Ha Te, WO AaHy kKombiHauio
Oyp'sHy Ta TECTOBAHOT CMOMYKW HE TECTYBANW/OLHIOBANMN.

TecToBaHi pOCNMHU;

Ipomoea hederacea (IPOHE), Euphorbia heterophylla (EPHHL), Chenopodium album (CHEAL),
Amaranthus palmeri (AMAPA), Lolium perenne (LOLPE), Digitaria sanguinalis (DIGSA), Eleusine
indica (ELEIN), Echinochloa crus-galli (ECHCG), Setaria faberi (SETFA).

Tabnuusa B
KoHTponb aesikux Buais Oyp'sHis
3a gonomoroto cnonyk copmynu (I) nicna NicnAcxo4oBOro 3acToCyBaHHA
Hopma
Homep cnonykn| 3actocyBaHHs, [AMAPACHEALEPHHLIPOHE[SETFAECHCG|ELEIN [DIGSA|LOLPE
r/ra

A1 500 100 100 100 | 100 | 100 70 100 | 100 70
A2 500 60 20 90 10 80 50 30 40 0

A4 500 100 80 100 90 60 60 100 80 100
A5 500 100 100 100 40 90 100 100 | 100 | 100
AB 500 100 100 100 60 100 80 100 | 100 60
A7 500 100 100 100 60 90 80 100 | 100 60
A8 500 10 10 10 10 20 10 20 20 0

A9 500 100 100 70 30 60 100 100 | 100 80
A10 500 100 100 100 40 60 30 50 60 90
A1 500 100 100 100 [ 100 30 60 100 80 80
Al12 500 100 100 40 30 70 80 100 | 100 90
A13 500 100 50 70 50 60 50 100 70 50
Al4 500 80 60 20 40 60 60 90 90 40
A15 500 H. Aa. 90 20 10 50 40 80 60 10
A16 500 60 30 50 40 50 60 70 50 10
A17 500 100 30 30 30 40 40 60 60 10
A18 500 H. Aa. 0 10 10 40 30 60 50 10
A19 500 100 60 60 40 60 40 60 50 20
A20 500 H.a. | 100 80 40 100 100 100 | 100 60
A21 500 100 80 80 40 90 60 100 90 80
A22 500 H.a. [ 100 70 30 100 100 100 | 100 80
A23 500 H. Aa. 80 90 60 100 70 100 80 70
A24 500 90 70 80 70 70 60 40 40 60
A25 500 100 60 40 50 60 70 50 50 40
A26 500 H.a. | 100 100 40 100 100 100 | 100 90
A28 500 100 100 100 | 100 | 100 90 100 90 70
A29 500 100 100 100 20 90 90 90 100 50
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A30 500 100 90 100 80 100 80 100 | 100 70
A31 500 100 | 100 50 100 50 60 80 90 60
A32 500 Ha | 70 70 40 80 70 100 | 90 30
A33 500 100 80 60 40 60 40 80 60 50
A34 500 100 70 70 70 70 30 90 60 60
A35 500 100 | 100 | 100 | H.a. | 100 80 90 100 90
A36 500 100 90 90 30 100 90 100 | 90 80
A37 500 H.ao. | 100 80 30 100 | 100 | 100 | 100 80
A38 500 100 50 30 20 70 30 70 100 | 40
A39 500 100 90 90 0 40 30 80 70 60
A40 500 90 70 90 100 | 100 90 90 90 90
A4 500 H.ao | 90 90 30 100 | 100 | 100 | 100 70
A42 500 50 0 30 20 50 30 20 50 0

A43 500 H.ao | 90 80 30 100 70 100 | 90 20
Ad4 500 40 10 20 20 60 30 20 40 20
Ad5 500 H.o | 60 50 20 100 90 80 80 30
A46 500 70 10 60 10 50 30 50 50 20
A47 500 H.a. | 100 80 50 100 70 100 | 100 60
A48 500 H.ao. | 100 90 20 100 70 100 | 90 70
A49 500 100 80 70 60 100 60 100 | 90 50
A50 500 100 20 90 50 60 40 90 50 60
A51 500 Ha | 70 30 20 70 60 90 90 60
A52 500 H.o | 60 60 20 70 60 70 70 10
A53 500 H.ao. | 100 80 70 80 70 70 80 40
A54 500 90 90 70 10 100 90 100 | 100 70
A55 500 H.o | 80 70 70 100 90 100 | 100 60
A56 500 90 90 100 30 100 80 100 | 100 | 40
A57 500 H.o | 60 60 10 60 40 40 80 10
A58 500 100 80 60 10 90 60 80 90 50
A59 500 90 90 100 80 100 80 90 100 70
A60 500 H.ao. | 100 70 60 90 90 100 | 100 70
A61 500 H.o | 80 90 50 100 90 100 | 100 70
AB2 500 H.o. | 100 | 100 60 100 70 90 100 | 30
AB3 500 40 30 30 20 40 40 50 30 20
A64 500 90 90 100 20 90 60 100 | 80 80
AB5 500 40 10 20 10 40 30 40 30 10
AB6 500 40 20 50 40 60 50 40 30 50
A67 500 60 50 80 20 70 80 70 60 40
AB8 500 60 70 100 50 60 70 70 40 60
AB9 500 100 60 50 40 40 40 60 50 50
A70 500 90 70 50 20 30 30 20 30 20
A71 500 100 60 40 40 30 30 30 30 10
A72 500 60 40 70 40 40 40 30 30 20
A73 500 40 30 60 30 60 60 60 30 40
A74 500 60 30 60 50 80 60 80 50 60
A75 500 60 30 60 20 70 50 60 50 50
A76 500 30 20 30 20 40 30 30 20 30
A77 500 100 80 80 30 100 90 100 | 100 80
A78 500 0 10 20 20 40 30 30 40 20
A79 500 10 30 10 0 10 10 20 20 0

A81 500 100 90 100 40 90 90 80 100 | 40
A82 500 70 80 40 20 60 30 60 30 0

A83 500 90 80 90 40 90 50 100 | 100 70
A84 500 100 80 90 30 50 20 20 50 30
A85 500 90 90 100 30 90 70 90 90 70
A86 500 30 40 50 40 40 20 10 30 10
A87 500 50 30 50 40 70 70 60 70 70
A88 500 100 70 60 30 70 60 90 90 60
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A89 500 100 40 100 70 70 60 40 50 40
A90 500 40 20 60 30 30 20 20 30 20
A91 500 40 20 40 20 60 60 60 50 20
A92 500 90 90 70 100 90 80 90 60 50
A93 500 90 80 40 20 100 80 100 | 100 80
A94 500 70 90 40 30 40 30 20 30 20
A95 500 30 40 40 30 50 50 30 40 20
A96 500 70 20 90 40 70 70 40 40 60
A97 500 90 20 70 30 90 90 90 90 70
A98 500 40 20 40 30 20 20 20 10 0
A99 500 80 30 90 30 50 50 80 40 20
A100 500 60 60 90 20 20 70 60 40 10
A101 500 80 70 80 10 80 60 40 60 70
A102 500 20 50 20 0 10 10 10 10 10
A103 500 0 50 50 30 10 30 30 20 10
A104 500 10 0 20 30 30 30 50 30 10
A105 500 90 20 50 0 90 40 20 60 50
A106 500 80 20 20 10 60 50 80 60 60
A107 500 100 | 100 | 100 | 100 | 100 | 100 [ 100 | 100 70
A108 500 40 80 80 70 60 40 60 50 40
A109 500 60 60 60 50 30 40 50 50 30
A110 500 100 | 100 80 80 50 50 90 40 50
A112 500 100 | 100 80 40 70 40 50 40 40
A113 500 40 90 100 60 50 60 40 60 10
Al14 500 100 60 80 60 40 60 90 80 70
A115 500 100 | 100 30 40 60 50 30 30 30
A116 500 100 80 50 10 30 20 20 30 10
A117 500 90 90 100 80 100 90 90 70 50
A118 500 80 80 90 60 70 40 70 90 90
A119 500 100 | 100 70 50 40 30 30 40 30
A120 500 90 70 50 10 40 40 30 40 20
A121 500 100 80 80 20 30 40 20 40 30
A122 500 100 | 100 | 100 70 60 40 90 40 70
A123 500 100 80 100 | 100 | 100 90 100 | 100 60
A124 500 0 0 0 0 20 0 0 10 0
A125 500 100 80 100 30 100 | 100 | 100 | 100 90
A126 500 100 80 100 30 100 80 90 80 70
A127 500 10 20 20 10 30 40 20 80 10
A128 500 30 10 0 0 30 30 50 30 40
A129 500 70 50 70 10 60 90 40 60 80
A130 500 100 90 100 40 100 | 100 | 100 [ 90 80
A131 500 100 70 40 50 100 | 100 | 100 [ 90 30
A132 500 90 30 30 10 100 70 90 90 50
A133 500 60 40 20 20 90 70 90 70 40
A134 500 100 80 90 70 100 80 100 | 100 80
A135 500 60 20 50 30 50 50 70 30 60
A136 500 60 30 30 30 70 40 50 60 20
A137 500 60 20 20 10 40 30 40 40 20
A138 500 100 | 100 | 100 30 100 | 100 80 100 | 100
A139 500 80 100 90 10 100 | 100 | 100 | 100 90
A140 500 60 50 50 20 30 20 10 10 0
A141 500 100 60 20 30 50 50 60 40 30
A142 500 10 20 60 20 30 40 60 40 10
A143 500 100 90 80 30 100 | 100 | 100 [ 90 70
A144 500 20 10 20 10 20 20 20 30 10
A145 500 10 10 10 10 0 0 0 10 0
A146 500 90 40 50 30 100 90 80 80 50
A147 500 40 50 70 60 40 30 20 20 40

119




UA 125599 C2

A148 500 100 40 60 20 50 50 40 50 20
A149 500 30 40 30 10 40 50 60 50 40
A151 500 20 20 40 10 20 20 20 20 10
A152 500 20 10 20 0 20 20 20 30 10
A153 500 90 60 40 20 20 40 20 20 0
A154 125 40 50 70 20 30 20 10 20 10
A155 500 20 10 30 20 40 40 30 50 50
A156 500 30 50 50 10 20 10 20 20 0
A157 500 100 | 100 80 60 80 80 90 70 30
A158 500 100 80 80 30 40 20 50 30 30
A159 500 100 | 100 80 50 60 70 50 30 40
A160 500 100 | 100 90 70 90 70 80 70 70
A161 500 30 70 50 20 10 20 20 20 10
A162 500 100 70 80 10 70 90 80 70 90
A163 500 100 60 50 30 |H.o.| 40 90 50 70
Al164 500 100 80 90 40 50 30 80 30 40
A165 500 100 50 50 40 60 70 70 60 60
A166 500 30 50 60 60 40 50 60 70 70
A167 500 20 70 90 100 | 40 60 80 50 40
A168 500 0 40 30 20 10 20 20 10 10
A169 500 100 70 | H.ao.| 40 50 40 90 50 50
A170 500 100 | 100 70 40 80 80 40 40 50
A171 500 100 80 |H.ao | 80 60 60 80 60 70
A172 500 30 60 50 40 50 50 70 80 20
A173 500 30 50 40 20 30 30 10 20 10
Al174 500 100 40 60 50 60 50 60 50 60
A175 500 30 60 30 20 30 30 40 40 10
A176 500 40 30 [ H.ao.| 40 40 30 70 30 40
A177 500 60 50 30 20 0 0 10 10 0
A178 500 90 70 40 20 10 10 0 10 0
A179 500 30 30 60 20 60 40 50 50 10
A180 500 100 90 80 20 70 70 90 60 30
A181 500 90 90 | H.ao.| 80 60 100 | 100 [ 80 90
A183 500 10 0 H.ao. | 20 10 20 10 30 10
A185 500 100 80 |H.a | 30 50 40 30 30 30
A186 500 70 70 30 30 60 30 50 60 10
A187 500 50 40 50 20 10 20 10 20 10
A188 500 90 50 30 20 30 50 20 40 20
A189 500 100 | 100 90 70 70 80 90 50 30
A190 500 100 80 80 70 40 60 70 60 40
A191 500 100 30 30 30 20 10 30 20 30
A192 500 90 60 40 30 20 30 30 30 10
A193 500 70 60 60 30 10 10 30 30 10
A194 500 100 70 70 60 50 70 90 50 50
A195 500 Ha | 60 |Hna | 20 | H. A4 10 10 20 0
A196 500 30 40 30 20 0 0 10 0 0
A197 500 100 10 10 10 0 0 10 20 0
A198 500 100 | 100 | 100 50 90 80 80 80 50
A199 500 Ha | 40 |Ha | 10 30 20 10 50 0
A200 500 100 70 70 10 50 40 30 40 40
A201 500 100 | 100 90 40 80 70 100 | 80 30
A202 500 100 90 100 60 70 80 20 60 70
A203 500 100 90 50 20 60 50 60 70 0
A204 500 10 20 0 0 0 0 0 0 0
A205 500 80 60 |H.ao.| 80 80 60 60 80 40
A206 500 60 90 60 20 10 20 10 20 0
A207 500 100 | 100 90 90 100 60 100 | 90 20
A208 500 100 80 50 20 60 30 60 40 10
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A209 125 30 10 0 0 20 10 0 30 10
A210 500 70 10 10 10 30 10 20 60 20
A211 500 100 100 100 60 100 100 90 100 60
A212 500 100 100 100 30 80 70 90 90 70
A213 500 100 90 100 70 100 100 100 | 100 90
A214 500 100 100 100 40 90 100 100 | 100 80
A215 500 100 60 90 60 20 30 30 60 20
A216 500 100 90 100 60 90 70 100 | 100 70
A218 500 100 80 80 70 60 60 60 70 70
A219 500 100 80 90 60 90 40 100 70 70
A220 500 100 100 90 80 60 40 20 90 60
A221 500 100 90 90 60 80 60 100 | 100 60
A222 500 80 60 H.a | 70 80 70 60 90 20
A223 500 100 90 80 60 80 70 90 90 80
A224 500 100 90 H.a | 80 40 40 80 80 40
A225 500 100 90 100 70 30 30 90 60 30
A226 500 100 100 100 50 90 90 100 | 100 90
A228 500 80 60 H.a | 60 10 10 10 20 0

A229 500 10 0 H. a. 10 10 0 0 20 0

A230 500 50 60 H.oa | 20 50 60 10 70 0

A231 500 100 90 H.a | 60 60 50 60 80 60
A232 500 100 90 H. a. 0 80 100 50 90 20
A233 500 100 100 |H.a.| 70 70 60 50 60 20
A234 500 100 100 100 60 100 100 100 | 100 90
A235 500 10 40 20 20 30 30 10 40 0

A236 500 90 20 30 40 30 50 10 80 0

A237 500 60 10 0 50 20 10 70 50 10
A238 500 50 20 50 40 50 40 30 50 10

Cnoci6 B

"Cknaa MUTTEBOro npurotyBaHHa", Bigomui Ak "IF50", akuin Mictute 50 r/n "TexHiyHoro" (To6Tto
HECKNaaeHoro) akTUBHOIO iHrpefieHTa, oaepXKyBanu LUNAXOM PO3YMHEHHSI aKTUBHOIO iHrpefieHTa B
CYMIiLLIi OpraHiuHUX PO3YMHHUKIB Ta eMynbraTopa, Lo AOKNagHo npeactaBneHo y tabnuui. JaHui IF50
noTiM 3MillyBanu 3 HEBESIMKOIO 3MIHIOBAHOIO KINbKICTIO aUETOHY ANA CNPUAHHA PO3YMHEHHIO nepeq
AoJaBaHHAM BOAHOro po3unHy 1 % 06./06. cynbdarty amoHito + 1 % 06./06. 4ONOMDKHOT peyvoBUHU
Empicol ESC70 (naypunetepcynbdar HaTpilo) K BOAHOro pospig)Kysada 3 YTBOPEHHSAM BOAHOIO
PO3YMHY ANA PO3NUAEHHSA, AKUIA Mae NonepeaHbO BCTAHOBMEHY KOHLUEHTPaUito aKTUBHOTIO iHrpeaieHTa
(sKa 3MIHIOETBLCA 3aNeXHO Bid HOPMU 3aCTOCYBAHHA aKTUBHOTO iHrpedieHTa ANna pOChuH).

Cknag cyMmiwli opraHiyHux po34YMHHUKIB Ta emynbratopa, 3acToCOBYBaHMX 9K OCHOBa AN cknaay
MUTTEBOIO NPUrOTYBAHHA.

PeecTpadii- . o

.. - . Kinbkictb/%

KoMnoHeHT MocTavyanbHuk XiMiYHMI onuc HUI HOMEP Bara/Bara

CAS
ITEMmuIsogen EL360 Clariant E;?I_KcmnaT PULMHOBOI 61791-12-6 10.6
. . LLnpoko . .
N-meTunniponigoH [OCTYNHMiA 1-MeTnn—-2-niponigoH 872-50-4 422
lnikonesun etep OunponineHrnikono

Dowanol DPM Dow MOHOMETUNOBUN eTep 34590-94-8 42,2

MoTim nicnst npudnm3Ho 12 AHIB KYNbTUBYBAHHSI HA POCMNMHW PO3NUNIOBANNU AAHWUI BOAHWIA PO3YMH
Ana po3nuneHHs. PocnuHu BUpOLLYBanu 3 HACIHUH, BUCIAAHMX Y CTAHAAPTHUIA I'PYHT, PO3MILLEHWIA Y
TEMNUU Y KOHTPONbOBaHMX ymMoBax (3a 24/18 °C abo 20/16 °C, aeHb/HiM; 16-rOAMHHOrO CBITNOBOrO
nepioay; Bosnorocti 65 %). icnsa HaHeCEeHHS PO3NUAEHHAM POCAWHKU NOTIM BUPOLLYBanu y Tennuui B
TakMx camMmx ymoBax i ixX nonvMeBanu ABidi HA AgeHb. Yepes 15 AHIB NpOBOAUNIM OUIHKY pe3ynbTarTiB
TecTyBaHHA (100 = nowkogXXeHHs BCieTl pocnuHu; O = BiACYTHICTb NOLIKOAXKEHHS Y POCHUHN).

PesynbTatu nokasadi y Tabnuui C (HmiMe). 3Ha4YeHHsA H. 4. BKasye Ha Te, WO AaHy koMOiHauio
Oyp'sHy Ta TECTOBAHOT CMOMYKW HE TECTYBANW/OLHIOBANMN.
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TecToBaHi pOCNMHU;

Ipomoea hederacea (IPOHE), Euphorbia heterophylla (EPHHL), Chenopodium album (CHEAL),
Amaranthus retroflexus (AMARE), Lolium perenne (LOLPE), Digitaria sanguinalis (DIGSA), Eleusine
indica (ELEIN), Echinochloa crus-galli (ECHCG), Setaria faberi (SETFA).

Tabnuua C

KoHTponb aeskux Buais 6yp'sHiB 3a A0MOMOrow
cnonyk dopmynu (I) nicna NicNAcxo40BOro 3acToCyBaHHA

Hopma
Howmep cnonykn| 3actocyBaHHqa, |AMARE/CHEALEPHHLIPOHEI|SETFAIECHCG|ELEIN |DIGSA|LOLPE
r/ra

A4 500 100 80 100 | 100 40 70 80 100 90
A28 1000 100 90 100 | 100 40 100 100 | 100 70
A41 1000 100 90 100 20 100 100 50 100 60
A138 1000 100 100 100 40 100 100 100 | 100 | 100
A207 1000 100 90 70 100 | 100 100 100 90 20
A211 500 100 90 80 100 | 100 100 100 | 100 10
A213 1000 100 80 100 80 100 100 100 | 100 90
A220 1000 100 90 100 30 30 90 100 | 100 90
A226 1000 100 100 | H.g. [ 100 70 100 | H.a. [ 100 70

Cnoci6 C

"Cknaa MUTTEBOro npurotyBaHHa", Bigomui Ak "IF50", akuin Mictute 50 r/n "TexHiyHoro" (To6Tto
HECKNaaeHoro) akTUBHOIO iHrpefieHTa, oaepXKyBanu LUNAXOM PO3YMHEHHS aKTUBHOIO iHrpedieHTa B
10 CYMiLLi OpraHivHUX PO3YMHHUKIB Ta EMyNbraTopa, Wo AoKNnagHo npeacrasneHo y Tabnuui. Jadvi IF50
noTiM 3MillyBanu 3 HEBENMKOK 3MIHIOBAHOIO KINbKICTIO aUeTOHY ANA CNPUSHHA PO3YMHEHHIO nepej
popaBaHHaAM 1% 06./06. BOAHOrO po3vMHy AonombkHOT pedvoBuHun Empicol ESC70 3EO
(naypunetepcynbdart Hatpito) Ta 1 % 06./06. cynbdarty amMoHil0 SK BOAHOrO pospimkysadva 3
YTBOPEHHAM BOAHOIO PO3YMHY ANSA PO3MUIIEHHA, KU Mae nonepeaHb0 BCTAHOBIEHY KOHLEHTpaLiio
15 aKTUBHOTO iHrpefieHTa (ska 3MIHIOETLCA 3aneXKHO Bil HOPMKW 3aCTOCYBAHHSI aKTUBHOIO iHrpefieHTa
ONs POCNUH).
Cknag cyMiwli opraHiyHUX po3vYMHHUKIB Ta emynbratopa, 3acToCOBYBaHUX AK OCHOBA ANS cknagy
MUTTEBOIO NPUrOTYBAHHA.

L Peectpadinnnn | Kinbkictb/%
MNocTavanbHUK XiMi4HUI onuc
KOMNOHEHT HoMmep CAS Bara/sara
Emulsogen EL360™ | Clariant Erokeunar 61791-12-6 10,6
PULIMHOBOT Ol
N-meTunniponiaoH Wupoko 1-Metun-2- 872-50-4 42,2
JOCTYMHUN niponigoH
FrikoneBuii eTe OunponineHrnikonto
Pl Dow MOHOMETUTOBMUIA 34590-94-8 42,2
Dowanol DPM
eTep
20
MoTim yvepe3s npubnuaHo 21 AeHb KYyNbTUBYBAHHA HA POCMMHW PO3NUNIOBANU AaHWUW BOAHWIA
PO3YMH AnNA po3nuneHHs. PocnvHM BUPOLLYBanu i3 HaCiHWH, BUCISHUX Y CTaHOAPTHUR ['PYHT,
PO3MILLEHNA Y TENNULi Y KOHTPONbOBaHMX yMoBax (3a 24/18 °C, AeHb/Hiy; 14-rogMHHOro CBITNOBOrO
nepioay; Bosnorocti 65 %). icnsa HaHeCEeHHS PO3NUAEHHAM POCAWHKU NOTIM BUPOLLYBanu y Tennuui B
25 Takux camux ymoBax i ix nonusanu Agivi Ha AeHb. Pe3ynbTat TECTY ouiHioBanu vyepes 21 aexb (100
= MOLLKOAXKEHHS BCI€T pocnnHU, 0 = BigCYTHICTb NOLUKOAXKEHHSA Y POCINHM).
Pesynbtatu nokasadi y Tabnuui D (Hmie). 3Ha4YeHHA H. 4. BKasye Ha Te, WO AaHy koMOiHauio
Oyp'sHy Ta TECTOBAHOI CMOMYKW HE TECTYBANW/OLHIOBANMN.
TecToBaHi pOCNMHU;
30 Ipomoea hederacea (IPOHE), Amaranthus palmeri (AMAPA), Lolium perenne (LOLPE), Eleusine

indica (ELEIN), Echinochloa crus-galli (ECHCG), Conyza canadensis (ERICA)
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Tabnuua D

KoHTponb aeskux Buais 6yp'sHie 3a A0MOMOrow
cnonyk dopmynu (I) nicna NicNAcXo40BOro 3acTOCyBaHHA

Homep cnonyku H°p“"a3ar‘/’:a°"y5a””“’ AMAPA | IPOHE |ECHCG| ELEIN | LOLPE | ERICA
A3 400 65 83 13 15 25 100
A27 400 77 90 43 80 63 65

POPMYJIA BUHAXOLOY

1. Cnonyka ¢popmynu (I) abo i arpoOHOMIYHO NPUIRHATHA CinNb abo UBITEP-IOHHI dhopmu:

R
A R®
B
N Q _Z
s
1

ne
R' BubpaHuin i3 rpynu, sika cknagaetbca 3 BOAHIO, ranoreHy, Ci-Cesankiny, Co-Csankeniny, Co-
Cesankininy, Cs-Ceuuknoankiny, Ci-Csranorenanciny, -OR7, -OR™52, -N(R€)S(0O)=R"5, -N(R6)C(O)R'5, -
N(R8&YC(O)OR™, -N(R€)C(O)NR'R'7, -N(R€)CHO, -N(R73)2 Ta -S(O)R5;

R?2 BUOpaHuit i3 rpynu, sika cknagaeTbCs 3 BOAHIO, ranoreHy, C1-Ceankiny Ta Ci-CsranoreHankiny;

i mpu ubomy, siKWEO R' BuOGpaHwii i3 rpynu, sika cknagaetbest 3 -OR7, -OR'™2 -N(R®)S(0O)2R', -
N(R®)C(O)R', -N(R&)C(O)OR'®, -N(R8)C(O)NR'®R'", -N(R®)CHO, -N(R72)> Ta -S(O):R'®, R? BubpaHui
i3 rpynu, sika cknagaetbes 3 BoaHo Ta C1-Ceankiny; abo

R" Ta R? pasom 3 aToMOM BYINELIO, 10 SIKOFO BOHW MpueaHaHi, yTrBopiotoTb Cs-CslUMKnoankinbHe
Kinbue abo 3-6-4neHHWin reTepouuknin, Skuin mictute 1 abo 2 retepoatomu, okpeMmo BubpaHi 3 N Ta
O;

Q siBnisie coboto (CR'2R%b)m;

m gopisHioe 0, 1, 2 abo 3;

KoxxHUi 3 R'@ Ta R? HesanexHo BuOGpaHuii i3 rpynu, sika cknagaeTbCsl 3 BOAHIO, ranoreHy, Ci-
Csankiny, Ci-CesranoreHankiny, -OH, -OR7, -OR'%2, -NHz, -NHR”, -NHR"%2, -N(R8)CHO, -NR"®R7c Ta -
S(O)R'®; abo

KOXXHMI 3 R Ta R pasom 3 artomMom Byrmewlo, A0 SKOrO BOHM MpUeHaHi, yTBopioe Ca-
CesUmKNoOAankinbHe Kinbue ado 3-6-4NeHHUI TETEPOLMKNIN, AKMA MiCTUTL 1 abo 2 reTepoatomMm, OKPEMO
BubpaHi 3 N ta O; Ta

R3, R* Ta R5 HesanexHo BUOGpaHi 3 rpynu, sika cknagaeTbCs 3 BOAHIO, ranoreHy, LiaHo, HiTpo,
S(O)R'S, C1-Ceankiny, Ci-CetpTopankiny, C1-CecbTopankokcu, C1-Ceankokcu, Ca-Csumknoankiny ta -
N(R®)z;

KOXKHMI R® HesanexHo Bubpanuii i3 BogHio Ta C1-Cesankiny;

KOXHMI R7 HesanexxHo BMOpaHuii i3 rpynu, sika cknagaetsca 3 Ci-Csankiny, -S(0)2R'2, -C(O)R', -
C(O)OR' 1a -C(O)NR'¢R'7;

KOXHMI R72 HesanexHo BMOpaHuii i3 rpymu, sika cknagaetbes 3 -S(0O)2R'®, -C(O)R™, -C(O)OR?S, -
C(O)NR'8R"7 Ta -C(O)NR8R153;

R™ Ta R7¢ HesanexHo BuOpaHi 3 rpynu, sika cknagaetbes 3 Ci-Ceankiny, -S(O)2R'®, -C(O)R'™, -
C(O)OR', -C(O)NR'R'7 Ta cheHiny, i ae BkaszaHui deHin HeobOB'A3KOBO 3amiweHuit 1, 2 abo 3
3amicHukamu R®, siki MoxkyTb 6YyTU oagHaKkoBUMKM abo pisHUMK; abo

R™® Tta R’ pasoM 3 artomMoM asoTy, A0 SIKOfO BOHW NpPUEAHaHi, YTBOPIOIOTb 4-6-UneHHe
reTepoumMknineHe Kinbue, sike HeobOB'A3KOBO MICTUTb OAWH [A0AAaTKOBUW reTepoaToM, OKpPemMo
Bubpanun ia N, O ta S; ta

A gaBnsie coboto 6-4neHHUn retepoapun, sskuin Mictutb 1, 2, 3 abo 4 atomu asoTy, i Ae reTepoapun
Moxke OyTu HeoboB'sI3KOBO 3amiwleHuin 1, 2, 3 abo 4 3amicHukamu R8, ski MOXyTb OyTU OAHAKOBUMMU
abo pisHUMM,
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i Npn ULOMY, AKLLO A 3amiweHun 1 abo 2 3aMiCHUKaMu, KOXXHUIM R8 He3anexHo BMOpaHuii i3 rpynu, sika
cKnagaetbcs 3 ranoreHy, HiTpo, uiaHo, -NHz, -NHR?, -N(R")2, -OH, -OR7, -3(O)R"®, -NR¢S(O)2R", -
C(O)OR', -C(O)R's, -C(O)NR'®R'", -S(0)2NR'®R'?, Ci-Ceankiny, Ci-CeranoreHankiny, Ca-
Csuuknoankiny, Cs-CsranoreHuuknoarnkiny, C3-CeslMKNOAanKoKey, C2-CeankeHiny, Co-
CeranoreHankeHiny, Cz-Ceankininy, Ci-CsankokciCi-Czankin-, rigpokciCi-Ceankin-, Ci-CzankokciCi-
Csankokcu-, Gi-CsranoreHankokeu, Ci-CsranoredankokciCi-Csankin-, Cs-CeankeHinokcu, Cs-
Csankininoken, N-Cs.Csumknoankinamino, -C(R8)=NORS®, deHiny, 3-6-4uneHHOro retepoumkniny, skui
MicTuTb 1 abo 2 retepoatomu, okpemo Bubpadi 3 N ta O, i 5- abo 6-yneHHOro retepoapuny, kUi
Mictute 1, 2, 3 abo 4 rerepoaromm, okpemo Bubpadi 3 N, O 1a S, i npu Ubomy BKasaHi eHin,
rerepoumnknin abo retepoapun HeoBOOB'A3KOBO 3aMilleHi 1, 2 abo 3 3amicHukamu R®, aki MoxyTb B6yTn
OOQHaKOBMMM abo0 pisHUMMU;

i Npn UBOMY, AKLLO A 3amiweHun 3 abo 4 3amMiCHUKaMu, KOXXKHUIN R8 He3anexxHo BMOpaHuii i3 rpynu, sika
cknagaetbca 3 ranoredy, -NHz, -NHR7?, -N(R7)2, -OH, -OR7, -C(O)NR'€R'"7, -S(0)2NR'"R", Ci-
Ceankiny Ta Ci-CeranoreHankiny; ta

KOXHMI R® HesanexHo BMOpaHWIA i3 rpynu, sika cknagaeTtbcs 3 ranoreny, diaHo, -OH, -N(R®)z, Ci-
Csankiny, C1-Csankokeu, C1-CaranoreHankiny ta C1-C4ranoreHankokcu;

X BubpaHun i3 rpynu, aka cknagaetbca 3 Cs-Ceuuknoankiny, deniny, 5- abo 6-uneHHoro
rerepoapuny, skuin mictutb 1, 2, 3 abo 4 retepoatomu, okpemo Bubpadi 3 N, O 1a S, i 4-6-4neHHoro
rerepoumnkniny, akun mictute 1, 2 abo 3 retepoaromu, okpemo Bubpadi 3 N, O 1a S, i npu UboMmy
BKa3aHi LUMKNoankinbHi, deHinbHi, retepoapunbHi abo retepouukninbHi doparmeHTn HeobOB'sI3KOBO
3amiweHi 1 abo 2 samicHukamu RO, i ge BuweBkasaHi pparmeHtn CR'R2, Q 1a Z MOXyTb OyTu
npueaHaHi B 6yab-siKOMY MONOXEHHI BKasaHUX LUKNOAnNKiNbHMX, OEHINbHUX, retepoapunbHux abo
reTepoUmnKninbHUX oparMeHTiB;

n aopisHioe 0 abo 1;

Z BubpaHuni i3 rpynu, ska cknagaetbea 3 -C(O)OR'9, -CH20H, -CHO, -C(O)NHOR', -C(O)NHCN, -
OC(O)NHOR'™,  -OC(O)NHCN, -NREC(O)NHOR', -NRSC(O)NHCN, -C(O)NHS(O)R™, -
OC(O)NHS(0)2R"2, -NREC(O)NHS(0)2R2, -S(0)20R"?, -0S(0)20R9, -NR8S(0)20R%, -NR8S(O)OR'?,
-NHS(O)2R', -S(O)OR'"?, -0OS(O)OR™, -S(O):NHCN, -S(O)2NHC(O)R™®, -S(0).NHS(O):R"?, -
OS(0)2NHCN, -0S(0)2NHS(O)2R'?, -OS(0)2NHC(O)R™®, -NR8S(O)2NHCN, -NR&S(0)2NHC(O)R'8, -
N(OH)C(O)R™, -ONHC(O)R'®, -NR®S(0).NHS(0O)2R2, -P(O)(R™}(OR'), -P(O)H(OR™), -
OP(O)}R'3)(OR19), -NREeP(O)(R3)(OR™0) i TeTpasony;

R0 BuGpaHun i3 rpynu, dka cknagaetbca 3 BogHio, Ci-Csankiny, deHiny ta 6eH3uny, i Ae BkasaHi
deHin abo 6eH3un HeobOB'sI3KOBO 3amiweHi 1, 2 abo 3 3amicHukamu RO, aki MOXyTb OyTu
OOQHaKOBMMM ab0 PisHUMU;

R BubpaHun i3 rpynu, gka cknagaetbca 3 BogHto, Ci-Ceankiny ta eHiny, i ge BkasaHuin deHin
HeobO0B'A3KOBO 3amilleHuit 1, 2 abo 3 3amicHMkaMu R®, aki MoxyTb 6yTn ogHAKOBMMM abo PisHUMM;
R'2 BubpaHuin i3 rpynu, sika cknagaetbes 3 Ci-Ceankiny, Ci-Ceranorenankiny, Ci-Cesankokcu, -OH, -
N(R®)2 Ta deHiny, i ae BkazaHuin deHin HeobOB'A3KOBO 3amiweHuin 1, 2 abo 3 3amicHukamu R®, Aki
MOXYTb 6yTK 0gHAKOBMMMK abo PisHUMMU;

R'3 BuGpaHuii i3 rpynu, sika cknagaetbea 3 -OH, C1-Ceankiny, C1-Csankokcy Ta ceHiny;

R'* aBnsie coboto C1-CsranoreHankin;

R'S BubpaHuin i3 rpynu, ska cknagaetbca 3 Ci-Ceankiny Ta deHiny, i Ae BkasaHui deHin
HeobO0B'A3KOBO 3amilleHuit 1, 2 abo 3 3amicHMkaMu R®, aki MoxyTb 6yTn ogHAKOBMMM abo PisHUMM;
R'52 aensie coboto perin, ae BkasaHun eHin HeoboB'A3KOBO 3amilleHun 1, 2 abo 3 3amicHukamn R2,
AKi MOXKYTb 6YTWM 0AHAKOBUMU aB0 PisHUMU;

R'6 Ta R'7 He3ane>xHO BMOpaHi 3 rpynu, sika cknagaetbes 3 BoaHo Ta C1-Ceankiny; abo

R'® ta R'” pasom 3 aToMOM a30Ty, A0 SKOF0 BOHU MNPUEAHaHi, YTBOPKOKWTb 4-6-4neHHe
reTepoumMknineHe Kinbue, sike HeobOB'A3KOBO MICTUTb OAWH [A0AAaTKOBUW reTepoaToM, OKpPemMo
Bubpanun is N, O ta S; ta

R'8 BubpaHui i3 rpynu, sika cknagaetbes 3 BoaHto, C1-Csankiny, C1-CsranoreHankiny, C1-Cesankokcu, -
N(R®)2 Ta deHiny, i ae BkazaHWin deHin HeobOB'A3KOBO 3amiweHuin 1, 2 abo 3 3amicHukamu R®, ski
MOXYTb 6yTK 0gHAKOBMMMK abo PisHUMMU;

Ta

r aopisHtoe 0, 1 abo 2.

2. Cnonyka 3a n. 1, ge R' Ta R2 He3anexHO BMOpaHi 3 rpynu, ska cknagaerbcs 3 BogHio T1a Ci-
Cesankiny.

3. Cnonyka 3a n. 1 abo n. 2, ae koxHuit 3 R'2 Ta R2 HesanexkHO BUBpaHUii i3 rpynu, sika cknaaaeThbes
3 BoaHio, C1-Ceankiny, -OH Ta -NHo.

4. Cnonyka 3a 6yab-akuMm i3 nn. 1-3, ae m gopieHioe 1 abo 2.

5. Cnonyka 3a 6yab-akum i3 nn. 1-4, ge R3, R* Ta R5 HesanexHo BMOpaHi 3 rpynu, sika cknagaeTbca 3

_

= —
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BoaHio, C1-Csankiny Ta C1-Csankokcu.
6. Cnonyka 3a 6yab-akum i3 nn. 1-5, ae R3, R* Ta R® asnstoTb co6010 BOAEHD.

7. Cnonyka 3a 6yab-akuM i3 nn. 1-6, ge A BubpaHuii i3 rpynu, sika cknagaetbcsa 3 popmyn A-l - A-VII,
BKa3aHUX HUXKYE:

5
(R9), RY), R, (R, \
S © L
§ { S
)\ N rrr" N N l_r'r
Al ) A-ll , ) A-lV ,

R, R®), R,

N@\ @\ Q

AV AV A-VII

e namaHa niHia no3Ha4yae TouYky npueaHaHHs ao pewwTu cnonyku dopmynu (1), p aopieHioe 0, 1 abo
2, 7a R® BU3HayeHun y n. 1.

10 8. Cnonyka 3a byab-AkumM i3 nn. 1-7, ge A BubpaHun i3 rpynu, aka cknagaerbca 3 opmyn A-l - A-V,
BKa3aHUX HUXYE:

R, R, R, RY,

@ fl %l QL
, , A-llI , .

Al A-ll A-1V ,

(RY),

N

I

SN

A-V

15 e namaHa niHisa nosHadae Touky npuegHaHHa go pewtu cnonykn cdopmynu (1), p gopietioe 0, 1 abo
2, Ta R8 Bu3HaveHun y n. 1.
9. Cnonyka 3a 6yab-akum i3 nn. 1-8, ge, aAkwo A 3amiweHuin 1 abo 2 3amiCHukamu, KoxHui R8
Hesane>kHo BUOpaHuii i3 rpynu, Ska CKNagacTbCa 3 ranoreny, HiTpo, diado, -NHz, -NHR7, -N(R7)z, -OH,
-OR7, -S(0O)rR'5, -NR8S(0)2R15, -C(O)OR'°, -C(O)R'5, -C(O)NR'6R'”, -S(0)2NR'6R'7, C1-Ceankiny Ta
20  Ci-CeranoreHarnkiny.
10. Cnonyka 3a 6yab-sikum i3 nn. 1-9, ge, akwo A 3amiwleHnint 1 abo 2 samicHukamu, KoxHuin R
HesanexkHo BUOpaHui i3 rpynu, dka cknagaerbca 3 xnopy, dTopy, uiaHo, -NHz, -N(Me)2, -OMe, -
S(0)2Me, -C(O)NHMe, -C(O)N(Me)2, meTuny 1a TpuTOPMETUITY.
11. Cnonyka 3a 6yab-akum i3 nn. 1-10, ae A subpanuii i3 rpynu, sika cknagaetbca 3 opmyn A-l - A-V,
25 i p gopisHioe 0.
12. Cnonyka 3a Oyab-akum i3 nn. 1-11, ge Z subpanun i3 rpynu, aka cknagaerbca 3 -C(O)OR'0, -
C(O)NHS(0)2R"2, -S(0O)20R Ta -P(O)(R'3)(OR19),
13. Cnonyka 3a 6yab-akum i3 nn. 1-12, ae Z sense coboto -C(O)OH abo -S(0)20H.
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14. Cnonyka 3a 6yab-akum i3 nn. 1-13, ae n gopieHioe 0.

15. ArpoximivyHa KOMMNO3uUisi, sika MICTUTb repdiunaHo edPeKTUBHY KinbKicTb cnonyku dopmynu (I) 3a
Oyab-akuM i3 nn. 1-14 Ta arpoxiMiuHO NPURHATHUI PO3piaXKyBay abo HOCIN.

16. Cnocib KOHTPOMIO POCTYy HEDAXAHNX POCIWH, SIKUIA BKIOYAE 3acToCyBaHHs crnonyku dopmynu (1)
3a Oyab-akuM i3 nn. 1-14 abo repdiumaHoi komno3uuii 3a n. 15 woao HebGaxaHux pocnuH abo micus ix
3POCTaHHS.

17. Cnocib ogepxaHHa cnonyku dhopmynu (1) 3a 6yab-akum i3 nn. 1-14, akuii BKNovae

(i) abo

(a) 3pincHeHHA peakuii cnonyku cdopmynu (H):

A —— Hal popmyna (H)

ne
A BU3HaveHun y 6yab-akomy 3 nn. 1, 7 abo n. 8 ta Hal sisnsie coboto ranoreH abo nceBaoranoreH, 3i
cnonykoto copmynu (J):

R4
M R®
NG
N
~
R N

, popmyna (J)

ae
R3, R* ta R5 Bu3HaueHi B Oyab-sikomy 3 nn. 1, 5 abo n. 6 Ta M' saBnae coboi opraHocTaHaH abo
opraHo®opaH, y NpUCYTHOCTI ManadieBoro katanisaropa 3 ogaep»kaHHam cnonyku opmynu (X):

R
A R®
AN

N
=
R N

, popmyna (X)
abo
(b) 3aincHeHHa peakuil cnonyku popmynu (K):

R4

Hal R

, popmyna (K)

ne R, R* tTa R® Bu3HaueHi B 6yab-sikomy 3 nn. 1, 5 abo n. 6 ta Hal siBnsie coboto ranoreH abo
ncesgoranoreH, 3i cnonykoto oopmynu (L):

A= M gopmyna (L)

ae
A BU3HaueHui y Byab-akomy 3 nn. 1, 7 abo n. 8 Ta M' ssBnAe coboto opraHocTtaHaH abo opraHobopaH,
Yy NPUCYTHOCTI NanaaieBoro karanisatopa 3 ogep»xaHHsam cnonyku copmynu (X);

(i) 3gincHeHHa peakuii cnonykn dpopmynu (X) 3 ankinysanbHUM 3acobom dpopmynu (W):

LQ Q\ 2
X,

1 2
R R , chopmyna (W)
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ae R', R2, Q, X, Z ta n Bu3Ha4deHi B 6yab-akomy 3 nn. 1, 2, 3, 4, 12, 13 abo n. 14 ta LG gaensie cobow
npuaatHy BigxigHy rpyny, B iHEPTHOMY pO34YMHHUKY abo CyMilli iHEPTHMX PO3YMHHUKIB 3a
Temnepatypu Big -78 go 150 °C 3 ogepxxaHHam cnonyku popmynu (I);

(iiiy He0BOB'A3KOBO

30iMCHEHHS1 4aCTKOBOro abo noBHOro riaponisy cnonyku copmynu () y NpUCYTHOCTI npuaaTHoi
KUCMOTHU.

18. 3actocyBaHHA cnonyku dopmynu (J), BU3HA4YeHOT y n. 17, y cnocobi BUrOTOBMEHHSA CMOMyKU
dopmynu (1) 3a 6yab-akum i3 nn. 1-14.

19. 3actocyBaHHs 3a n. 18, ae M' ansae coboto TpubyTuncraHaH y pasi cnonyku copmynu (J).

20. 3acrocyBaHHa cnonykun dopmynu (X), Bu3Ha4eHoi y n. 17, y cnocobi BUTOTOBMEHHSA CMNOJYKM
dopmynu (1) 3a 6yab-akum i3 nn. 1-14.

21. 3acrocyBaHHA 3a n. 20, ge cnonyka ¢dopmynu (X) BubpaHa 3 rpynu, ka CKnagaetbca 3 2-
nipuaasuH-4-innipuMiguuy, 4-nipugasuH-4-innipumignHy, 3-nipuaasvH-4-innipugasvdy, 2-nipngasmH-4-
innipasuHy Ta 4-nipuaasuH-4-innipuaasunHy.

22. Cnonyka cdopmynu (X), BubpaHa 3 rpynu, sika CKnagaetbcs 3 2-nipuaasuH-4-innipumiaunyy, 4-
nipuaasuH-4-innipuMiguuy, 3-nipugasvH-4-innipugasniy ta 2-nipuaasmH-4-innipasuHy.

Komn'toTepHa BepcTka O. Neprinb

O “YKpaiHCbKWIA iHCTUTYT iHTENeKTyanbHOi BNacHocTi”, Byn. MMasyHoBa, 1, M. Kuie — 42, 01601
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