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Many3b BUHaxoay

MpencraBneHun BUHAXi4 CTOCYETbCH a30TBMICHOI reTepoLMKNiYHOT CNOMYKK, WO € CENEKTUBHUM
iHridiTopom ®LE2A, i kopucHa sk areHT Anga npodinakTuku abo nikyBaHHS LWM30MpeHii, XBopobu
Anburenmepa i T.i.

lMepeoymoBY CTBOPEHHS BUHaxoay

UnknivHi Hykneotnam docdogiectepasn (POE) € dpepmeHTamu, WO PErynoTb KNiTUHHI PiBHI
BTOPMHHUX  MECEHKepiB,  UMKMNIYHOro  ageHo3umHmMoHodpocaty  (LAMP) i umknivyHoro
ryaHosnHmoHodocdaty (UM®), LWnIaxoM KOHTPOSOBaHHS iX LWBMAKOCTEN pyhHyBaHHA. OOE €
CyneppoavHO0 (hepMeHTIB, KogoBaHuX 21 reHamu i po3noineHnx Ha 11 okpemMux poauH 3rigHo i3
CTPYKTYPHUMU i PyHKUiOHanbHUMK BriactuBocTamu. OOE depmeHTN cenekTMBHO KaTanisyloTb
rinponia 3’-ectepHoro 3B'a3ky LAM® i/abo uM®, yTBOplOOUM HeakTMBHWUIA 5’-moHOdocdaT. Ha
OCHOBI cybcTpaTtHoi cneundpivyHocTi, ®OE poauHM TakoX MOXHAa po3dinuTu Ha Tpu rpynu: i) LAMO®-
OE (®OE4, ®OE7 i ®OES), ii) urMo-oE (OOAES, ®AE6 | ®AEY), i iii) gBocybeTpatHi OOAE (POE1,
OOE2, OOE3, ®OE10 i ®OE11).

LAM® i ufM® BipTyanbHO BTArHYTI B peryntoBaHHA KOXHOro isionoriyHoro npoecy, Takoro sik
npoayKkyBaHHs | Ais nposananbHOro mepiatopa, YHKLIOHYBaHHS IOHHOro KaHany, po3criabrieHHs
M'A3iB, HaB4YaHHA | (popmyBaHHA nam'aTi, AudoepeHuiauis, anonTos, ninoreHes, rnikoreHoni3 i
rniokoHeoreHe3. OcobnuMBo, B HeWpoHax, Li BTOPUHHI MECEHIKEPW MalTb BaXNMBY poOfb Ha
perynsuito CUHaNTUYHOI TPaHCMICIii, TakoX K i B HeWpoHanbHin gudepeHuiauii i BuwkmnaHHi (He-
MaTeHTHUA aokyMeHT 1). PerynioBaHHs umx npouecie LAM® i ulfM® cynpoBomXyeTbCs akTUBALED
npoteiHkiHasn A (PKA) i npoTteiHkiHasn G (PKG), wo B cBow Yepry dhocdopunioTb pidHi cybecTpaTu,
BKITIOYalOYM pakTopu TPaHCKPUNUIl, iOHHI KaHamnwu i peuentopu, Lo PerynioTb pisHi gisionorivHi
npouecun. BHyTPiWHbOKMITUHHI KOHUeHTpauii LAM® i ufM® BBaxalTbCs TMMYacOBO, MPOCTOPOBO |
(PYHKLIOHANbHO  PO3diNeHMMn  perynioBaHHAM  afeHinat i ryadinatuvMknas y Bignosigb Ha
30BHILWHBOKMITUHHE CWUrHanioBaHHs i ix pyviHyBanHHa ®OE (He-lNateHTHun pokymeHTt 2). OOE
3abe3neYyoThb TiNbKM 3acobn pyrHYBaHHSA LUUKNIYHUX Hykneotugie UAM® i ufrM® B kniTuHax, Takmum
ynHoMm, ®[IE BigirpaloTb BaXnmBy posb B CUrHamMOBaHHI LUMKAIYHOrO HykneoTtugy. Takum ymHom, ®OE
MOXYTb BYTM BaraToobiua4YMMK LinaMu Ans pisHUX TepaneBTUYHUX JiKapCbknx 3acobiB.

docdogiectepasa 2A (POE2A) € aBocydcTpaTHUM dhepMeHTOoM, Lo rigponidye i LAM®, i ufMo.
BiH cknagaeTtbcsa 3 4oTMpPbOX AoMeHiB, N-TepmiHanbHuii, GAF-A, GAF-B i kaTaniTuyHuin gomeHn, i
dyHKUiOHYE 9K romoauMmep. KaTtanitmyHa aktusHicTb ®OE2A anocTtepuyHo CTUMYIOETLCS LUMSXOM
3B'a3yBaHHA UIM®. JlomeH GAF-B 3B'a3yeTbCsl 3 BUCOKOIO CMOPIOHEHICTIO | BUCOKOK CENEKTUBHICTIO 3
u'M®. KoHndopmauiiHa 3MiHa, BUKNMKaHa 3B'a3yBaHHAM Ul M® B ®OE2A romognmepi, o6ymoBnioe
306iNblUEHHA KaTaniTM4HOi akTuBHOCTI depmeHTy (He-lMNaTteHTHMn pokymeHT 3-6). Ha npotusary
LUbOMY, AOCI HeBigoMi in vivo npuknagu, wo UAM® cTumynioTb KaTaniTuuHy aktueHicTe ®LOE2A,
Xo4a BiH MOXe Takox 3B'a3dyBatucb 3 GAF-B pomeHom 3 30-100 HUXKYOK CMOPIOHEHICTHO, HiX LIM®
(He-MateHTHMn gokymeHT 6 i 7). AktmBHicTe ®E2A Moxe ctaBaTy (PyHKUiOHANbHO 3HAYyLLOK 3a
YMOB, NpY AKMUX KNITUHHI KOHUeHTpauii ufM® nigsuieHi, wo nokasye oisionoriyHy pons GAF gomeH-
perynsauii depMeHTy.

®LOE2A ekcrnpecyeTbCs B LUMPOKOMY Mepeniky TKaHWH, a Hanbinbwe B MO3Ky. NpoTeiH cnoyaTky
Oyno BuAineHo i3 cepusd, MNeYiHKA, HaOHUPKOBMX 3anos3, TpoMoOouwuTiB, eHgoTenianbHWUX KMiTWH i
Makpodparis (He-MNaTeHTHUIA gokymeHT 8-13). Y mo3ky, piBHi MPHK ®[JE2A € HanBuwuUMK B 3aHIN
aoni, npunexavomy $api, Kopi (poHTanbHiW, TiIM'AHIM i TemnopanbHin YacTuHi) i rinokamni i
crnocTepiraetbca npuHanMHi B 10-pasiB Hk4Ya eKkcrnpecis y iHWKX YacTuHax mMo3ky (He-lNaTeHTHuiA
AokymeHT 14). Lle Bkadye Ha Te, wo POE2A mMoOxe KOHTPOMOBATK iHTPaHenpoHanbHi piBHi LAM® i
uM® B ginsiHkax, WO BigNOBIAAOTb 32 HABYAHHSA | pOpMyBaHHA Nam'aTi.

IHriyBaHHs ®OE2A npu3BoauTb O MiaBULWEHHS piBHIB LAM® i yfM®, wo moxe noninwysaTtu
KOTHITMBHY (OyHKUil0. | B KOpTUKanbHOMY, i B rinokamnanbHOMYy 3pi3ax, iHribitop ®OE2A 3Ha4HO
306inbluye KoHueHTpauii ulfM® B NpUCYTHOCTI akTMBaTOpIB ryaHinaTuuknasu, a a TakoX 30inbluye
KOHUeHTpauii uAM® B npucyTHocTi dopckoniHy (He-MateHTHMIn gokymeHT 15). IHribitop ®OE2A
TaKoX BUSABMSE CUMbHY iHAYKLUiO OOBroTpuBanoro noteHuioHysaHHs (LTP) y rinokamnanbHUX 3pisax y
BiANoBigb Ha crabki TeTaHiyHi ctumynu. La gis Ha LTP y 3pisax, Bkadye Ha Te, WO iHribyBaHHSA
OOE2A mae No3UTMBHY A0 HA HaBYaHHSA i Nam'atkb in vivo (He-MNaTeHTHUM pokymeHT 15). Hacnpasgi,
TOW >xe camui iHribitop ®OE2A 36inbuye 36epexeHHs | HOBOro 06'ekTa i couianbHOro po3nisHaBaHHS
y WypiB, i noninwye 00'eKTHY Nam'siTb i 06'eKTHE po3Mi3HaBaHHs y LWypiB BikoM 3-, 12- i 24-micauis. BiH
TakoX nocnabnwe ekctpemapHun 3cyB (ED) B ekcTpanpoctopoBomy-iHTpanpoctoposomy (ED/ID)
KOrHITMBHOMY BUNpobyBaHHi y cybpoHiyHnx PCP-06pobneHux wypiB (He-MateHTHUn gokymeHT 15-
17). Lli pesynbTaTi BKa3yloTb Ha Te, WO iHridyBaHHA ®LE2A moxe nonerwysaTu NPOLECU HABYaHHS |
3anam'aToBYBaHHSA Yyepe3 NoTeHuioHyBaHHA LAM® i u M®-peryntooBaHuX cUrHanbHUX Kackagis.



10

15

20

25

30

35

40

45

50

UA 115057 C2

MigBuweHi piBHi uM® uepes iHiribyBaHHa OOE2A Takox MOXyTb OyTW HaAcnigkoM TPUBOIM i
ctpeciB. DAE2A iHribiTOpy 3MEHLLYIOTb OKUCHI CTPecH i BUKNUKaTb ekcnpecito cyboamHmub NADPH
oKkcuaasu npu obpobui MuLLer iHOYKTOPOM OKUCHOro cTpecy. Lle noninwye noBefiHKy y CTaHi TpuBoru
B TecTax y npunigHaToMy KpectonogibHomy nabipuHTi, BigkpuTOoMy npocTopi i nnatdopma 3
otBopamu Yyepe3d NADPH okncHui wnsx (He-nateHTHU gokymeHT 18). Kpim Toro, ®AE2A iHribiTopu
TaKOX MatoTb aHKCIONITUYHY Ait0 Ha MOBEAIHKY Y He-CTpecoBaHMX MULLEN Yy TecTax y NpunigHATOMY
KpectonoaibHomy nabipuHTi i nnatgopma 3 otBopamu (He-lMaTeHTHUIA gokymeHT 19). ®OE2A moxe
OyTV HOBO (hapMaKOMOri4YHOK LSO He TiNbKU NMpU KOTHITUMHOMY AediuuTi, ane TakoX npu TpUBO3i
npu HerlponcuxiaTpUYHUX i HempoaereHepaTMBHUX po3nagax.

Lle yHikanbHe po3noAineHHs i yHKuUii y Mo3Ky Bkasye Ha Te, wo ®IE2A npeacrasnsde BaxnuBy
HOBY UiNb NiKyBaHHA HeMponcuxiaTpuyHUX i HempogereHepaTUBHUX po3nagis, 30Kpema LUn3opeHii i
XxBopobu Anburenmepa.

MaTeHTHUA OOKYMEHT 1 onucye, sik a30TBMICHY reTepouMKIivyHy CroMyKy, CRonyKy npeactaBrneHy
dopmynoto (1):

W Zz\
RE 4
RS% I /)\
p T N R?
2
X

R (l)

ne

Z' i Z? € koxeH HesanexHo N abo CR (npuHanmHi oamH € CR, i R € ranoreH, -OH, -CN, dTop-
3amiweHnn Cy, ankin, -0O-(Cy.,) dTop-3amiweHnn ankin, -S-C;., prop-3amiweHmn ankin abo T.i.);

W € -O-, -NH-, -N(C, 4 ankin)-, -S-, -S(0)-, -S(O),- abo T.i.;

R® € H, Ci1.4 ankin abo gpTop-3amiwieHnin C,, ankin, abo gga R6, SKi 3B'sI3aHi i3 OAHMM aTOMOM
BYyrnewto, y KombiHaLii HeoboB'a3koBO yTBOpPIOOTE =0;

R'e kapbounkn abo reTepoumkrl, KOXXeH 3 SIkux HeobOoB'A3KOBO 3aMilleHuni rano, -CN, C.4 ankin
aboT.i;

R’e kapbouunkn abo reTepouukrl, KOXXeH 3 SIkux HeobOoB'A3KOBO 3aMilleHuni rano, -CN, C.4 ankin
aboT.i;

Pe1,2ab6o 3

X12 e C(=0), -C(=0)-0-*, -C(=0)-NH-*, -C(=0)-NHCR'R>-* a60 T.i. (* no3Ha4ae TOuUKy NpUEAHaHHS
po RY;

R*i R® € koxeH HesanexHo H, Cy., ankin, -CF5 a6o (Cy.5 ankin)-CFs,

WO € MOZynATOPOM CipTyiHY i KOpPUCHWMM And nikyBaHHSA xBopobu AnburerimMepa, XBopobu
MapkiHcoHa.

OpHak, CTpyKTypa npeAcTaBneHoro BUHaxoay BiApi3HAETbLCS Bif 3ragaHol BULLE CMONYKU.
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KopoTkun onuc cyti BuHaxogy

Mpobnemu, WO BUPILLYIOTECA BUHAXOA40M

MpencraBneHun BuHaxig 3abesnedye cnonyky, wo mae ®OE2A cenekTuBHy iHribyBanbHy gito, Wo
KOpuCHa sk npocdpinaktnyHnm abo TepaneBTUYHWUA MNiKapCbkM 3acid ans wmsodgpeHii, xBopobu
Anburenmepa i T.i.

3acobu BupilLeHHA npobnemu

BuHaxigHMkn npoBenn HTEHCMBHI JOCMiMKEHHs | 3HaWwWwnM, Wo Ccrnonyka npeacTaBneHa
dopmynoto (1), NnokasaHa HuxK4Ye, HeodikyBaHO Mae HaasBudanHy OIE2A cenekTuBHy iHribyBanbHy
4ito i, KpiM TOro, KOpMcHa sik NpoinakTnYHUn abo TepaneBTUYHMI NiKapCbKuin 3acid ansa wnsogpeHil,
XBOpOoOM Anburenmepa i T.i., i CTBOpUNM NnpeacTaBneHnin BuHaxig 6asytoumce Ha LbOMY BiKPUTTI.

BignoeigHo, NnpeacTaBneHni BUHaxia 3abesneydye HacTymnHe:

[1] Cnonyky npeactaeneHy cdoopmynoto (1):

(1)

ae

R’ € atom BOAHI0 abo HeoboB'A3KOBO 3amilieHa Cy ¢ ankinbHa rpyna,

R?i R® € KOXEH He3anexHo aTtom BOAHIO abo HeoboB'A3koBO 3amilieHa Ci¢ ankinbHa rpyna, abo
R® i R® pa3om HeoBOB'sI3KOBO YTBOPIOIOTb, Pa3oM 3 CYCigHIM aTOMOM BYyrneL, HeobOOB'A3KOBO
3aMillieHe Kinbue,

X € 3B'A30Kk abo HeobOoB'sI3KOBO 3aMilieHa C; ¢ ankineHosa rpyna,

A € HeobOB'sI3KOBO 3aMilLleHa LMKNiYHa rpyna,

Z' e rpynoto npeactaeneHow CR”, ge R“' € aTom BogHI0, aToM raroreHy, HeoGOB'S3KOBO
3amiwleHa Cig ankinbHa rpyna, HeoboB'd3koBo 3amiweHa C, ankeHinbHa rpyna, HeobOB'A3KOBO
3amiweHa C,g ankiHinbHa rpyna, HeoboB'si3koBO 3aMmilwleHa Cig ankokcu rpyna, HeobOB'si3KOBO
3amMilleHa amiHO rpyna, uiaHo rpyna abo HeoOOB'A3KOBO 3aMillleHa UuKniyHa rpyna, abo atomom
asorTy,

Z’ e rpyrnoto npeacTaBieHO CR?*, pe R* € aToMm BogHIO, aTOM ranoreHy, HeoOOB'sI3KOBO
3amiweHa Cyg ankinbHa rpyna, HeoboB's3koBo 3amiuwleHa C,¢ ankeHinbHa rpyna, HeoboB'A3kOBO
3amiwieHa C,4 ankiHinbHa rpyna, HeoboB'A3koBO 3amiwieHa C; ankokcu rpyna, HeobOB'I3KOBO
3amilwleHa amiHo rpyna, uiaHo rpyna abo HeoOOB'A3kOBO 3aMilleHa UMKivyHa rpyna, abo aTtomom
asory,

Z’ e rpynoto npeacTaBeHO CR”, pe R*”® e atom BogHio, aTom ranoreHy, HeoOOB'sI3KOBO
3amiwleHa Cyig ankinbHa rpyna, HeoboB'dA3koBO 3amiweHa C, ankeHinbHa rpyna, HeobOB'SA3KOBO
3amiwieHa C,g ankiHinbHa rpyna, HeoboB'si3koBO 3aMmiwleHa Cig ankokcy rpyna, HeoboB'si3KOBO
3amiwieHa amiHO rpyna, uiaHo rpyna, Heobos'a3koBo 3amiweHa C;q ankin-kapboHinbHa rpyna abo
HeOoDOB'I3KOBO 3aMileHa LmknivyHa rpyna, abo aToMom asoTy, i

B € azoTBMiCHMM apoMaTUYHNM FeTEPOLMKIIOM, WO MIiCTUTb 1 abo 2 atomum asoTy,

3a yMOBM, WO

2,3-avrigpo-1-meTtun-2-okco-N-2-Tiasonin-6-[3-(TpudtopmeTun)deHinl-nipnao[2,3-blnipasuH-
4(1H)kapbokcamia,

2,3-avrigpo-1-meTtun-N-(4-meTtun-2-Tiasonin)-2-okco-6-[3-(Tpudtopmetnn)deHin]-nipnao[2,3-
b]nipasuH-4(1H)kap6okcamig,

2,3-aurigpo-1-meTtun-2-okco-N-(TeTparigpo-2-okco-3-ypaHin)-6-[3-(TpudpTopmeTun)deHin]-
nipnao[2,3-b]nipasuH-4(1H)kapbokcamia,

2,3-aurigpo-1-meTtun-N-2-okcasonin-2-okco-6-[3-(TpudTopmeTnn)deHin]-nipuao[2,3-b]nipasux-
4(1H)kapbokcamig,
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2,3-aurigpo-1-meTtun-2-okco-N-1H-1,2,4-tpnason-3-in-6-[3-(tpudptopmetmn)deHin]-nipnao[2,3-
b]nipasnH-4(1H)kapbokcamia,

2,3-avrigpo-1-meTtun-2-okco-N-4-nipuamnHin-6-[3-(tpudtopmeTun)deHin]-nipnao[2,3-b]nipasuH-
4(1H)kap6bokcamia,

2,3-aurigpo-1-meTtun-2-okco-N-4-nipumMigunHin-6-[3-(TpudtopmeTnn)deHin]-nipnao[2,3-b]nipasux-
4(1H)kapbokcamiga,

2,3-aurigpo-1-meTtun-2-okco-N-5-nipumMigunHin-6-[3-(Tpudtopmetnn)deHin]-nipnao[2,3-b]nipasuy-
4(1H)kapbokcamiga,

2,3-avrigpo-1-meTtun-2-okco-N-3-nipuaasuHin-6-[3-(tpudTopmeTnn)deHin]-nipnao[2,3-b]nipasumk-
4(1H)kapbokcamig,

2,3-aurigpo-1-meTtun-N-[6-(4-mopdoniHin)-2-nipnaunHinj-2-okco-6-[3-(Tpudptopmetmn)deHin]-
nipnao[2,3-b]nipasuH-4(1H)kapbokcamia,

N-(4,5-gumeTun-2-tiazonin)-2,3-gurigpo-1-meTun-2-okco-6-[3-(tpudptopmetun)deHin]-nipnao[2,3-
b]nipasnH-4(1H)kapbokcamia,

2,3-pgurigpo-1-metun-N-(5-meTnn-2-tiasonin)-2-okco-6-[3-(TpudTopmeTnn)deHin]-nipnao[2,3-
b]nipa3uH-4(1H)kapbokcamia,

N-[5-[(ammeTnnamiHo)kapOoHin]-4-meTun-tiazonin]-2,3-gurigpo-1-meTun-2-okco-6-[3-
(TpudpTopmeTun)deHin]-nipnaol2,3-b]nipasun-4(1H)kapbokcamig,

N-(4,6-gumeTvn-2-nipuaunHin)-2,3-gurigpo-1-meTun-2-okco-6-[3-(TpudptopmeTnn)deHin]-
nipngo[2,3-b]nipasuH-4(1H)kapbokcamia,

2,3-pgurigpo-1-meTtun-2-okco-N-2-nipa3uHin-6-[3-(Tpudtopmetun)deHrin]-nipnao[2,3-b]nipasuH-
4(1H)kapbokcamig,

2,3-gurigpo-1-meTtun-2-okco-N-2-nipumignHin-6-[3-(tpudtopmeTtun)deHinl-nipnao[2,3-b]nipasvH-
4(1H)kapbokcamig,

N-[2-(1-a3eTnawnHin)-4-nipnamHin]-2,3-gurigpo-1-meTun-2-okco-6-[3-(TpudTopmeTnn)deHin]-
nipngo[2,3-b]nipasuH-4(1H)kapbokcamia,

2,3-pgurigpo-1-meTtun-N-[6-(4-mopdoniHinMeTnn)-2-nipuanHinj-2-okco-6-[3-
(TpudpTopmeTnn)deHin]-nipnaol2,3-blnipasuH-4(1H)kapbokcamig, i

N-[6-(1-a3eTnaunHin)-2-nipnaunHinl-2,3-gurigpo-1-meTun-2-okco-6-[3-(TpudtopmeTnn)deHin]-
nipnao[2,3-b]nipasnH-4(1H)kapbokcamia BUKMOYEHI,

abo ii cinb (TyT gani saragyetbea sk cnonyka (1)).

[2; Cnonyky abo cinb sk 3ragaHo suwe B [1], e

R“! € aTom BOOHIO, aTOM ranoreHy, HeoboB'si3koBO 3amilleHa C, g ankinbHa rpyna, HeoboB'a3KOBO
3amiwieHa C,g ankeHinbHa rpyna, HeoboB'A3koBO 3amiweHa C,g ankiHinbHa rpyna, HeobOB'sI3KOBO
3amiweHa Cy.¢ ankokcm rpyna, HeoboB'sI3KOBO 3aMileHa aMiHo rpyna abo uiaHo rpyna, i

Z® e rpynoo npeactasneHo CR™, ge R™ € aTom BoaHIO, aToMm ranoreHy, HeoGOB'SI3KOBO
3amiwleHa Cig ankinbHa rpyna, HeoboB'd3koBo 3amiweHa C, ankeHinbHa rpyna, HeobOB'A3KOBO
3amiweHa C,g ankiHinbHa rpyna, HeoboB'a3koBO 3amiwleHa C; ankokcu rpyna, HeobOB'A3KOBO
3amilleHa amiHo rpyna, uiaHo rpyna abo HeoboB'A3KOBO 3amilleHa LMKiYHa rpyna.

[3] Cnonyky abo cinb sik 3ragaHo suule B [1], oe R’ € atom BOAHIO.

[4] Cnonyky abo cinb sk 3ragaHo Buule B [1], oe R?iR? obuaBa € aToMamMu BOOHIO.

[5] Cnonyky abo cinb sik 3ragaHo suule B [1], oe zt7%iZ%¢ BignoBigHO CR*', CR*i CR”.

[6] Crionyky abo cinb sik 3ragaHo BuLle B [5], Ae R“ i R*® o6ugsa € aTomamu BogHHo.

[7] Cronyky abo cinb sik 3ragaHo Buule B [5], Ae R” € HeoGoB'A3koBO 3aMmilleHa Cig anKoKCH
rpyna, HeoboB'siskoBO 3amiweHa Cig ankinbHa rpyna abo HeoboB'siskoBO 3amiwleHa Cag
LMKIoankinbHa rpyna.

[8] Cnonyky abo cinb sk 3ragaHo Buile B [1], Ae X € HeoboB'A3koBO 3amiweHa Ci¢ ankineHoBa
rpyna.

[9] Cnonyky abo cinb sik 3ragaHo Bulle B [1], e A € HeOOOB'A3KOBO 3amMillleHa heHinbHa rpyna.

[10] Cnonyky abo cinb sik 3ragaHo Buwle B [1], e

R” € atom BOAHIO,

R*iR® obwaBa € aToMamMu BOOHIO,

X € HeoboB'A3koBO 3amilleHa Cy ¢ ankineHoBa rpyna,

A € HeobOB'A3kOBO 3aMillleHa heHinbHa rpyna,

Z' e CH,

Z® ¢ rpynoto npeactaBneHo CR”, ne R € HeoGoB'si3koBO 3aMmilleHa Cig ankinbHa rpyna,
HeoboB'siI3koBO 3amilleHa Ci.g ankokcu rpyna abo HeobOoB'A3kOBO 3amiweHa Cig LMKOArkifbHa
rpyna, i

Z®e CH.
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[11] 7-Metokcn-N-((1S)-2-meTokemn-1-(4-(TpudTopMeTOKCH)heHin)eTun)-2-okco-2,3-aurigponipu-
0o[2,3-b]nipasvH-4(1H)-kapbokcamig abo 1noro cinb.

[12] N-((1S)-1-(3-PTOp-4-(TPUPTOPMETOKCH)PEHIN)-2-METOKCUETWI)-7-METOKCU-2-0KCO-2,3-anria-
ponipnao[2,3-b]nipa3uH-4(1H)-kapbokcamig abo oro cinb.

[13]  7-Umknonponin-N-((1S)-2-rigpokcu-2-meTtun-1-(4-(tpndTopmeToKen)deHin)nponin)-2-okco-
2,3-aurigponipngo[2,3-bnipa3unH-4(1H)-kapbokcamig abo roro cinb.

[14] 7-Unknonponin-N-(1-(3-dTop-4-(TpudTopMeTOoKCH)peHin)-2-rigpoKkcn-2-meTMnnponin)-2-
okco-2,3-gurigponipvaol2,3-b]nipasuH-4(1H)-kapbokcamig abo noro Cinb.

[15] N-(1-(3-®Top-4-(TpUTOPMETOKCH)PEHIN)-2-riJPOKCH-2-MeTUNNPONIn)-7-MeTnn-2-okco-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamig abo noro cinb.

[16] MegnkameHT, Wo MiCTUTL cnonyky abo cinb sk 3ragaHo suwe B B [1].

[17] MeankameHT sk 3ragaHo BuLle B [16], wo € iHribiTopom docdoaiectepasu 2A.

[18] MeaukameHT sk 3ragaHo Bulle B [16], Wwo € areHToM Ans npodinaktnkm abo nikyBaHHA
LLIN30QOPEHil.

[19] Cnoci6 iHrioyBaHHSA pocdoaiecTtepasn 2A, WO MICTUTb BBEAEHHS CCaBL €deKTUBHOT
KiNbKOCTi cnonyku npegctasneHol popmynoto (1):

(1)

ae

R’ € atom BOAHI abo HeoboB'A3KOBO 3amillleHa Cy ¢ ankinbHa rpyna,

R?i R® € KOXEH He3anexHo aTtom BOAHIO abo HeoboB'A3koBO 3amilieHa Ci¢ ankinbHa rpyna, abo
R® i R® pa3om HeoBOB'sI3KOBO YTBOPIOIOTb, Pa3oM 3 CYCigHIM aTOMOM BYyrneL, HeobOOB'A3KOBO
3aMillieHe Kinbue,

X € 3B'A30Kk abo HeobO0B'sI3KOBO 3aMmilieHa C; ¢ ankineHosa rpyna,

A € HeobOB'sI3KOBO 3aMilLleHa LMKNiYHa rpyna,

Z' e rpynoto npeactaeneHold CR*, ge R*' € aTom BogHI, aToOM raroreHy, HeoGOB'S3KOBO
3amiwleHa Cig ankinbHa rpyna, HeoboB'd3koBo 3amiweHa C, ankeHinbHa rpyna, HeobOB'A3KOBO
3amiweHa C,g ankiHinbHa rpyna, HeoboB'si3koBO 3aMmilwleHa Cig ankokcu rpyna, HeobOB'si3KOBO
3amMilleHa amiHO rpyna, uiaHo rpyna abo HeOoOOB'A3KOBO 3aMillleHa UuKniyHa rpyna, abo atomom
asorTy,

Z’ e rpyrnoto npeacTaBieHO CR?*, pe R* € aToMm BogHIO, aTOM ranoreHy, HeoOOB'I3KOBO
3amiweHa Cyg ankinbHa rpyna, HeoboB's3koBo 3amiuwleHa C,¢ ankeHinbHa rpyna, HeoboB'A3kOBO
3amiwieHa C,4 ankiHinbHa rpyna, HeoboB'a3koBO 3amiwleHa C; ankokcu rpyna, HeobOB'I3KOBO
3amilwieHa amiHo rpyna, uiaHo rpyna abo HeoOOB'A3KOBO 3aMmilleHa uukrivyHa rpyna, abo atoMom
asory,

Z’ e rpynoto npeacTaBeHO CR”, pe R*”® e atom BogHio, aTom ranoreHy, HeoOOB'sI3KOBO
3amiwleHa Cyig ankinbHa rpyna, HeoboB'dA3koBO 3amiweHa C,g ankeHinbHa rpyna, HeobOB'SA3KOBO
3amiwieHa C,g ankiHinbHa rpyna, HeoboB's3koBO 3aMmiwleHa Cig ankokcu rpyna, HeobOB'si3KOBO
3amiwieHa amiHO rpyna, uiaHo rpyna, Heobos'a3koBo 3amiweHa C;q ankin-kapboHinbHa rpyna abo
HeOoDOB'sI3KOBO 3aMilleHa LmknivyHa rpyna, abo aToMom asoTy, i

B € azoTBMiCHMM apoMaTUYHNM FeTEPOLMKIIOM, WO MIiCTUTb 1 abo 2 atomum asoTy,

abo ii cinb.

[20] Cnoci6 npocbinakTnkn abo nikyBaHHA LWKM30MpeHii, WO MICTUTb BBELEHHS CCaBLO
edeKTMBHOI KiNbKOCTiI CNonyky npeactasneHoi opmyrnoto (1):
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(1)

ae

R! € aTom BoAHI0 a6Go Heo6oB'I3K0BO 3aMmilieHa Cy.q ankinbHa rpyna,

R?i R® € KOXEH He3anexHo aToM BOaHI0 abo HeOBOB'SI3KOBO 3aMilLeHa C.16 ankinbHa rpyna, abo
R? i R® pasom HeoBGOB'sI3KOBO YyTBOPIOKOTb, pa3oM 3 CyCigHIM aTOMOM BYrneuw, HeobOB'A3KOBO
3aMillieHe Kinbue,

X € 3B's130k ab0 HeoboB'A3k0BO 3amiweHa C,.g ankineHosa rpyna,

A € HeobOB'sI3KOBO 3aMilLleHa LMKNiYHa rpyna,

Z' e rpyrnow npeacTaBrieHo CR*, pe R** € aTtom BogHio, aTom ranoreHy, HeobOB'sI3KOBO
3amiweHa Cyig ankinbHa rpyna, HeoboB'A3koBO 3amiweHa C, ankeHinbHa rpyna, HeoboOB'sI3KOBO
3amiweHa C,g ankiHinbHa rpyna, HeoboB'a3koBO 3amilwleHa Cig ankokcu rpyna, HeoboB'si3KOBO
3amMillleHa amiHO rpyna, uiaHo rpyna abo HeOOOB'I3KOBO 3aMillleHa UuKNiYHa rpyna, abo aTomMom
asorTy,

Z% € rpynoto npeactasneHo CR™, ge R™ € aTom BOAHIO, aTOM ranoreHy, HeoGOB'SI3KOBO
3amiwleHa Cyig ankinbHa rpyna, HeoboB'a3koBo 3amiweHa C, ankeHinbHa rpyna, HeobOB'A3KOBO
3amiweHa C,g ankiHinbHa rpyna, HeoboB'ss3koBO 3amiwleHa Cig ankokcy rpyna, HeoboB'si3KOBO
3amMilleHa amiHO rpyna, uiaHo rpyna abo HeoOOB'A3KOBO 3aMmillleHa UuKniyHa rpyna, abo atomom
asory,

Z® e rpynowo npeactasneHo CR™, ge R™ € aTom BoaHIO, aToM ranoreHy, HeoGOB'SI3KOBO
3amiweHa Cy ankinbHa rpyna, HeoboB's3koBo 3amilleHa C,¢ ankeHinbHa rpyna, HeoboB'A3kOBO
3amiweHa C,g ankiHinbHa rpyna, HeoboB'a3koBO 3amiwleHa C; ankokcu rpyna, HeobOB'A3KOBO
3amilwleHa amiHo rpyna, uiaHo rpyna, HeoboB'sa3koBO 3amiweHa Cig ankin-kapboHinbHa rpyna abo
HeoOOB'sI3KOBO 3aMilleHa LmknivYHa rpyna, abo aToMoMm asoTy, i

B € a3oTBMiCHUM apoMaTUYHNM FETEPOLMKIIOM, Lo MIicTUTb 1 abo 2 atomu asoTy,

abo ii cinb.

[21] BacTocyBaHHs cnonyku npeactasneHoi popmynoto (1):

O

]
RS

(1)

ae

R' € aTom BogHI0 a6o Heo60B'S3k0BO 3amileHa Cyq ankinbHa rpyna,

R?i R® € KOXXEH He3anexHo aToM BOAHI0 aBGo HEOBOB'S3KoBO 3amilleHa Cqg ankinbHa rpyna, abo
R® i R® pa3om HeoGOB'A3KOBO YTBOPIOKTb, Pa3oM 3 CYCiAHIM aTOMOM BYrMeLo, HeoBOB'SI3KOBO
3aMmilleHe Kinbue,

X € 3B's130k ab0 He0obOoB'A3k0OBO 3amiweHa C,_g ankineHosa rpyna,

A € HeobOB'sI3KOBO 3aMilLleHa LMKIiYHa rpyna,

Z' e rpynoto npeacTaBeHO CR*, pe R*' € atom BogHiO, aTom ranoreHy, HeobOB'sI3KOBO
3amiweHa Cig ankinbHa rpyna, Heobos'da3koBo 3amiweHa C,s ankeHinbHa rpyna, HeobOB'A3KOBO
3amiweHa C,¢ ankiHinbHa rpyna, HeoboB's3koBO 3aMmiwleHa Cjg ankokcu rpyna, HeobOB'si3KOBO
3amillleHa amiHO rpyna, uiaHo rpyna abo HeobOB'A3KOBO 3aMilleHa UukniyHa rpyna, abo atomom
asory,

Z° e rpynoto npeactaeBneHo CR*, ne R” € aToM BOAHIO, aTOM raroreHy, HeoGOB'S3KOBO
3amiwieHa Cyig ankinbHa rpyna, HeoboB'A3koBO 3amiweHa C, ankeHinbHa rpyna, HeobOB'I3KOBO
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3amiweHa C,¢ ankiHinbHa rpyna, HeoboB's3koBO 3amiweHa Cig ankokcu rpyna, HeobOB'si3KOBO
3amMillleHa amiHO rpyna, uiaHo rpyna abo HeoDOB'A3KOBO 3aMillleHa UukniyHa rpyna, abo atomom
asory,

Z® e rpynoo npegcTtaBneHol CR™, ge R® € aTom BoAHIO, aToM ranoreHy, HeoGOB'S3KOBO
3amiwleHa Cig ankinbHa rpyna, HeoOOB'i3koBO 3amiweHa C, ankeHinbHa rpyna, HeoboOB'I3KOBO
3amiwleHa C,g ankiHinbHa rpyna, HeoboB'si3kOBO 3aMilleHa Cig ankokcu rpyna, HeoboB'si3KOBO
3amMillleHa aMiHO rpyna, uiaHo rpyna, HeoboB'sa3koBO 3amiweHa Cig ankin-kapboHinbHa rpyna abo
HeobO0B'sI3KOBO 3aMillieHa LukIiYHa rpyna, abo aTomoM asoTy, i

B € a30TBMiCHMM apoOMaTUYHNM reTEPOLMKIIOM, WO MiCTUTb 1 abo 2 aToMu a3oTy,

abo ii cinb, ANg ogepxaHHA areHTa Ans NPoinakTnkM abo nikyBaHHA LWNM30MpPeEHii.

[22] Cnonyky npeactaeneHy dopmynoto (1):

O

1
RS

(1)

ae

R' € aTom BozHI0 260 HeOBOB'3KOBO 3aMillieHa Cy.¢ ankinbHa rpyna,

R? i R® € KOXEH He3anexHo aToM BoAHI0 abo HeOBOB'SI3KOBO 3aMilLeHa C16 ankinbHa rpyna, abo
R? i R® pa3om HeoBOB'I3KOBO yTBOPIOKTb, Pa3oM 3 CYCiJHIM aTOMOM ByrfeLyo, HeoBGOB'I3KOBO
3aMmillieHe Kinbue,

X € 3B's130k ab0 He0obOoB'A3k0BO 3amieHa C,_g ankineHosa rpyna,

A € HeobOB'A3KOBO 3aMillleHa LuKmivyHa rpyna,

Z' e rpyrnoto npeacTaBeHO CR*, pe R** € aTtom BogHio, aTom ranoreHy, HeoOOB'sI3KOBO
3amiweHa Cy ankinbHa rpyna, HeobOoB'A3koBO 3amilwleHa C,g ankeHinbHa rpyna, HeoboB'A3kOBO
3amiweHa C,g ankiHinbHa rpyna, HeoboB'a3koBO 3amiwleHa C; ankokcu rpyna, HeobOB'A3KOBO
3amilwieHa amiHo rpyna, uiaHo rpyna abo HeoOOB'A3kOBO 3aMilleHa UMKMivyHa rpyna, abo aTtomom
asoTy,

Z% € rpynoto npeactasneHoo CR™, ge R™ € aTom BOAHIO, aTOM ranoreHy, HeoGOB'SI3KOBO
3amiwleHa Cig ankinbHa rpyna, HeoboB'd3koBo 3amiweHa C, ankeHinbHa rpyna, HeobOB'A3KOBO
3amiweHa C,g ankiHinbHa rpyna, HeoboB'si3koBO 3aMmilwleHa Cig ankokcu rpyna, HeobOB'si3KOBO
3amMilleHa amiHO rpyna, uiaHo rpyna abo HeoOOB'A3KOBO 3aMillleHa UukniyHa rpyna, abo aTtomom
asoTy,

AR rpyrnoto npeacTaBieHO CR”, pe R”® € aTtom BogHio, aTom ranoreHy, HeoOOB'sI3KOBO
3amiweHa Cyg ankinbHa rpyna, HeoboB's3koBo 3amiuwleHa C,¢ ankeHinbHa rpyna, HeoboB'A3kOBO
3amiweHa C,4 ankiHinbHa rpyna, HeoboB'a3koBO 3amiwleHa C; ankokcu rpyna, HeobOB'I3KOBO
3amilleHa amiHO rpyna, uiaHo rpyna, HeoboB'sa3koBO 3amiweHa Cig ankin-kapboHinbHa rpyna abo
HeOoODOB'sI3KOBO 3aMilLeHa LmknivYHa rpyna, abo aToMom asoTy, i

B € a30TBMiCHUM apOMaTUYHUM reTEPOLMKIIOM, O MIiCTMTL 1 abo 2 atomu a3oTy,

abo ii cinb, Ana 3aCTOCyBaHHA Y NpudinakTuui abo nikyBaHHi LW3odpeHii.

[is BuHaxoay

3rigHO 3 MpeacTaBrneHMM BUHAxXoOoM, 3abesnedvyeTbcs crnonyka, wo Mae OLOE2A cenekTuBHy
iHribyBanbHy Ailo, AKa KOopucHa K areHT anga npodpinaktnkn abo nikyBaHHS LWIM30dpPEHii, XBopobu
Anburenmepa i T.i.

KopoTkuin onuc mantoHkis

®II. 1 nokasye rpacik, WO TecToBaHa crnonyka mae noninweHy faito Ha MK-801 BuknukaHui
po3nag B KoHTekcTyanbHOMY BWMpPOGNEHHI YMOBHOro pedpriekcy y 3B'A3Ky 3 BigyyTTaM cTpaxy
(EkcnepumeHTansHui MNpuknag 2).

[OeTansbHuin onuc BruHaxoAay]

MpencraBneHnin BUHaxig eTanbHO PO3KPMBAETLCA Aarni.

"ATOM ranoreHy" B npegctaBreHOMY OMUCI O3Ha4Yae, SKWO He BKasaHo iHwe, aToM Topy, aToMm
xnopy, atom 6pomy abo aTtom nogy.

"HeoboB'A3KOBO 3aMillleHa BYyrneBoAHEBa rpyna” B MPeACTaBreHOMY OMUCI O3HA4ae, AKWO He
BKa3aHoO iHWe, Hanpuknag, "HeoboB'ss3koBO 3amiweHun Ci.q ankin", "HeoboB's13koBO 3amieHnn Co_qg
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ankeHin", "HeoboB'a3koBo 3amiweHnn C,qq ankiHin", "HeoboB'siskoBo 3amiweHnin Cizg UMKNoankin',
"HeoboB'A3koBO  3amiweHun Csg uUMKnoankeHin", "Heobos'a3koBo 3amiweHnn Cgq4 apun”,
"HeoboB's13K0BO 3amileHun C;.1, apankin" abo T.i.

"C1.10 @nKin" B NpeAcTaBreHoOMY OMUCI O3HAYae, SKLLO He BKa3aHO iHWe, Hanpuknag, MeTun, eTun,
nponin, isonponin, 6yTun, i3o6yTun, BTop-6yTWN, TPET-0yTWM, NEHTUN, i30NEHTUIT, HEONEHTUN, rekcun,
renTun, OKTWII, HOHIN, geuun abo T.i. "C.g ankin" B npeacraBneHoMy onuci o3Havae Cig ankin B
Mexax 3ragaHoro Buule "Ci.ip ankiny". "Cys ankin" B npegcraBneHomy onuci o3Havae Cis ankin B
Mexax 3ragaHoro Buule "Cy.1o ankiny".

"C,.10 ankeHin" B npeactaBneHoOMYy OMuCi O3HA4ae, SKWO He BKasaHO iHWe, Hanpuknag, BiHin,
nponexin, isonponexin, 2-6yteH-1-in, 4-neHTeH-1-in, 5-rekceH-1-in abo T.. "C,e ankeHin" B
npegcTaBneHomy onuci o3Hadvae C,_ g ankeHin B Mexax 3ragaHoro sule "C,. 1o ankeHiny".

"C,.10 @nkiHin" B NnpeacTaBneHoOMy ONUCi 03Ha4ae, AKLWO He BKa3aHo iHwWe, Hanpuknag, 2-6yTuH-1-
in, 4-neHTuH-1-in, 5-rekcun-1-in abo T.i. "C,¢ ankiHin" B npeactaBneHomy onuci o3Havae C,.¢ ankiHin B
Mexax 3ragaHoro suwe "C,. 1o ankiHiny".

"Cszg UMKNOAnKin" B npeacTaBfeHOMY OMNUCI O3Havae, SAKWO He BKasaHO iHWe, Hanpuknag,
LMKNonponin, UWMKNoOyTnN, LMKNOMNEHTUI, UMKIOreKCU, LMKNOrenTui, LUKNooKTuI abo T.i.

"Csg UMKNOAnNKeHin" B npeactaBfeHOMY OMUCI O3Ha4yae, SKWO He BKasaHOo iHWe, Hanpuknag,
LMKIONpOoneHin (Hanpuknag, 2-uuknonponeH-1-in), umkno®yTteHin (Hanpuknag, 2-uuknobyTten-1-in),
UMKMONEHTEHIN  (Hanpuknag, 1-uMKnoneHTeH-1-in,  2-uMknoneHTeH-1-in,  3-uuknoneHTeH-1-in),
LMKIOrekceHin (Hanpuknag, 1-umknorekceH-1-in, 2-unknorekceH-1-in, 3-uuknorekceH-1-in) abo T.i.

"Cq.14 @apun" B nNpeacTaBneHoOMy OMUCi O3Havae, AKWO He BKa3aHo iHWwe, Hanpuknag, dexin, 1-
HadTUn, 2-HadTun, 2-6ideHinin, 3-6icdeninin, 4-6ideninin, 2-antpun abo T1.i. Cq 14 apun Moxe 6yTu
YaCTKOBO HACUYEHUM i Mpuknagamm 4acTkoBo HacuyeHoro Cg 14 apuny € TeTparigpoHadTun i T.i.

"C;.14 @pankin" B npeacTaBneHoOMy ONMUCi O3Havae, SKLWO He BKasaHo iHwe, Hanpuknag, 6eHsun,
deHeTnn, 1-metun-2-gpeHineTun, gudeHinmeTtun, 1-HadTunmeTtun, 2-HadTunmetun, 2,2-
anderinetnn, 3-cderinnponin, 4-gerindytun, 5-cdeHinneHTun, 2-6iderininmeTtun, 3-6ideHininmeTnn,
4-6igpeHininmeTnn abo T.i.

"Heob0B'A3K0BO 3aMilLieHMI FigpoKkcKn” B NpeacTaBieHOMY OMNUCI 03HaYae, SIKLLO He BKa3aHO iHLe,
Hanpuknag, "rigpokcn", "HeoboB'A3koBO 3amiweHun Cig ankokcn", "HeOoOOB'AI3KOBO 3aMilLlEeHUN
retepoumkrin-okcu", "HeoboB'si3koBo 3amiweHun Cg.14 apunokcn”, "HeoboB'sI3KOBO 3aMilleHnin Co.qy
aparnkinokcu" abo T.i.

"C1.6 ankokcun" B NpeAcTaBrieHOMY OMUCi O3Ha4ae, AKLLO He BKa3aHo iHLWe, Hanpuknag, MeToKcH,
€TOKCU, MPOMOKCH, i30NpOnoKcK, BYTOKCH, i300yTOKCH, TPET-OYTOKCH, MEHTUITOKCU, FEKCUINOKCH abo T.i.

"Cie ankokcu-C,s ankokcn" B npencTaBneHoOMYy OMUCi O3Hayae, SKWO He BKa3aHO iHwWe,
Hanpuknag, MeTOKCMMETOKCUM, METOKCUETOKCH, ETOKCUMETOKCU, ETOKCUETOKCU abo T.i.

The "retepouuknin-okcu" B MpeAcTaBreHOMY OMNWUCI O3Ha4ae rigpoKcuIl 3aMillleHuid 3rafjaHoro
HWXKYe  "reTepoumkniyHow  rpynotw”.  lMepeBaxHUMU  npuknagamuM  reTepouuknin-okcu €
TeTparigponipaHinokcn, Tiasoninokcn, NipuaMNOKCK, Nipa3onifiokCK, OKCAa30MifIoKCK, TIEHINOKCH,
dYpPUNOKCH i T.i.

"Cs.14 apunokcu" B npeacTaBreHOMY OMNWUCI O3Ha4yae, SKWO He BKa3aHO iHWe, Hanpuknag,
deHokewn, 1-HadpTunoken, 2-HadpTmnokem abo T.i.

"C;.14 apankinokcu" B NpeacTaBrneHoOMY OMUCI O3Havae, AKWO He BKasaHo iHLWe, Hanpuknag,
©eHaunokcu, peHeTmnokem abo T.i.

"HeoOo0B'A3KOBO 3aMilLieHMIn cyrnbgaHin" B npeacTtaBneHOMY OMUCi O3HA4ae, AKWO He BKa3aHo
iHWwe, Hanpuknag, "cynbdaHin', "HeoboB'a3koBo 3amiweHun Cig ankincynbgain', "HeoboB'A3k0BO
3aMilleHnn  reTepouuknin-cynsdanin”, "Heobos's3koBo 3amiweHun Cgi,  apuncynbdaxin,
"HeoboB's13k0BO 3amiweHun C;. 1, apankincynbedatin" abo T.i.

"C1e ankincynbdanin" B npeacraBneHoMy OMUCI O3Ha4ae, AKWO He BKa3aHo iHWe, Hanpuknag,
MeTuncynbdaHin, etTuncynsdanin, nponincynedadin, isonponincynedadin, 6ytuncynedgatin, BTop-
OyTuncynbgaHin, TpeT-6yTuncynbdain abo T.i.

"leTepouuknin-cynbaHin" B npeacTaBneHoOMy ONUCi 03Havae CynbaHin 3amilleHun 3ragaHoro
HWXK4Ye "reTepouumkniyHow rpynow". [lepeBaxHUMU nNpuKNagamMmn reTepouunknin-cynbdaHiny €
TeTparigponipaHincynbdatin,  Tiazonincynbdatin, nipuguncynsdaxin, nipasonincynbdaHxin,
okcasonincynbdaHin, TieHincynsdarin, dypuncynbdaHin i T.i.

"Ce.14 @apuncynbdaHin" B npeacraBneHoMy OMUCI O3HaYae, AKWO He BKasaHo iHWe, Hanpuknag,
deHincynbdanin, 1-HadTuncynedgatin, 2-HadTuncynbdatin abo T.i.

"C7.14 @pankincynbdgaHin" B npeacTaBneHoOMy ONuUCi 0O3Ha4Yae, AKLWO He BKasaHo iHLWe, Hanpuknag,
OeHsuncynbdaHin, deHeTuncynbganin ado T.i.

"MeTepouuknivyHa rpyna" B npegcraBrieHOMY OMUCI O3Ha4ae, AKWO He BKa3aHo iHWwe, Hanpuknag,
5-14-4yneHHy (MOHOUMKNIYHY, OiLUMKNiYHY abo TPULMKITIYHY) reTepouUMKivYHy rpyny, WO MICTUTb, SK
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KiNbLLeYyTBOPIOIOYMI aTOM, OKpiM atoma Byrneuto, 1 abo 2 Buam 1-4 retepoatomis, LWo BubnpatoTb 3
aTtoma asoTy, aToMa Cipku i aToma KUCHI0, nepeBaxHO (i) 5-14-uneHHy (nepeBaHO 5-10-4neHHy)
apoMaTu4dHy retepoumknivny rpyny, (i) 5-10-uneHHy HeapomaTU4HY reTepouMKNiYHy rpyny abo T.i.
Cepen Hux, 5- abo 6-uneHHa apomMaTuMyHa reTepouMKIlivHa rpyna € nepeBaxHot. CneuwmdivHo,
Hanpukrag, MoXHa 3ragaTy apoMaTuyHi reTepoUMKiYHI rpynu, Taki siK TieHin (Hanpuknag, 2-Tiewin, 3-
TieHin), dypun (Hanpuknag, 2-dypun, 3-cypun), nipuaun (Hanpuknag, 2-nipugun, 3-nipugun, 4-
nipugun), Tiasonin (Hanpuknag, 2-tiasonin, 4-Tiasonin, 5-Tiasonin), okcasonin (Hanpuknag, 2-
okcasonin, 4-okcasonin, 5-okcasonin), nipasuHin, nipumianHin (Hanpuknag, 2-nipumiguHingG  4-
nipumiguHin), niponin (Hanpuknag, 1-niponin, 2-niponin, 3-niponin), imigasonin (Hanpuknag, 1-
imigasonin, 2-imigasonin, 4-imigasonin), nipasonin (Hanpuknag, 1-nipasonin, 3-nipasonin, 4-
nipasonin), Tpmasonin (Hanpuknag, 1-Tpuasonin, 2-tpmasonin), TeTpasonin, nipuaasuHin (Hanpuknag,
3-nipugasvHin, 4-nipyugasuHin), isotiazonin (Hanpuknag, 3-i3oTiasonin, 4-izotiazonin, 5-i3oTiasonin),
i3okcasonin (Hanpuknag, 3-isokcasonin, 4-izokcasonin, 5-isokcasonin), iHgonin (Hanpuknaga, 1-iHgonin,
2-iHgonin, 3-iHponin), 2-6eH3oTiasonin, 2-6eH3okcasonin, 6eHsimigasonin (Hanpuknag, 1-
OeHsimigasonin, 2-6eHsimigasonin), 6eHs3o[b]tieHin (Hanpuknag, 2-6eH3o[b]tienin, 3-6eH3o[b]TieHin),
©eH3o[b]dypun (Hanpuknag, 2-6eH3o[b]dypaHin, 3-6eH3o[b]ldypaHin), xiHonin (Hanpuknag, 2-xiHonin,
3-xiHonin, 4-xiHonin, 5-xiHonin, 8-xiHonin), i3oxiHonin (Hanpwuknag, 1-i3oxiHonin, 3-i3oxiHonin, 4-
i3oxiHonin, 5-i3oxiHonin), nipazononipuavHin (Hanpuknag, nipasono[1,5-alnipnanH-3-in) i 1.i;

Hanpuknag, HeapomaTuYHi reTepoLUMKITIYHI FpynK, Taki AK niponiguHin (Hanpuknag, 1-niponiavHin,
2-niponiguHin,  3-niponiguHin),  okcasoniguHin  (Hanpuknag, 2-oKkcasoniauHin),  imMigasoniHin
(Hanpuknag, 1-imigasoninin, 2-imigasoninin, 4-imigasonidin), ninepngun (Hanpuknag, ninepuavHo, 2-
ninepngun, 3-ninepugun, 4-ninepugun), ninepaswHin (Hanpuknag, 1-ninepasuvHin, 2-ninepasuvHin),
mMopdoniHin (Hanpuknaa, 2-mopdoniHin, 3-mopdoniHin, MmopdoniHo), TiomopdoniHin (Hanpuknag, 2-
TiomopdoniHin, 3-tTiomopdoniHin, TioMopdoniHo), TeTparigpodypwn, TeTparigponipaHin i T.i.

"Heob0B'A3k0BO 3amilleHa umknivyHa rpyna” B NpeAacTaBneHoMy OnuCi 03Havae, SKWO He BKasaHo
iHwe, Hanpuknag, "HeoboB'ai3koBo 3amiwleHnn Cgis apun”, "HeobOB'I3kOBO 3amiweHun Cag
umknoankin', "HeoboB'a3koBO 3aMmilleHnMn Csg  UMKNOankeHin", "HeoOOB'A3KOBO  3aMilleHy
reTepoumkmivyHy rpyny" abo T.i.

"Heob0B'A3k0BO 3amilleHe KinbLle" B NpeacTaBNeHOMY OMUCI O3HA4ae, SKLWO He BKa3aHo iHLue,
Hanpuknag, HeoOOB'A3KOBO 3aMillleHe Kinble, WO BignoBigae 3ragaHoMy Bulle "HeOOOB'sI3KOBO
3aMilLeHin LUmKnivHin rpyni”.

"Ce.14 @poOMaTUYHWUA BYrneBoOAeHb" B NpedcTaBneHOMY ONuCi O3Havyae Kinbue, WO Bignosigae
3ragaHomy BuLle "Ce 14 apuny”.

"Cs.g LMKMNOankan" B npeacTaBneHoMy ONuCi 03Havae Kinbue, Lo BiagnoBigae sragaHomy suile "Ca.
g LMKroankiny".

"Cs.g LMKMNOankeH" B npeacTaBrneHoMy ONUCi 0O3Havae Kinbue, Lo BianoBigae sragaHomy suule "Ca.
g LUMKoankeHiny".

"leTepoumkn" B npeacTaBneHoMy OMNUCI O3Hayae Kinbue, WO BignoBigae 3ragaHin BuLe
"reTepouukniyvnin rpyni".

"A30TBMICHMIA apoMaTUYHUN FeTepouMKrl, WO MIiCTUTL 1-2 aTomMu asoTy" o3Havae, SKWO He
BKaszaHO iHWe, Hanpuknag, as3oTBMICHUMW apoOMaTMYMHUW  FETEPOLMKN, WO  MIiCTUTb, $K
KiNbLLEeYTBOPIOKOYMIA aTOM, OKpiM aToma Byrneut i 1-2 atomiB as3oty, oguH abo gea Buaum 1-3
retepoatomis, WO BubMpaloTb 3 atoma Cipku i atomMa kucHio. CneumdiyHO MOXHa 3ragaTtw,
Hanpuknag, nipuauMHoBe Kinble, NipugasvHoBeE KinbLe, NipuMMigvHOBE KinbLe, Nipa3MHoBe Kinbue i T.i.

"Cy ankin-kapOoHin" B npeacTaBneHOMYy OMUCI O3HaA4ae, SKWO He BKa3aHo iHWe, Hanpuknag,
aueTun, i300yTaHoin, isoneHTaHoin abo T.i.

"C1.6 aNnKOKCU-KapOOHIN" B npeacTaBneHOMyY ONUCi O3Havae, SKLWO He BKas3aHo iHLe, Hanpuknag,
METOKCMKapOOHin, eToKCcukapboHin, MponokcmkapboHin, TpeT-byTokcukapboHin abo T.i.

"Csg UMKNOankin-kapboHin" B npeAcTaBfeHOMY ONUCI O3HA4Yae, SKWO He BKasaHo iHLUe,
HanpuKnaga, WMKIoneHTUNkapboHin, umknorekcunkapoboHin abo T.i.

"Ce.14 apun-kapboHin" B npeacTaBneHOMYy OMUCI O3HA4ae, SKLWO He BKa3aHO iHLWe, Hanpuknag,
©eH30in, 1-HadgToin, 2-HadToin abo T.i.

"C+.14 aparnkin-kapboHin" B npeacTaBneHoOMy ONuCi 03Ha4YaE, AKLWO He BKa3aHo iHWe, Hanpuknag,
deHinauetun, 2-peHinnponaHoin abo T.i.

"Cg.14 apPUIOKCU-KAPOOHIN" B MpeACcTaBMeHOMY ONWUCI O3Hayae, SKWO He BKasaHO iHLUe,
Hanpuknag, eHOKCUKapboHin, Had TUNOKCUKapOoHin abo T.i.

"C;.14 aparnkinokcm-kapboHin" B npencTtaBneHOMY OMUCI O3Havae, SKWO He BKasaHo iHLe,
Hanpuknag, 0eHaunokcukapboHin, dpeHeTunokcmkapboHin abo T.i.

"A30TBMICHMWI reTepounKnin-kapboHin" B npeacTaBneHoOMy ONuci 03Ha4ae, SKLO He BKa3aHO iHLle,
Hanpwvknag, niponiguHinkapOboHin, ninepugnHokapboHin abo T.i.
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"C1.6 ankincynb@oHin" B npeactaBneHoMy ONUCI O3Ha4Yae, SIKLWO He BKa3aHo iHLWe, Hanpuknag,
MeTUNCYNbAOHIN, eTUncynbdoHin abo T.i.

"Ce.14 apuncynbdoHin" B npeacraBneHoMy OMMCI 03Havae, SKWO He BKasaHo iHLWe, Hanpuknag,
deHincynbgoHin, 1-HadTnnNcynbgoHin, 2-HadTuncynbgoHin abo T.i.

"C16 ankincynbdiHin" B npeacraBneHoOMYy OMNMUCI O3Havae, AKWO He BKasaHO iHWe, Hanpuknag,
MeTuncynbgiHin, eTuncynbdgidin abo T.i.

"Ce.14 apuncynbinin" B npeactaBrieHOMY OMUCI O3Hayae, AKWO He BKa3aHo iHWe, Hanpuknag,
deHincynbdiHin, 1-HadTuncynbdiHin, 2-HadTuncynbdidin ado T.i.

"HeoboB'a3koBo ecTepudpikoBaHun kapbokcun" B npeacTtaBrieHOMY OMUCI O3Hayae, SAKWO He
BKasaHoO iHWe, Hanpuknag, kapbokcun, Cig ankokcu-kapboHin, Ce.1s apunokcn-kapooHin, Ci.q4
aparnkinokcu-kapboHin abo T.i.

"Heobos'a3koBo ranoreHoBaHuii Ci.¢ ankin" B npeacTaBrneHoOMY ONUCI O3HAYaE, SKLWLO He BKasaHo
iHWwe, 3ragaHmn Buue "Cig ankin" HeobOB'A3kOBO 3amilleHun 1-5 3ragaHumu Bulle "atomamu
ranoreHy". Hanpuknag, moxHa 3ragatv MeTun, eTun, nponin, isonponin, 6ytun, TpeT-6ytun, isobyTtun,
TpudpTopmeTun i T.i.

"HeoboB'sa3koBo ranoreHoBaHun C, ankokcu" B NpeacTaBfieHOMY OMUCI O3HA4ae, SAKLWO He
BKasaHO iHWe, 3ragaHui Buwe "Ci.g ankokcu" HeoboB'A3KOBO 3amilleHur 1-5 3ragaHumu Bulle
"aTomamu rasnoreHy". Hanpuknag, MoXxHa 3ragatyM MEeTOKCW, €TOKCW, i30MpOMOKCU, TPEeT-OyTOKCH,
TPUPTOPMETOKCH i T.i.

"MoHo- abo gu-C, ankin-amiHo" B MpeAcTaBneHOMY OMUCI O3HA4ae, SKWO He BKas3aHO iHLe,
amiHO MOHO- abo pgu-3amiweHnn 3ragaHum Buwe "Cie ankinom". Hanpuknag, MoxHa 3ragatu
METUMaMiHO, eTMnamiHo, NponinamiHo, AUMeTUNamMiHo, gieTunamiHo i T.i.

"MoHo- abo an-Cg14 apun-amiHo" B npeacTtaBneHOMY OMUCI O3HAYaE, SKWO He BKa3aHo iHLle,
amiHO MOHO- abo pgu-3amiweHun 3sragaHum Buwe "Cg.q4 apunom". Hanpuknag, MoxHa 3ragatu
deHinamiHo, andeHinamiHo, 1-HadTMnamiHo, 2-HadpTMnamiHo i T.i.

"MoHo- abo an-C;.14 aparkin-amiHo" B npeacTaBneHOMY OMUCi 03HaYae, SIKLWIO He BKa3aHo iHue,
aMiHO MOHO- abo au-3amiweHuin 3ragaHum Bule "C,.i4 apankinom". Hanpuknag, mMoxHa 3ragatu
©eHaunamiHo, eHeTUNnamiHo i T.i.

"N-C1¢ ankin-N-Cg 14 apun-amiHo" B npeacraBneHoMy Onuci 03Hayae, SKWO He BKa3aHo iHLle,
amiHO 3amiweHun 3ragaHum Buwe "C,g ankinom" i sragaHum Buwe "Cg.q4 apunom". Hanpuknag,
MoOXHa 3ragatu N-meTtun-N-deHninamiHo, N-etun-N-ceHinamiHo i T.i.

"N-C,.s ankin-N-C-.14, aparnkin-amiHo" B npeacTaBfneHOMy ONUCi 03Ha4vae, SKLWO He BKasaHo iHLe,
aMiHO 3amiweHunn 3ragaHum Bule "C,g ankinom" i aragaHum Buwe "C,.14 apankinom". Hanpuknag,
MokHa 3ragatu N-metun-N-6eH3unamido, N-etun-N-6eH3nnamiHo i T.i.

"C16 ankin-kapboHinamiHo" B NpeacTaBneHoOMy OMUCI O3Havae, SIKLWO He BKasaHo iHWe, aMiHo
3amiwleHmn 3ragaHum Buwe "Cig ankin-kapboHinom". Hanpuknag, MoxHa 3ragatv aueTunamiHo,
nporioHinamMiHo i T.i.

"MoHo- abo an-C, ¢ ankin-kapbamoin" B npeAcTaBneHOMy OMNMCi 03HaYae, KO He BKa3aHo iHLUE,
kap6amoin MoHo- abo gu-3amiweHun 3ragaHum Buwle "Ciq ankinom". Hanpuknag, mMoxHa 3ragaTu
mMeTunkapbamoin, eTunkapbamoin, gumeTunkapbamoin, gietunkapbamoin, eTunmeTunkapbamoin i T1.i.

"MoHo- abo gun-Cg 14 apun-kapbamoin” B npeAcTaBneHoMy ONMCi 03HaYae, SKLO HE BKA3aHoO iHLUe,
kapbamoin mMoHo- abo au-samiwieHun 3ragaHum Bulle "Cg.i4 apunomM". Hanpuknag, moxHa 3ragatu
deHinkapbamoin, 1-HadTnnkapbamoin, 2-HadTmunkapbamoin i T.i.

"MoHo- abo gu-Cs g unknoarnkin-kapbamoin" B npeacTaBneHoOMy ONuCi 03HaYae, SKLO He BKa3aHo
iHwe, kapbamoin MoHo- abo gu-3amileHnii sragaHum Buwe "Csg Luknoankinom". Hanpuknag, MoxHa
3ragaTu uuknonponinkapbamoin i T.i.

"MoHo- abo an-C;.1, apankin-kapbamoin" B npeacTtaBneHOMY OMUCI O3HA4ae, SKWO He BKasaHO
iHwe, kapbamoin mMoHo- abo au-3amiweHun sragaHum Buwe "C,.14 apankinom”. Hanpuknag, MoxHa
3ragaTu 6eH3nnkapbamoin i T.i.

"N-Cy. ankin-N-Cg.14 apun-kapbamoin" B npeacTtaBneHoOMy ONUCi 03Havae, sSKLWO He BKa3aHo iHLUE,
kapbamoin 3amiweHnn sragaHum Bulle "Cqg ankinom" i "Ce.14 apunom”. Hanpuknag, MoxHa 3ragatu
(H-6yTVn)(deHin)kapbamoin i T.i.

"MoHo- abo gu-5-7-4neHHui retepouuknin-kapbamoin" B npeacTaBrneHoMy Onuci o3Hayae, SKLLO
He BKa3aHo iHWwe, kap6aMoin MoHO- abo AM-3aMilLleHUn 5-7-4neHHO reTepoLMKIivYHOW rpynoto. TyT,
npuknagamv 5-7-4neHHoi reTepouMKIiYHOI Fpynn € reTepouukniyHa rpyna, Wwo MiCTUTb, $K
KiNbLIEeyTBOPOKOUNIA aTOM, OKpiM aToma Byrneuto, 1 abo 2 Buam 1-4 retepoartomis, Lo BUGUpaAOTL 3
aTomMa a30Ty, atoMa Cipku i atoma KUCHK. NepeBaxHUMM npuknagamm "MoHo- abo An-5-7-4neHHui
retepouukrin-kapbamoiny" € 2-nipugunkap6amoin, 3-nipyuannkapbamoin, 4-nipugunkapbamoin, 2-
TieHinkap6amoin, 3-TieHinkapbamoin i T.i.
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Ak "MoHo- abo Aaun-C, ¢ ankin-cynodamoin" B nNpeacTaBneHoMy OMNWCi, SKWO HEe BKa3aHo iHLue,
MOXHa BUWKOpUCTaTKM cynbdamoin MoHO- abo aum-3amiwieHmn 3ragaHum Buwe "Cig ankinom".
Hanpuvknag, wMoxHa 3ragatm  Metuncynbdamoin, etuncynbdamoin, gumeTuncynbgamoin,
aietuncynbcamoin i T.i.

Ak "MoHo- abo gu-Cg .4 apun-cynbdamoin” B npeacTtaBreHOMY OMUCI, SKWO He BKa3aHo iHLUe,
MOXHa BWKOpPUCTaATK cynbdamoinn MOHO- abo Au-3amiweHun 3ragaHum Buwe "Cgq4 apurnom”.
Hanpuknag, mMoxHa 3ragatu deHincynbdamoin, gudeHincynbdamoin, 1-Hadptuncynbdamoin, 2-
HadTUnICcynbdamoin i T.i.

"MoHo- abo au-C,.14 apankin-cynbcamoin" B npeacTaBrneHoMy OnNuCi 03Havae, SKLWO He BKas3aHo
iHWwe, cynbcamoin MoHO- abo au-3amiweHun sragaHum sulle "C; 14 apankinom". Hanpuknag, MoxHa
3ragatu 6eHsmncynedamoin i T.i.

"C,.¢ ankin-kapboHinokcn" B npegctaBneHomMy Onuci 03Havae, siKLWO He BKa3aHo iHWe, Hanpuvknag,
MeTunkapboHinokcu, etnnkapdboHinokcn abo T.i.

"C1.6 ankineH" B npeacraBneHoOMy OMUCi O3Hayae, AKWO He BKa3aHo iHwe, Hanpuknag, -CH,-, -
CH,CH,-, -CH,CH,CH,-, -CH,CH,CH,CH,-, -CH,CH,CH,CH,CH,-, -CH,CH,CH,CH,CH,CH,-, -
CH(CHp3)-, -C(CHs3),-, -CH(CH,CH3)-, -C(CH,CHz3),-, -CH(CH(CH3),)-, -CH(CH3)CH,-, -CH,CH(CH5)-, -
CH(CH,CH3)CH,-, -CH,CH(CH,CHa3)- abo T.i. "C,.5 ankinen" B npeactaBneHomy onuci o3Havae Cis
arnkineH B mexax 3ragaHoro Buule "C,.g ankineny".

Mpuknagamm "HeoboB'a3koBo 3amiweHoro Ci i (@bo Cys abo Cis) ankiny", "HeoboB'A3koBO
3amiweHoro C,9 (abo C,5) ankeniny", "HeoboB'AdkoBO 3aMmiweHoro C,jo (abo C,g) ankiHiny",
"HeoboB'siI3koBO 3amiweHoro Ci ankokcu", "HeoboB'sizakoBO 3amiweHoro C,g ankincynodaniny” i
"HeoboB'siI3koBO 3amilleHoro C,¢ ankineHy" B npeactaBneHoMy onuci € "Cy.q9 (@00 Ci5 abo Cis)
ankin", "C,.¢ ankeHin", "C,.1 (abo C,) ankiHin", "C,.19 (@abo C,.) ankokecn", "Cy.¢ ankincynocanin" i "C,.
6 ankinen", KOXeH 3 AkMx HeobOB'A3KOBO Mae, B MpMAATHOMY MOMOXEHHi(sx), 1-5 3amicHukiB, WO
BMbMpatoThb 3:

(1) aTom ranorenyj;

(2) rigpokcu;

(3) amiHo;

(4) HiTpo;

(5) uiaHo;

(6) reTepoumkniyHa rpyna HeobOB'A3KOBO 3amilleHa 1-3 3amiCHMKamu, WO BUOMpaKTb 3: aToM
ranoreny, rigpokcu, oKCo, aMiHO, HITPO, LUiaHo, HeoboB'A3koBO ranoreHoBaHun Ci¢ ankin, MmoHo- abo
an-Cq¢ ankin-amiHo, Cg.14 apun, MoHo- abo an-Cg.14 apun-amiHo, Cs g uuknoankin, C,¢ ankokcu, Cqg
ankokcn-C,¢ ankokcn, Ci ankincynodanin, Cig ankincynogidin, Cyg ankincynboHin,
HeoboB'A3KOBO ecTepudikoBaHuin kapbokcurn, kapbamoin, Tiokapbamoin, moHo- abo an-Cie ankin-
kapbamoin, MoHo- abo au-Cg.14 apun-kapbamoin, cynbgamoin, MoHo- abo an-C, ¢ ankin-cynbdamoin
i MOHO- abo aun-Cg 14 apun-cynbdamoin;

(7) moHo- abo gu-C ¢ ankin-amiHo;

(8) moHo- abo au-Cg 14 apun-amiHo;

(9) moHo- abo au-C;.14 apankin-amiHo;

(10) N-C1.¢ ankin-N-Cg_14 apun-amiHo;

(11) N-C1.¢ ankin-N-C-.14 apankin-amiHo;

(12) Cs.g umknoarnkin;

(13) HeoboB'A3KOBO ranoreHoBaHun C,_g ankokcuy;

(14) C,.¢ ankincynbdanin;

(15) Cy.¢ ankincynb@iHin;

(16) C,.¢ ankincynbdoHin;

(17) HeoboB'A3KOBO ecTepudikoBaHW KapboKeusT;

(18) C1.¢ ankin-kapboHin;

(19) C3.g umknoankin-kapOoHir;

(20) Ce.14 apun-kapOoHin;

(21) kapbamoin;

(22) Tiokapbamoir;

(23) moHo- abo an-C, ¢ ankin-kapbamoin;

(24) moHo- abo an-Cg.14 apun-kapbamoin;

(25) N-C1.¢ ankin-N-Cg.14 apun-kapbamoin;

(26) MoHO- abo An-5-7-4neHHWI reTepoUmKin-kapbamoirn;

(27) C.¢ ankin-kapboHinamiHO HeO0OB'A3KOBO 3aMiLLEeHUN KapOOKCUITOM;

(28) Ce.14 apunokcu HeobOB'A3KOBO 3aMilleHun 1-3 3amicHMKamu, WO BMOMpalTb 3. atoMm
ranoreHy, rigpoKcu, amiHo, HIiTpo, LiaHO, HEOBOB'A3KOBO ranoreHoBaHun Cqg ankin, MoHo- abo an-Cig

3
4
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6
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ankin-amiHo, Cg.14 apun, MOHO- abo an-Cg.14 apun-amiHo, Csg uuknoankin, Cig ankokcu, Cig ankokcu-
Cie ankokcu, Cyg ankincynbdain, Cis ankincynbdiHin, Cig ankincynbgoHin, HeobOB'A3k0BO
ectepudikoBaHuin kapbokeun, kapbamoin, Tiokap6amoin, MoHo- abo gu-C,.¢ ankin-kapb6amoin, MoHo-
abo an-Cg.14 apun-kapbamoin, cynbgamoin, MoHo- abo gu-C,.g ankin-cynbdamoin i MoHo- abo au-Cg.
14 @apun-cynbgamoin;

(29) C¢.14 apun HeobOB'A3KOBO 3aMillleHuid 1-3 3amicHMKamu, WO BMOMpaloTb 3. aTOM rasnoreHy,
ripOKCK, amiHO, HITPO, LiaHO, HEODOB'A3KOBO ranoreHoBaHuin Cig ankin, MoHo- abo au-C,g ankin-
amiHo, Cg.14 apun, MoHO- abo gu-Cg.14 apun-amiHo, Cizg umknoankin, Cie ankokch, C,.g ankokcu-Ci g
ankokcn, Cie ankincynedain, Cig ankincynogidin, Cis ankincynbgoHin, HeoboB'A3KOBO
ectepudpikoBaHmmn kapbokeun, kapbamoin, Tiokapbamoin, moHo- abo au-C,.¢ ankin-kapb6amoin, MoHo-
abo an-Cg.14 apun-kapbamoin, cynbgamoin, MoHo- abo au-C,.¢ ankin-cynbdamoin i MoHo- abo au-Cq.
14 apun-cynbamoin;

(30) reTepoLmknin-okcy;

(31) cynsamoin;

(32) moHo- abo an-C, ¢ ankin-cynbgamoin;

(33) moHo- abo an-Ce.14 apun-cynbgamoin;

(34) C;.14 apankinokcn HeoOOB'A3KOBO 3aMilleHun 1-3 3amicHukamu, Wo BUBUPaOTbL 3. aToMm
ranoreHy, rigpoKkcu, amiHo, HiTpo, LiaHo, He0BOB'A3KOBO ranoreHoBaHUN Cq_g ankin, MoHo- abo an-Ci¢4
ankin-amiHo, Cg.14 apun, MoHo- abo an-Cg.14 apun-amiHo, Cs g umknoarnkin, C,.¢ ankokcu, Cqg ankokcu-
Cis ankokcu, Cyg ankincynbdanin, Cig ankincynbgiHin, Cig ankincynbdgoHin, HeobOOB'A3kOBO
ectepudikoBaHui kapbokeun, kapbamoin, Tiokapbamoin, MoHo- abo an-C;.¢ ankin-kap6amoin, MOHo-
abo an-Cg.14 apun-kapbamoin, cynbgamoin, MoHo- abo au-C,.¢ ankin-cynbdamoin i MoHo- abo au-Cg.
14 apun-cynbamoin;

(35) C1.¢ ankin-kapboHinokcw;

(36) C1.¢ ankokcu-kapOoHin;

i T.i.

Konu npucyTHbO pfekinbka 3aMiCHUKIB, BIiAMNOBIAHI 3aMiCHMKM MOXyTb OyTM opHakoBMMM abo
pi3HUMMN.

Mpuknagamm "HeoboB'A3KOBO 3amiieHoro Csg UuMknoankiny”, "Heo6oB'siI3kOoBO 3amilieHoro Csg
uuknoankeHiny", "HeoboB'siskoBo 3amiweHoro Cgi4 apuny”, "HeoboB'A3koBO 3amiwieHoro C;.y
apankiny”, "HeoOOB'A3KOBO 3aMilleHOl reTepouMKniyHOi rpynun”, "HeObOB'SI3KOBO  3aMiLLEHOrO
retepouukrin-okcu", "HeoboB'a3koBO 3amiweHoro Cg.q4 apunokcun”, "HeoboB'a3koBo 3amileHoro Cy iy
aparnkinokcu", "HeoboB'I3KOBO 3aMiLLEHOro reTepounknin-cynbgaHiny”, "HeoboB'A3K0BO 3aMilLLEHOro
Cs.14 apuncynbaHniny” i "Heobos'sa3koBo 3amiweHoro C;.1, apankincynsdaHiny" B npegcraBneHomy
onuci € "Cs g umknoankin", "Csg umknoankeHin", "Cq.14 apun”, "C,.14 apankin”, "rerepouukniyHa rpyna",
"retepouuknin-oken", "Cg14 apunokcn", "C;y4 apankinokcu", "retepoumknin-cynogatin”, "Cg.14
apuncynbdanin" i "C;y4 apankincynbdaHnin', KoxeH 3 dkux HeobOB'A3kOBO Mae, B npuaaTtHOMY
NONOXeHHi(sx), 1-5 3amicHukiB, WO BMOUpatoThb 3:

(1) aTom ranoreHy;

(2) rigpokey;

(3) amiHo;

(4) Hitpo;

(5) uiaHo;

(6) HeoboB'A3KOBO 3amieHun C, g ankin;

(7) HeoboB'A3KOBO 3amieHun C,_ g ankeHin;

(8) HeoboB'A3KOBO 3amieHun C,.g ankiHin;

(9) Cs.14 apyin HeOBOB'A3KOBO 3aMilleHnn 1-3 3amiCHMKaMu, WO BMOWMPAKOTL 3: aTOM rasioreHy,
riPOKCK, amiHO, HITPO, LiaHO, HeOOOB'A3KOBO ranoreHoBaHu Cig ankin, MoHo- abo au-C,g ankin-
amiHo, Cg.14 apun, MoHo- abo gu-Cg.q4 apun-amiHo, Czg umknoankin, Cqig ankokch, C,.g ankokcn-Cig
ankokcn, Cig ankincynbgarin, Cis ankincynbginin, Cie ankincynbgoHin, HeoboB'A3k0BO
ectepudikoBaHuin kapbokeun, kapbamoin, Tiokapbamoin, MoHo- abo au-C,.¢ ankin-kapb6amoin, MoHo-
abo gu-Cg.14 apun-kapbamoin, cynbdamoin, MmoHo- abo an-C, g ankin-cynbgamoin i MmoHo- abo an-Cs.
14 apun-cynbamoin;

(10) Cg14 apwnokcu HeOOOB'I3KOBO 3amilleHun 1-3 3amicHMKamu, WO BMOMpalTb 3. aTom
ranoreHy, rigpoKcu, amiHo, HITPO, LiaHO, HEOBOB'A3KOBO ranoreHoBaHun Ci.g ankin, MoHo- abo an-Ci4
ankin-amiHo, Cg.14 apun, MoHo- abo au-Cg.14 apun-amiHo, Csg umknoankin, C,.g ankokcu, Cqg ankokcu-
Cis ankokcu, Cyg ankincynbdanin, Cig ankincynbgidin, Cig ankincynbgoHin, HeobOB'A3KOBO
ectepudpikoBaHMi kapbokeun, kapbamoin, Tiokapbamoin, MoHo- abo gu-C,.¢ ankin-kapb6amoin, MoHo-
abo an-Cg.14 apun-kapbamoin, cynbgamoin, MoHo- abo gu-C,.g ankin-cynbdamoin i MoHo- abo au-Cg.
14 @pun-cynbdamoin;
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(11) C;.14 apankinokcu HeobOB'A3k0BO 3amilleHu 1-3 3amicHukamun, WO BUBUPAOTL 3: aToMm
ranoreHy, rigpokcu, amiHo, HIiTpo, LiaHO, HEOBOB'A3k0BO ranoreHoBaHun Ci.g ankin, MoHo- abo an-Ci 4
ankin-amiHo, Cg.14 apun, MoHo- abo an-Cg.14 apun-amiHo, Csg umknoankin, C,.¢ ankokcu, Cqg ankokcu-
Cis ankokcu, Cig ankincynbdanin, Cig ankincynbgiHin, Cig ankincynbdgoHin, HeobOOB'A3KOBO
ectepudpikoBaHMI kapbokeun, kapbamoin, Tiokapbamoin, MoHo- abo au-C,.¢ ankin-kapb6amoin, MoHo-
abo an-Cg.14 apun-kapbamoin, cynbgamoin, MoHo- abo gu-C,.¢ ankin-cynbdamoin i MoHo- abo au-Cg.
14 @apun-cynbgamoin;

(12) reTepouukniyHa rpyna HeoboB'si3KOBO 3amilleHa 1-3 3aMiCHMKaMu, Wo BUOUpaTbL 3. aToM
ranoreHy, rigpokcu, amiHo, HIiTpo, LiaHO, HEOBOB'A3k0BO ranoreHoBaHun Ci.g ankin, MoHo- abo an-Ci 4
ankin-amiHo, Cg.14 apun, MOHO- abo an-Cg.14 apun-amiHo, Csg uuknoankin, Cig ankokcu, Cig ankokcu-
Cie ankokcu, Cyg ankincynbdaHin, Cis ankincynbdiHin, Cig ankincynbgoHin, HeobOB'A3KOBO
ectepudpikoBaHmmn kapbokeun, kapbamoin, Tiokapbamoin, MmoHo- abo au-C,.¢ ankin-kapb6amoin, MoHo-
abo an-Cg.14 apun-kapbamoin, cynbgamoin, MoHo- abo au-C,.¢ ankin-cynbdamoin i MoHo- abo au-Cq.
14 apun-cynbamoin;

(13) moHo- abo an-C, g ankin-amiHo;

(14) moHo- abo an-Cg.14 apun-amiHo;

(15) moHo- abo an-C-.14 aparnkin-amiHo;

(16) N-C1.¢ ankin-N-Ceg_14 apun-amiHo;

(17) N-Cy¢ ankin-N-C5.14, apankin-amiHo;

(18) Cz.g umknoankin;

(19) HeoboB'A3kOBO 3amiweHun C,g ankokeu;

(20) HeoboB'A3koBO 3amileHnn C,.q ankincynbaHin;

(21) Cy.¢ ankincynb@iHin;

(22) C1.¢ ankincynbdoHin;

(23) HeoboB'A3KOBO ecTepuiKoBaHUN KapbOKCUIT;

(24) C,.¢ ankin-kapboHis;

(25) Cs.g UMKoankin-kapboHin;

(26) Cg.14 apun-kap0OoHin;

(27) kapbamoin;

(28) Tiokapbamoir;

(29) moHo- abo an-C, ¢ ankin-kapbamoin;

(30) moHo- abo an-Cg.14 apun-kapbamoin;

(31) N-C1.¢ ankin-N-Cg.14 apun-kapbamoin;

(32) moHo- abo Aan-5-7-4neHHun reTepoumknin-kapbamoin;

(33) cynbamoirn;

(34) moHo- abo an-C,_¢ ankin-cynbgamoin;

(35) MoHo- abo an-Cg.14 apun-cynbdamoirn;

(36) C,.¢ ankin-kapboHinamiHoO HeO00OB'A3KOBO 3aMilLeHNn KapBOKCHITOM;

(37) reTepoumkrin-okcu,;

(38) C,.¢ ankin-kapboHinokcu;

(39) C,.¢ ankokcu-kapboHin;

i T.i. Konm npucyTHbO JekinbKka 3amiCHUMKIB, BiAMOBiAHI 3aMiCHUKM MOXYTb OyTWM ofHakoBMMK abo
Pi3HUMMU.

"Heob0B'A3KOBO 3aMillleHn aMiHO" B NMpeaCcTaBIEHOMY OMUCI O3Hayae, SKLWO He BKa3aHo iHLWe,
aMiHO HeOobOB'A3kOBO 3amileHn 1 abo 2 3amiCHMKamu, Lo BUOGUPaOTL 3;

(1) HeoboB'A3KOBO 3amieHun C, g ankin;

(2) HeoboB'A3KOBO 3amieHun C,_ g ankeHin;

(3) HeoboB'A3KOBO 3amieHun C,.g ankiHin;

(4) HeoboB'A3k0BO 3amilleHnn Cs g LMKNOArKIs;

(5) HeoboB'sA3koBO 3amiweHunit Cq.14 apUIT;

(6) HeoboB'A3k0BO 3amilleHnn C;_g anNKoKeu;

(7) HeOOOB'A3KOBO 3aMilLLEeHMI auuns;

(8) HeOOOB'SI3KOBO 3aMillleHa reTepouukriyHa rpyna (nepeBaxHo dypun, nipuawn, TieHin,
nipasonin, Tiazonin, okcasonin);

(9) cynbamoin;

(10) MoHo- abo an-C,.¢ ankin-cynbgamoin;

(11) MoHo- abo an-Cg.14 apun-cynbgamoirn;

abo T.i. Ha popaTtok, konuM "HeoOOB'A3KOBO 3aMillleHuli A amMiHO" € aMiHO 3aMillleHMM aABoMa
3aMiCHMKaMn, Ui 3aMiCHUKM MOXyTb OyTM oaHakoBMMKM abo pi3HUMK, i Ui 3aMiCHUKM MOXYTb
YTBOPIOBATW, Pa3oM 3 CYCiAHIM aTOMOM a30Ty, a30TBMICHUIA reTepouunkn. lNpuknagamm "asoTBMICHOMo
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retepoumkny" € 5-7-4neHHWin as3oTBMICHUM reTepoumkn, Lo HeOobOB'A3KOBO MICTUTb, $K
KiNbLeYTBOPIOOYNIA aTOM, OKpiM atoMa BYyrrneLto, NpuHanMHi OauMH atoMm asoTy, i JogaTkoso, 1 abo 2
retepoaTtomMu, L0 BMOMpaloTb 3 aTOMa KUCHIO, aToMa Cipku i aTom a3oTy. [NepeBakHMMN Npuknagamm
a30TBMICHOrO reTepouukny € niponiguH, iMigasonigvH, nipasoniguH, ninepuauH, ninepasuH,
MopconiH, TiomopdoniH, Tia3onianH, okcasonignH i T.i.

"Heob0B'A3KOBO 3aMilLieHMIn aMiHOKapOOoHIN" B npeAcTaBneHOMY ONUCi 03Ha4vae, SKWO He BKa3aHo
iHwe, aMiHokapOoHin, ae "HeobOOB'A3KOBO 3aMilleHUA aMiHO" € 3ragaHum Bulle "HeOoDOB'I3KOBO
3aMilLleHMM amiHo".

"HeoboB'A3k0BO 3amilleHnn aumn" B n8pe,qCTaBneHomy OnMuUCi 03Ha4ae, SKWO He BKa3aHo iHLle,
rpyNy MpeacTaBneHy hopmynoio: -COR", -CO-OR", -SO,R', -SOR™, -PO(OR')(OR™), -CO-
NR™R™¥ | .CS-NR™R'™ pe R'™ i R™ e ogHakoBuMn aBo pisHAMM i KOXEH € aTOM BOZHIO,
HeobOoB'A3KOBO 3amilleHa ByrrneBoaHeBa rpyna abo HeoboB'sI3KOBO 3aMilleHa reTepounkniyHa rpyna,
R'™ | R'™ ¢ opHakoBWMW aB0o pi3HUMM | KOXEH € aToM BOAHIO, HEeOBOB'S3KOBO 3aMmilleHa
ByrnesogHeBa rpyna abo HeODOB'A3KOBO 3aMilleHa reTepouukniyHa rpyna, R'® j R MOXYTb
YyTBOPIOBATK, pa3oM 3 CyCigHIM aTOMOM a30Ty, HEODOB'A3KOBO 3aMilLleHUA a30TBMICHUA FeTEPOLMKIT,
abo T.i.

Mpuknagammn  "a3oTBMiCHOro  retepoumkny” "HeobOB'AI3KOBO  3aMilLEHOro  a30TBMICHOI0
retTepoumkny" yTBOPEHOro R j R™® pa3oM 3 CyCigHIM aTOMOM a30Ty € 5-7-4neHHU a30TBMICHUN
reTepoumkrl, WO HeobOB'A3KOBO MICTUTb, SIK KiNbLEYTBOPKOYMIA aToM, OKpiM aTtoma BYrieLuto,
npuHaMHi ognH aTtoM asoTy, i gogatkoBo 1 abo 2 reTepoaTtomu, WO BUOMpaOTb 3 aTOMa KUCHLO,
aToma CipkuM i atoMm asoty. [lepeBaxHVMK NpuUKNagamMu asoTBMICHOTO FeTepouurkiy € NiponiauvH,
imigasonigvH, nipasoniguH, ninepuauH, ninepasvH, MopdoniH, TIoOMOpdOniH, Tia3oniguH, okcasoniavH
i T.i.

A30TBMICHIN reTepounkn Moxe matm 1 abo 2 3aMiCHUKM B NpPMAATHOMY MOMOXEHHI(S1X).
Mpuknagamu Takoro 3amicHuka € rigpokcu, HeoboB'a3koBo ranoreHoBaHun C¢ ankin, Cq.14 apun, C-.
14 @parnkin i 1.i. Konum KinbkicTb 3amiCHUKIB € 2, Lii 3aMiCHUKN MOXYTb 6YTM 0AHaKOBMMK abo pPi3HUMN.

MepeBaxHMMKU NpuKagaMmn "HeoboB'sI3KOBO 3aMilLlieHoro auuny” €

dopmin;

kapbokeun;

kapbamoin;

C1.6 ankin-kapoboHir;

C1.6 anKOKCK-KapbOoHin;

Cs.g LmKnoankin-kapoboHin;

Ce.14 apun-kapboHin;

C-.14 apankin-kapboHin;

Cé.14 apUnoKcu-kapOoHin;

C-.14 apankinokcu-kapboHin;

MOHO- abo an-C,.¢ ankin-kapbamoin;

MOHO- abo an-Cg.14 apun-kapbamoin;

MOHO- abo an-Cs.g LMKNoarnkin-kapbamoin;

MOHoO- abo an-C-.14 apankin-kapbamoin;

C1.6 ankincynbgoHin;

Cé.14 apuncyrnboHin HeoboOB'I3KOBO 3aMiLLLEHUI HITPO;

a30TBMICHUWI reTepoumKnin-kapboHin;

C1.6 ankincynbdiHin;

Ce.14 apuncynbdiHin;

Tiokapbamoin;

cynbcamoin;

MOHO- abo au-C; ¢ ankin-cynedamoin;

MOHO- abo aun-Cg 14 apun-cynbdamoin;

MOHO- abo au-C,_14 apankin-cynsgamoin;

i T.i.

BusHayeHHs koxxHoro cumsony y dopmyni (1) poskpmBaeTbca geTanbHO Aani.

R € atom BOAHI abo HeoboB'A3KOBO 3amilleHa C, ¢ ankinbHa rpyna.

R'e nepeBaxxHO aTom BoAH abo Ci_g ankinbHa rpyna.

R € 6inblLL NepeBaxHO aTOM BOAHIO abo C,.; ankinbHa rpyna (MepeBaxkHO MeTu).

R' € oco6nueo NnepeBaXkHO aTOM BOAHIO.

R?i R® € KOXXEH He3anexHo aToM BOAHI0 aBo HEeOBOB'SI3KoBO 3amilleHa Cqg ankinbHa rpyna, abo
R®i R® pa3oM HeOOOB'A3KOBO YTBOPKOWOTb, pPasoM 3 CYCigHIM aTOMOM BYrfeut, HeobOB'A3KOBO
3aMilleHe Kinbue.
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R i R% e, nepeBaXKHO, KOXEH He3anexHo aTom BogHi abo C,g ankinbHa rpyna (Hanpuknag,
mMeTun).

R?i R 6inbLu nepeBaxxHo obuaBa € aTomamu BOOHHO.

Mpuknagammn "HeobOB'sI3KOBO 3aMILLLEHOrO KiNbLsA" YTBOPEHOro R?i R® y koMbiHauii pasom 3

CycigHiM aTOMOM BYrneuto € Kinbue npeacrasneHe
NR20
%&0

ne R?® € HeoGoB's13k0BO 3amilLieHa C1.¢ ankinbHa rpyna,

i T.i.

Mpuknagamu 3amicHuka gns "Kinbusa" "HeobOB'I3KOBO 3aMiLLLEHOrO KinbLUA" YTBOPEHOIo R?iR® y
KOMOiHauii pas3oM 3 cycigHiM aToMOM BYIMEU € 3aMiCHMKM nofibHi [go 3amicHuka ans
"reTepoumKnivyHoT rpynn” sik aragaHo Bulle B "HEOOOB'I3KOBO 3aMillleHa reTepouukiivyHa rpyna”.

X € 3B's130k ab0 He0OOB'A3k0BO 3amiweHa C,.¢ ankineHosa rpyna.

"Cy.¢ ankineHosa rpyna" "HeoboB'sa3koBO 3amileHoi C,.¢ ankineHosoi rpynn" ansg X € nepeBakHO
C1.5 ankineHoBa rpyna, 6inbw nepeeaxHo -CH,-, -CH(CHy)-, -CH(CH,CHj5)-, -CH(CH,CH,CHz3)- abo -
CH(CH(CHz3),)-.

B iHwomy BTineHHi, "C¢ ankineHosa rpyna" "HeoboB'a3koBo 3amilleHoi Cy.¢ ankineHosoi rpynu"
ana X e 6inbw nepeBaxHo -CH,-, -CH(CHj3)-, -CH(CH,CH5)-, -CH(CH,CH,CH3)-, -CH(CH(CHy),)-, -
CH(C(CH3)3)-, -CH(CHZCHZCH20H3)', 'CH(CH(CH2CH3)2)' abo -CH,CHo>-.

B we opgHomy iHwoMy BTineHHi, "C,g ankineHosa rpyna" "HeoboB'si3koBO 3amilwleHoi Cig
ankineHoBoi rpynu" ansa X € 6inbw nepeBaxHo -CH,-, -CH(CH5)-, -CH(CH,CH5)-, -CH(CH,CH,CH5)-, -
CH(CH(CHy3),)-, -CH(C(CHj3)3)-, -CH(CH,CH,CH,CHg3)- abo -CH(CH(CH,CHy3),)-.

X € nepeBaxHO HeoboOB'A3koBO 3amiwleHa Cig ankineHoBa rpyna (nepeBaXHO HeOOOB'sI3KOBO
3amiweHa Cy .5 ankineHosa rpyna).

X € Oinbw nepeBaxHo Ci¢ ankineHoBa rpyna (nepeBaxHo Cis ankineHoea rpyna, 6inbLu
nepeBaxHo -CH,-, -CH(CH3)-, -CH(CH,CH3)-, -CH(CH,CH,CH3)- a6o -CH(CH(CHy3),)-) Heob60B'a3koBO
3amiuieHa 1-3 3amicHukamu, LWo BubUpaTb 3

(1) rigpokcu,

(2) uiaHo,

(3) kapbamoin,

(4) C1 ankoken (Hanpuknag, MeTOKCK),

(5) C1.6 ankincynbdaHin (Hanpuknag, MeTuncynbdarin),

(6) C1.6 ankincynbdoHin (Hanpuknag, MeTUncynbgOoHin),

(7) moHo- abo gu-Cy ¢ ankin-amiHo (Hanpuknag, AUMeTUNnamiHo),

(8) Cs.g UMknoankin (Hanpuknag, uMknonponin),

(9) Ce.14 apun (Hanpuknag, geHin) HeoboB'A3KOBO 3amileHni 1-3 3amMiCHMKamu, Lo BMOUPatoThb 3:
HeobOB'AI3KOBO ranoreHoBaHu Cig ankokcu (Hanpuknag, MeTokcu) (nepeBaxHO HeobOB'I3KOBO
3amilieHnn 1-3 atomamu ranoreny (Hanpuvknag, atom Topy)), i

(10) reTepouumkniyHa rpyna (nepeBaxHo 5- abo 6-yneHHa apomaTuyHa reTepouukniyHa rpyna)
(Hanpvknag, nipugun, i3okcasonin, nipasonin) HeoboB'A3koBO 3amiweHa 1-3 Cyig ankinamu
(Hanpvknag, metun).

B iHwomy BTineHHi, X € 6inbw nepeBaxHo C, ¢ ankineHosa rpyna (nepeBaxHo -CH,-, -CH(CHy)-, -
CH(CH,CHg)-, -CH(CH,CH,CHs)-, -CH(CH(CHa),)-, -CH(C(CHg3)s)-, -CH(CH,CH,CH,CHs)-, -
CH(CH(CH,CHj5),)- abo -CH,CH,-) Heob0B's13koBO 3aMileHa 1-5 3amicHukamu, o BubupatoTs 3

(1) aTom ranoreHy (Hanpuknaza, atom Topy),

(2) rigpoxeu,

(3) amiHo,

(4) uiaHo,

(5) kapbamoin,

(6) MmoHO- abo an-Cy.¢ ankin-kapbamoin (Hanpuknag, MetTunkapbamoin, gumeTunkapbamoin),

(7) Cps ankokcu (Hanpuknag, MeTOKCW, eTOKCH, i3omponokcu) HeoboB'dA3koBO 3amiweHun 1-3
3aMiCHMKamMu, Lo BUGMpatThb 3:

(i) aTom ranoreny (Hanpuknag, atom gTopy), i

(i) C1.6 ankokcy (Hanpuknag, MeToKkcu),

(8) C,.6 ankincynbdaHin (Hanpuknag, MeTuncynbdain),

(9) C,16 ankincynbiHin (Hanpuknag, MeTuncynbdiHin),
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(10) C1.¢ ankincynbdoHin (Hanpuknag, MeTuncynbgoHin),

(11) moHo- abo an-C,. ankin-amiHo (Hanpvknag, AMMeTuramiHo),

(12) Cs.g umknoankin (Hanpuknag, LMKonponin),

(13) Cg.14 apun (Hanpuknag, deHin) HeoOOB'A3KOBO 3aMilleHni 1-3 3amiCHMKaMu, Lo BUBUpaTb

(i) aTom ranoreHy (Hanpuknag, atom gTopy, atom 6pomy),

(i) rigpoken, i

(i) HeoboB'AskoBO ranoreHoBaHuM Ci ankokcu (Hanpuknag, MeTokcu) (nepeBaXHO
HeobO0B'I3KOBO 3aMileHn 1-3 aTomamu ranoreny (Hanpuvknag, atom Topy)),

(14) retepouukniyHa rpyna (nepeBaxHo 4-10-uneHHa reTepoumkniyHa rpyna) (Hanpuknag,
nipugun, isokcasonin, nipasonin, niponiauvHin, Tpuasonin, okceTaHin, TeTparigpodypun,
TeTparigponipaHin, aurigpoisoiHaonin) HeoboB'A3koBO 3amileHa 1-3 3aMmicHUKamu, LWo BUGUpaTh 3

(i) C16 ankin (Hanpuknag, Metun),

(ii) rigpoken, i

(iii) okco,

(15) C3.g UMKNOANKINOKCK (Hanpuknag, LUMKIONEeHTUNOKCH),

(16) HeobOB'A3KOBO rafioreHOBaHUM reTepoLMKIIN-OKCU (Hanpuknag, nipuaunokcu) (nepeeaxHo
HeoODOB'sI3KOBO 3aMilLeHui 1-3 aTomamu ranoreHy (Hanpuknag, atom 6pomy)),

(17) Cy.¢ ankin-kapboHinokcu (Hanpvknag, aueTokcu),

(18) C1.¢ ankin(giapun)cumninokcu (Hanpuknaga, TpeT-oyTun(andeHin)cmuninokem),

(19) C,.6 ankin-kapboHin (Hanpuknag, auetTun), i

(20) C3.g umknoankin-kapboHin (Hanpvknag, uMknonponinkapboHin),

abo 3B'A30K.

B we ogHomy iHwomy BTineHHi, X € 6inbw nepesaxHo C,.¢ ankineHosa rpyna (nepesaxHo -CH,-, -
CH(CHpg)-, -CH(CH,CHs)-, -CH(CH,CH,CH3)-, -CH(CH(CH?3),)-, -CH(C(CH3)3)-, -CH(CH,CH,CH,CH3)-
abo -CH(CH(CH,CHy3),)) Heob0B'siI3k0BO 3amiwieHa 1-5 3amicHMKamu, Lo BnbnpatoThb 3

(1) aTom ranoreHy (Hanpvknag, atom gTopy),

(2) rigpokcu,
(3) amiHo,
(4) uiaHo,

(5) kapbamoin,

(6) moHo- abo au-Cy¢ ankin-kapbamoin (Hanpuknag, meTunkapbamoin, gumeTunkapbamoin),

(7) Cyps ankokcu (Hanpuknag, MeTOKCW, eTOKCW, i30mponokcu) HeoboB'd3koBO 3amiwieHun 1-3
3aMicHMKaMu, Lo BUBMpatoTh 3:

(i) aTom ranoreHy (Hanpuknag, atom Topy), i

(i) C1.6 ankokcy (Hanpuknag, MeToKkcu),

(8) C1.6 ankincynbdaHin (Hanpuknag, MeTuncynbdain),

(9) C1.6 ankincynbdiHin (Hanpuknag, MmeTuncynbiHin),

(10) C1.¢ ankincynbdoHin (Hanpuknag, MeTuncynbgoHin),

(11) moHo- abo an-C, ¢ ankin-amiHo (Hanpvknag, AUMeTUIamiHo),

(12) C;3.g umknoankin (Hanpuknag, LMKrionponin),

(13) Cs.14 apun (Hanpuknag, deHin) HeoOOB'I3KOBO 3aMmilleHnn 1-3 3amicHMKamu, LWo BUOUpatoTb

(i) aTom ramoreHy (Hanpuknag, atom Topy, aTom 6pomy),

(ii) rigpokenm, i

(i) HeoboB'A3koBO ranoreHoBaHuUM Ci ankokcu (Hanpuknag, MeToKcu) (nepeBaXKHO
HeobO0B'sI3KOBO 3aMilLieHMn 1-3 aToMamMu ranoreny (Hanpuvknag, atom Topy)),

(14) retepouukniyHa rpyna (nepeBaxHo 4-10-uneHHa reTepoumkniyHa rpyna) (Hanpuknag,
nipugun, isokcasonin, nipasonin, niponiauvHin, Tpuasonin, okceTaHin, TeTparigpodypun,
TeTparigponipaHin, aurigpoisoiHgonin) HeoboB'A3k0BO 3amiweHa 1-3 3amicHMKamu, Lo BUOUpatoTb 3

(i) C16 ankin (Hanpuknag, MeTun),

(ii) rigpoken, i

(i) okco,

(15) Cs.g UMKNoankinokcy (Hanpuknag, LMKIoneHTUNoKeu),

(16) HeobOB'sI3KOBO rafioreHoBaHW reTepPOoLUMKNIN-oKCK (Hanpuknag, nipuannokcn) (nepeBaxHo
HeoboB'sI3KOBO 3amileHa 1-3 aToMaMu ranoreHy (Hanpuvknag, atTom 6pomy)),

(17) C1.6 ankin-kapboHinokcu (Hanpuknag, aueTokeu),

(18) C,.¢ ankin(giapun)cuninokcu (Hanpuknag, TpeT-0yTun(andeHin)cuninoken),

(19) C,.¢ ankin-kapboHin (Hanpuknag, auetTun), i

(20) Cs.g umknoankin-kapboHin (Hanpuknag, uuknonponinkapooHin).
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X € we 6inbw nepesaxHo Ci. ankineHoBa rpyna (nepesaxHo Cis ankineHosa rpyna, 6inbLu
nepeBaxHo -CH(CHs3)- abo -CH(CH(CHs),)-) HeoboB'd3koBo 3amiwleHa 1-3 3aMiCHukamu, Lo
BNGMpaloThH 3

(1) rigpokem, i

(2) C1.6 ankokcu (Hanpuknag, MeToKCHh).

A € Heo6OB'sI3KOBO 3aMilLleHa LMKIiYHa rpyna.

"HeoboB'A3kOBO 3amilleHa uukrivyHa rpyna" gnsa A € "HeoboB'a3koBoO 3amiwleHun Cg.i, apun”,
"HeoboB'a3koBO 3amilleHunin Csg UMknoankin”, "HeoboB'ssi3koBO 3amilleHnn Csg LuknoankeHin" ado
"HeobOB'A3KOBO  3amilleHa reTepouukniyHa rpyna". "UukniyHa rpyna" € HeoboB'a3KOBO
KoHOeHcoBaHow, Hanpuknag, 3 Cgi4 apomatuyHum ByrneBogHem, Csg uumknoankaHoMm, Csg
LMKIoankeHom, retrepoumnknom abo T.i.

"LinknivyHa rpyna" "HeoboB'A3k0BO 3amilleHoi LmknivHoi rpynun” ana A e nepesaxHo Cg 14 apunbHa
rpyna abo 5- abo 6-uneHHa apomaTtuMyHa retepoumkniyHa rpyna, 6inbw nepesaxHo Cg.io apuibHa
rpyna abo 5- abo 6-uneHHa a3oTBMiCHA apoMaTuMyHa reTepouukniyHa rpyna, we 6inblw nepeBaxHo
deHin, nipyaasuHin, nipyann, NipumiamHin, isokcasonin ado nipasonin, ocobnueo nepeBaxHo eHin.

A € nepeBaxHo Cgio apunbHa rpyna abo 5- abo 6-uneHHa asoTBMiCHOA apomaTtuyHa
reTepouuKIliyHa rpyna, KoXxHa 3 sikux HeoDOB'I3KOBO 3aMmillieHa, Binbll nepeBaHO HEOOOB'I3KOBO
3amiweHa deHinbHa rpyna.

A € 6inbw nepeBaxHo Cg.19 apunbHa rpyna abo 5- abo 6-uneHHa apomaTuUyHa reTepouuKniyHa
royna (nepeBaxHo Cgi9 apwunbHa rpyna abo 5- abo 6-uneHHa as3oTBMiCHA apomaTtuyHa
reTepoumkriiyHa rpyna, 6inblw nepesaxHo eHin, nipugasuHin, nipuavn, nipumiguHin, isokcasonin abo
nipasonin, ocobnmMBo NepeBaxXHO OEHiIN), KOXXHa 3 SKMX HeOobOB'A3KOBO 3amilleHa 1-3 3amiCHMKamu,
Lo BMOMpatloTh 3

(1) atom ranoreny (Hanpuvknag, atom gTopy),

(2) rigpokcu,

(3) HeoboB'A3koBO ramnoreHoBaHun Cig ankin (Hanpuknag, MeTur, i3onponin) (nepeBaxHo
HeoODOB'sI3KOBO 3aMilLeHni 1-3 aTomamu ranoreHy (Hanpuknag, atom gTopy)),

(4) C,6 ankeHin (Hanpuknag, npon-1-eH-2-in),

(5) Cie ankokcu (Hanpuknag, MeTOKCM) HeoOOB'A3KOBO 3aMilleHun 1-3 3amicHukamu, LWo
BNbMpatoTh 3

(i) aTom ranoreny (Hanpuknag, atom gTopy), i

(i) C3.g UMKNOANKin (Hanpuknag, uuknonponin),

(6) Cs.14 apun (Hanpuknag, geHin), i

(7) reTepoumkniyHa rpyna (nepeBaxHO 5- abo 6-uneHHa reTepouukniyHa rpyna) (Hanpuknag,
nipasonin, gurigponipaxin, TeTparigponipaHin) Heobos's3koBo 3amiweHun 1-3 Cig ankinamu
(Hanpvknag, metun).

B iHwomy BTineHHi, A € 6inbw nepesaxHo Cg.1p apunbHa rpyna, 4-10-4neHHa reTepoumknivyHa
ropyna abo Cszg uuknoankinbHa rpyna (nepeBaxHoO eHin, nipuaasuHin, nipugun, nipuMiguHin,
i3okcasonin, nipasonin, okceTaHin, niponiavHin, TeTparigpodypun, iMigasonin, Tpwasonin, TieHin,
TeTparigponipaHin, imigaso[1,2-a]nipngumn, ©eH3opaiokconin, nipasono[1,5-alnipnann,
avrigpoisoiHgonin abo uyuknonponin, GinblW NepeBaxHO EHIN), KOXHa 3 sKnMx HeobOB'A3KOBO
3amilieHa 1-3 3amicHukamu, Lo BUOUpaTh 3

(1) aTom ranoreHy (Hanpuknag, atoMm Topy, aTOM Xf0py, atoMm 6pomy),

(2) rigpokcu,

(3) HeoboOB'A3kOBO ranoreHoBaHun Cig ankin (Hanpuknag, MeTun, eTun, isonponin) (NepeBaxHo
HeobOoB'sI3KOBO 3aMilLieHun 1-3 aToMamMu ranoreny (Hanpuvknag, atom Topy)),

(4) C,.¢ ankeHin (Hanpuknag, npon-1-eH-2-in),

(5) Cie amkokcu (Hanpuknag, METOKCW, €TOKCH, i30Mpornokcu) HeoboB'A3KOBO 3aMmilieHmn 1-3
3aMicHMKaMu, Lo B1UbMpaTh 3

(i) aTom ranoreHy (Hanpuknag, atom gTopy), i

(i) Cs.g UMKNOAnkKin (Hanpuknag, LMKnonponin),

(6) Ce.14 apun (Hanpwuknag, geHin) HeoboB'A3KOBO 3aMilLleHNI HeOBOB'A3KOBO ranoreHoBaHUM Cy g
ankokcu (Hanpuknag, MeTokcu) (nepeBaXxHO HeOOOB'SI3KOBO 3aMilleHu 1-3 aTomamu ranoreHy
(Hanpuknag, atom Topy)),

(7) retepoumkniyHa rpyna (nepeBaxHO 4-6-uneHHa reTepouukIliyHa rpyna) (Hanpuknag,
aseTuauHIn, nipasonin, mniponin, niponigauvHin, Tpwasonin, gurigponipadin, TeTparigponipaHin)
HeoboB's13KOBO 3amilieHa 1-3 Cq¢ ankinamm (Hanpuvknag, MeTun),

(8) Cs.g umknoankin (Hanpuknag, UMKnonponis), i

(9) okco.
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B we ogHoMy iHWoOMY BTineHHi, A € Binbw nepeBaxHo Cg 1o apunbHa rpyna abo 5-10-uneHHa
apomMaTtudHa reTepouuknidHa rpyna (nepeBaxkHo deHin, nipMaas’vHingG nipuaun, NipuMIgnHIn,
i3okcasonin, nipasonin, imigasonin, Tpuasonin, TieHin, imigaso[1,2-alnipugun abo nipasono[1,5-
aJnipuamn, 6inbl NnepeBaXXHO OEHiIN), KoXHa 3 sIKMX HeobOB'sI3KOBO 3aMillleHa 1-3 3amMiCHMKamu, Lo
BMOMpaloThH 3

(1) aTom ranoreHy (Hanpuknag, atoM Topy, aToM Xfopy, atoM 6pomy),

(2) rigpokey,

(3) HeoboOB'A3KOBO ranoreHoBaHun Ci.g ankin (Hanpuknag, MeTun, eTun, isonponin) (NepeBaxHo
HeobO0B'I3KOBO 3aMileHn 1-3 aTomamu ranoreny (Hanpuvknag, atom Topy)),

(4) C,.¢ ankeHin (Hanpuknag, npon-1-eH-2-in),

(5) Cie ankokcwu (Hanpuknag, METOKCWU, €TOKCW, i30Mpornokcu) HeoboB'A3KOBO 3amilieHun 1-3
3aMiCcHUKamu, Lo BnbupatoTb 3

(i) aTom ranoreHy (Hanpuknag, atom Topy), i

(i) Cs.g UMKnOankin (Hanpuknag, LMkrnonponin),

(6) Ce.14 apun (Hanpuknag, deHin),

(7) reTepouukniyHa rpyna (nepeBaxHo 4-6-uneHHa reTepouukniyHa rpyna) (Hanpuknag,
aseTuMaMHIN, nipasonin, niponin, niponiguHin, Tpwasonin, AvrigponipaHin, TeTparigponipaHin)
Heo00B's13KoBO 3aMileHa 1-3 Cy¢ ankinamu (Hanpwknag, metun), i

(8) Czg umknoankin (Hanpuknag, Lmknonponin).

B we ogHomy iHWoMy BTineHHi, A € 6inbw nepeBaxHo Cg.1o apunbHa rpyna (nepeBaxHo deHin),
HeoboB'A3KOBO 3amilLeHa 1-3 3aMicHUKamu, Lo BubuparTb 3

(1) atom ranoreny (Hanpuknag, aTom pTopy, atoM xrnopy, atom 6pomy),

(2) rigpokcu,

(3) Heobos'askoBo ranoreHoBaHun Cig ankin (Hanpuknag, MeTur, i3onponin) (nepesaxHo
Heob0B'sA3KOBO 3aMmilLieHnn 1-3 aToMamMu ranoreHy (Hanpuvknag, atom dTopy)),

(4) C,6 ankeHin (Hanpuknag, npon-1-eH-2-in),

(5) Cis ankokcu (Hanpuknag, MeTOKCW, eTOKCW, i3ompornokcu) HeoboB'A3koBO 3amileHun 1-3
3aMicHMKamMu, Lo B1ubmpatThb 3

(i) aTom ranoreHy (Hanpuknag, atom gTopy), i

(i) Cs.¢ UMKnoankin (Hanpuknag, LMKrionponin),

(6) Cs.14 apun (Hanpuknag, deHin),

(7) retepoumkniyHa rpyna (nepeBaxHO 4-6-uneHHa reTepouukIiiyHa rpyna) (Hanpuknag,
aseTuauHin, nipasonin, mniponin, niponiguvHin, Tpuasonin, Aurigponipadin, TeTparigponipaHin)
HeoboB'sI3k0BO 3aMilleHa 1-3 Cy¢ ankinamu (Hanpvknag, Metun), i

(8) Czg umknoankin (Hanpuknaa, Lmknonponin).

A € ocobnueo nepeBaxHO Cg 1o apunbHa rpyna (Hanpuknag, geHin) Heobos'a3koBo 3amiweHa 1-3
3aMmicHMKamu, Lo BnbnpatoTb 3

(1) aTom ranoreHy (Hanpuknag, atoMm Topy), i

(2) Cyis amkokcu (Hanpuknag, MeTOKCWM) HeoOOB'A3KOBO 3amilleHun 1-3 atoMamu ranorely
(Hanpuknag, atom cTopy).

MepeBaxHMK NpUKagamu rpynu NnpeactaBrneHol

N

€ rpyna npeacrtaBlieHa

R22
K

PN AN
R21
ae
R? € aTom BoaHI, HEOBOB'SI3KOBO 3amileHa Cis ankinbHa rpyna, Csg LuKnoankinbHa rpyna,

kapbamoinbHa rpyna abo uiaHo rpyna, i
R?* ¢ aToM BoAHI0 a60 3aMiCHUK.
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IHLWIMMK NepeBaXXHMMW NpuUKNagamMu rpynu NnpeacTaBneHol

Ny

€ rpyna npeacraeneHa

R21

ae

R®* ¢ aTom BogHI0, HeOBOB'I3KOBO 3aMmillieHa Cys ankinbHa rpyna, Cag LMKMOAMKinbHA rpyna,
kapbamoinbHa rpyna, uiaHo rpyna abo HeoOOB'AI3kOBO 3aMillleHa reTepouukniyHa rpyna,

R* ¢ aTom BOAHI0 abo 3aMiCHUK, i

p € uinum Yncnom Big 1 0o 5.

"3amicHuK" ans R Bignogigae "3amMiCHUKY" "HeobOB'I3KOBO 3aMilLLEeHOI LMKIiYHOT rpynn” ans A.

B iHWOMYy BTifNEHHI, iHLWMMKN NepeBaXXHUMW NpUKNagaMmn rpynu npeacraBneHol

e

€ rpyna npeacrasneHa

R21

ae

R?' € aTom BogHIO, HEOBOB'SI3KOBO 3aMmilleHa Cig ankinbHa rpyna, Csg LuknoankinbHa rpyna,
HeobOB'A3KOBO  3aMilleHa kapbamoinbHa rpyna, UiaHo rpyna, HeobOB'A3KOBO 3aMilieHa
retepoumkriyHa rpyna, Cig ankin-kapboHineHa rpyna, Csg UMKnoankin-kapboHinbHa rpyna abo
Heob0B's13koBO 3amilieHa Cg 14 apurbHa rpyna,

R?* ¢ aToM BoAHI0 a60 3aMiCHUK, i

p € uinum Yncnowm Big 1 oo 5.

"3amicHuK" gnsa R Bignosigae "3aMiCHUKY

pyna npepcraBneHa

HeOo0O0B'I3KOBO 3aMilLleHOT LMKNiYHOT rpynn” ans A.

My

€ GinbLI nepeBaxHO
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(R22)p

4
N\'

R21

e,

R™ e

(1) uiaHo

(2) kapbamoin

(3) Cis ankin (Hanpukrnag, MeTurn, eTwun, isonponin, nponin) HeoOOB'A3KOBO 3amilleHnn 1-3
3aMicHMKamu, Lo BnbnpatThb 3

(i) rigpokcm,

(i) C1.6 ankokcy (Hanpuknag, MeToKcK),

(iii) moHO- abo gun-Cy.¢ ankin-amiHo (Hanpuknag, AMMeTUnamiHo),

(iv) C1.¢ ankincynbdaHin (Hanpuknag, MeTuncynbsdanin), i

(V) Cy1.6 ankincynb@oHin (Hanpuknag, MeTuncynbgoHin),

(4) Cz¢ umknoankin (Hanpuknag, umknonponin), abo

(5) reTtepoumkniyHa rpyna (nepeBaxHo 5- abo 6-uneHHa apomMaTtuMyHa reTepouukniyHa rpyna)
(Hanpuknag, nipugun, i3okcasonin, nipasonin) HeoboB's3koBO 3amiweHa 1-3 Cig ankinammu
(Hanpzlgknap,, MeTun),

R e

(1) aTom ranoreHy (Hanpvknag, atom gTopy),

(2) rigpokcu,

(3) HeoboB'a3koBO ramnoreHoBaHun Cig ankin (Hanpuknag, MeTwr, i3onponin) (nepeBaxHo
HeoDOB'sI3KOBO 3aMilLeHni 1-3 aTomamu ranoreHy (Hanpuknag, atom gTopy)),

(4) C,.6 ankeHin (Hanpuknag, npon-1-eH-2-in),

(5) Cie amkokcy (Hanpuknag, METOKCH) HeOoDOB'A3KOBO 3aMmiweHun 1-3 3amicHMKamu, Lo
BMbmpatoTh 3

(i) aTom ranoreHy (Hanpuknag, atom Topy), i

(i) C3.g UMKNOANKin (Hanpuknag, uuknonponin),

(6) Cs.14 apun (Hanpuknag, geHin), abo

(7) retepoumkniyHa rpyna (nepeBaxHo 5- abo 6-uneHHa reTepouuMkniyHa rpyna) (Hanpuknag,
nipasonin, pAgurigponipaxin, TeTparigponipaHin) HeoboB'A3koBO 3amiweHa 1-3 Ciq ankinamu
(Hanpuknag, meTun), i

p € uinum Yncnowm Big 1 oo 3.

B iHWOMY BTiNeHHi, rpyna npeacraBneHa

N

€ BinbL nepeBaxHO

(R?2)
//’ i
R21
oo
R e
(1) uiaHo,

(2) kapbamoin,
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(3) moHo- abo an-C,.¢ ankin-kapbamoin (Hanpuknag, metTunkapbamoin, aumeTunkapbamoin),

(4) Cyie ankin (Hanpuknag, MeTun, eTun, isonponin, nponin, 6ytun, TpeT-6yTun, 1-eTunnponin)
HeobOoB'sI3KOBO 3aMilLleHUI 1-5 3aMicHMKamu, Lo BUbuparoTh 3

(i) aTom ranoreny (Hanpuknag, atom gTopy),

(ii) rigpokcu,

(iii) amiHO,

(iv) uiaHo,

(v) Cag uuknoankin (Hanpuknag, uuknonponin),

(vi) C1s ankokcu (Hanpwuknag, MeTOKCW, €TOKCW, i30npornokcu) HeobOoB'A3KOBO 3amiweHun 1-3
3aMicHUKamu, Lo BnbupatoTb 3

(a) atom ranoreny (Hanpuknag, atom Topy), i

(b) C,.¢ ankoken (Hanpuknag, MEeTOKCK),

(vii) C3.g LMKNOAnKinokcu (Hanpuknaa, LUMKIoneHTUNoKen),

(viii) moHO- abo aun-C,.¢ ankin-amiHo (Hanpvknag, AUMeTUNamiHo),

(ix) C1.6 ankincynbdaHin (Hanpuknag, MeTuncynbdaHin),

(X) C1.6 ankincynbiHin (Hanpuknag, MeTuncynbdidin),

(xi) C1.6 ankincynbdoHin (Hanpuknag, MeTUNcynbQOoHin),

(xii) kapbamoin,

(xiii) moHO- abo gu-C, ¢ ankin-kap6amoin (Hanpvknag, aumeTunkapbamoin),

(xiv) reTepouukniyHa rpyna (Hanpuknag, oOKCeTaHin, mniponiguHin, nipasonin, Tpuasonin,
TeTparigponipaHin, aurigpoisoiHaonin) HeoboB'A3koBO 3amiweHa 1-3 3aMmicHUKamu, Lo BUbUpaTh 3

(a) rigpokew, i

(b) okco,

(xv) C1.¢ ankin-kapboHinokcu (Hanpuknag, aueTokcm),

(xvi) C1.¢ ankin(giapun)cuninokeu (Hanpuknag, TpeT-0yTun(andeHin)cnninoken), i

(xvii) He0bOB'A3KOBO ranoreHoBaHW reTepPOLMKNIN-OKCU (Hanpuknag, nipyuannokcu) (nepeBaxHo
HeoODOB'sI3KOBO 3aMilLeHui 1-3 aTomamu ranoreHy (Hanpuknag, atom 6pomy)),

(5) Czg umknoankin (Hanpuknag, Lmknonponin),

(6) retepoumkniyHa rpyna (nepeBaxHo 4-6-4yneHHa reTepoLmkniyHa rpyna) (Hanpuknag, nipuaun,
i3oKkcasonin, nipa3onin, okceTaHin, TeTparigpodypun, TeTparigponipaHin) HeoboB'sI3KOBO 3aMileHa 1-
3 C1.¢ ankinamu (Hanpuknag, Metun),

(7) C1.6 ankin-kapboHin (Hanpuknag, aueTtun),

(8) Cz.g umknoankin-kapboHin (Hanpvknag, umknonponinkapboHin), abo

(9) Cs.14 apun (Hanpuknag, deHin) HeoboB'A3KOBO 3amieHnn 1-3 3amiCHUKamu, Lo BUGUpaThb 3

(i) aTom ranoreHy (Hanpuknag, atom Topy, aTom Bpomy), i
(iig rigpokcu,

R” ¢

(1) aTom ranoreny (Hanpuknag, aTom Topy, aTom Xropy, atoMm 6Gpomy),

(2) rigpokeu,

(3) HeoboB'A3koBO ramnoreHoBaHun Cig ankin (Hanpuknag, MeTun, i3onponin) (nepeBaXxHO
HeoODOB'sI3KOBO 3aMilLleHui 1-3 aTomamu ranoreHy (Hanpuknag, atom gTopy)),

(4) C,.6 ankeHin (Hanpuknaa, npon-1-eH-2-in),

(5) Cie amkokcu (Hanpuknag, METOKCKU, €TOKCW, i30MpornokKcu) HeobOoB'A3KOBO 3amiweHun 1-3
3amicHMKamu, Lo BnbnpatTb 3

(i) atom ranoreHy (Hanpuknag, atom gTopy), i

(i) C3.g UMKIOANKiIN (HaNpuknag, uuknonponin),

(6) Cs.14 apun (Hanpuknag, deHin),

(7) retepoumkniyHa rpyna (nepeBaxHO 4-6-uneHHa reTepouukIliyHa rpyna) (Hanpuknag,
aseTuauHin, nipasonin, niponin, niponiauvHin, Tpuasonin, Aurigponipadin, TeTparigponipaHin)
Heo00B'sI3KOBO 3aMilleHa 1-3 Cy¢ ankinamu (Hanpvknag, metun), abo

(8) Cs.g Umknoankin (Hanpuknag, UMKnonponin), i

p € uinum Yncnowm Big 1 oo 3.

pyna npencraBneHa

N

€ we 6inblu nepeBaxkHo rpyrnot NpeacTaBeHo
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(R¥)p

RN
R21

ae

R** € Cy.5 ankinbHa rpyna (Hanpuvknag, MeTus, i3onponin) HeoboB'sI3KOBO 3aMilleHa rigpoOKCUIIoM
abo Ci.¢ ankokcu (Hanpuknag, MeToKkcK),

R*e

(1) aTom ranoreHy (Hanpuknag, atoMm gTopy), abo

(2) HeoboB'saskoBo ranoreHoBaHun C;s ankokcu (Hanpuknag, MEeTOKcu) (nepeBaxHO
HeobOoB'A3KOBO 3aMileHn 1-3 aTomamu ranoreHy (Hanpwuknag, atoMm dTopy)), i

p € uinum 4ncnom 1 abo 2.

Z' € rpynoto npeactaeBneHold CR*, ne R*' € aTom BogHI0, aToM raroreHy, HeoGOB'S3KOBO
3amiwleHa Cig ankinbHa rpyna, HeoboB'da3koBO 3amiweHa C, ankeHinbHa rpyna, HeobOB'sI3KOBO
3amiweHa C,g ankiHinbHa rpyna, HeoboB'ss3koBO 3amiwleHa Cig ankokcy rpyna, HeobOB'si3KOBO
3amiweHa amiHo rpyna abo uiaHo rpyna, abo aTom asoTy.

B iHWOMY BTiNeHHi, Z~ € rpynoto npeacraBneHown CR*, ne R*' € aTom BogHto, aToMm ranoreHy,
HeoboB'siI3koBO 3amiuleHa Cig ankinbHa rpyna, HeoboB'si3koBo 3amiweHa C,. ankeHinbHa rpyna,
HeoboB'si3koBO 3amiweHa C,g ankiHinbHa rpyna, HeoboB'si3koBO 3aMmilleHa Cig ankokcu rpyna,
HeobOB'sI3KOBO 3aMilleHa aMiHO rpyna, uiaHo rpyna abo HeoOOB'A3KOBO 3aMillleHa LMKIiYHa rpyna,
abo aTom asory.

Z' e nepeBaxHo rpynol npeactaeneHolo CR?, ne R*' e aTom BOAHIO, aTOM raroreHy,
HeoboB'sI3koBO 3amiwieHa Cig ankineHa rpyna, HeoboB'a3koBo 3amiweHa C,g ankeHinbHa rpyna,
HeoboB'sI3k0BO 3aMiweHa C;.¢ ankokew rpyna abo uiaHo rpyna.

B iHWOMY BTineHHi, Z'e nepeBa)KHO rpyrnoro NpeacTaBneHoo CR*, ne R*" € aTom BogHI0, aToMm
ranoreHy, HeoboB'si3koBO 3amilleHa C,¢ ankinbHa rpyna, HeoboB'a3koBo 3amiweHa C,.g ankeHinbHa
rpyna, HeoboB'si3koBO 3amiwieHa Cig ankokcu rpyna, uiaHo rpyna abo HeoboB'A3kOBO 3amilleHa
UUKMiYyHa rpyna, Oinbll nepeBaXkHO rpynor NpPeACcTaBMEHO CRZl, ae R* ¢ atom BOAHIO, aToM
ranoreHy, HeoboB'sI3koBO 3amillleHa Cy¢ ankineHa rpyna, HeoboB'sI3koBO 3amilleHa C,¢ ankeHinbHa
rpyna, HeoboB'a3koBo 3amiweHa C;g ankokcu rpyna, uiaHo rpyna, HeoboB'sisakoBo 3amiwieHa Cg.iy
apunbHa rpyna, HeobOB'sI3KOBO 3aMillleHa reTepouukrivyHa rpyna abo HeoboB'a3koBoO 3amiwieHa Csg
UUKnoarnkineHa rpyna.

Z' € BinbLU NepeBaxHO rpynoto npeacTasneHo CR™, ge R” e

(1) atom BOAHIO,

(2) atom ranoreHy (Hanpvknag, aTom Xropy),

(3) Cy6 ankinbHa rpyna (Hanpuknag, MetTun, eTun) HeoboB'A3koBO 3amilleHn 1-3 3amicHukamu,
Lo BMOMpatloTh 3

(i) atom ranoreHy (Hanpuknag, atom gTopy), i

(i) Cs.14 apun (Hanpuknag, deHin),

(4) C,6 ankeHinbHa rpyna (Hanpuknag, BiHin),

(5) C1.6 ankokcm rpyna (Hanpuknag, MeTokcu), abo

(6) uiaHo rpyna.

B iHWOMY BTineHHi, Z' € 6inbLu nepeBaXHO rpyna npeacrasneHa CR*, peR” ¢

(1) atom BOAHIO,

(2) aTom ranoreHy (Hanpuknag, atoM XJiopy),

(3) Cy6 ankinbHa rpyna (Hanpuknag, MeTun, eTun) HeoboB'A3KOBO 3amilleHn 1-3 3amicHukamu,
Lo BMOMpatloTh 3

(i) aTom ranoreny (Hanpuknag, atom gTopy), i

(i) Cs.14 apun (Hanpuknag, deHin),

(4) C,6 ankeHinbHa rpyna (Hanpuknag, BiHin),

(5) C1.6 ankokcu rpyna (Hanpuknag, MeTokcu),

(6) uiaHo rpyna,

(7) Ce14 apunbHa rpyna (Hanpuknag, deHin) Heobos'askoBo 3aMmiweHa 1-3 Cpg ankokcu
(Hanpuknapg, meTokcn),

(8) reTtepouukniyHa rpyna (nepeBaxHo 5- abo 6-uneHHa reTepouukniyHa rpyna) (Hanpuknag,
nipasonin, TieHin, dypwun, i3okcasonin,  nipugun,  gurigponipadin,  TeTparigponipaHin,
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TeTparigponipuavn, ninepuann) HeoboB'a3koBo 3amilleHa 1-3 Cig ankinamm (Hanpuknag, meTun),
abo

(9) Cs.g UMKNOankinbHa rpyna (Hanpvknag, WMKIonponin).

Z* e we 6Ginblu nepeBaxHo rpyna npeactaeneHa CR*, ge R*' € atom BoaHio.

Z® ¢ rpynoo npegcTtasneHol CR*, ge R® € aTom BOAHIO, aTOM ranoreHy, HeoGOB'S3KOBO
3amiwleHa Cig ankinbHa rpyna, HeoboB'dA3koBO 3amiweHa C, ankeHinbHa rpyna, HeobOB'I3KOBO
3amiwleHa C,g ankiHinbHa rpyna, HeoboB'si3koBO 3aMilleHa Cig ankokcu rpyna, HeoboB'si3KOBO
3amillleHa amiHo rpyna, uiaHo rpyna abo HeoboB'A3KOBO 3aMmilleHa LuKnidHa rpyna, abo aTom asoTy.

Z® € nepeBaxHo rpynol npeactaeneHo CR?, ne R? € aToM BOAHIO, aTOM rarioreHy,
HeoboB'si3koBO 3amiwieHa C;¢ ankineHa rpyna, HeoboB'a3koBo 3amiweHa C,g ankeHinbHa rpyna,
uiaHo rpyna abo HeobOB'A3KOBO 3aMmilleHa LuknidHa rpyna.

Z? € 6inbLu nepeBaXKHO rpyrow MNpeacTaBreHo CR*, pe R* ¢ aTom BogHt0, aTom rarioreHy,
HeoboB'A3koBO 3amiweHa C, ¢ ankinebHa rpyna, uiaHo rpyna, HeoboB'a3koBo 3amiweHa Cg 14 apunbHa
rpyna abo HeoboB'A3k0BO 3amilleHa Cjg LiMKoarnkinbHa rpyna.

Z? € ocobnMBO nepeBaxHo rpyna npegctasneHa CR*, ne R e

(1) atom BoAHMO,

(2) aTtom ranoreHy (Hanpuknag, atom 6pomy, aTom noay),

(3) HeoboOB'sI3kOBO ranoreHoBaHu Ci¢ ankin (Hanpuknag, MeTun, eTun, isonponin) (nepeBaxHo
HeoDOB'sI3KOBO 3aMilLeHui 1-3 aTomamu ranoreHy (Hanpuknag, atom gTopy)),

(4) C,¢ ankeHinbHa rpyna (Hanpuknag, BiHin),

(5) uiaHo rpyna,

(6) Cs.14 apunbHa rpyna (Hanpuknag, geHin), abo

(72) Cs.g UMKNoankinbHa rpyna (Hanpvknag, LKIonponis).

Z® € nepeBaxHo rpynot npeactaeneHo CR“, ne R*? € aTom BOAHIO, aTOM raroreHy,
HeoboB'sI3koBO 3amiwieHa Cig ankineHa rpyna, HeoboB'a3koBo 3amiweHa C,g ankeHinbHa rpyna,
HeoboB's1I3koBO 3amiweHa C,.g ankokcu rpyna, uiaHo rpyna abo HeobOOB'AI3KOBO 3aMilleHa LMKITivHa
rpyna.

B iHWoOMYy BTinNeHHi, Z’e nepeBaXKHO rPyno NpeacTaBreHo CR?, pe R” € aToM BOAHI0, aToM
rarnoreHy, HeoboB'sI3koBO 3amilleHa Cy¢ ankinbHa rpyna, HeoboB'si3koBO 3amilleHa C,¢ ankeHinbHa
rpyna, HeoboB'si3koBO 3amiwieHa Cig ankokcy rpyna, uiaHo rpyna abo HeobOB'A3KOBO 3amilleHa
UUKMivyHa rpyna, abo atom asoTy.

Z% € GinbLu nepeBaXHO rpyrno npeacTaBfieHo CR?, pe R” € aTom BofHI0, aToM rarnoreny,
HeoboB'sI3KOBO 3amilleHa Cig ankinbHa rpyna, HeoboB'a3koBO 3amiwieHa Cig ankokcu rpyna, LiaHo
rpyna, HeoboB'a3koBo 3amiwleHa Cgi4 apunbHa rpyna abo Heobos'a3koBo 3amiwieHa Cig
LMKIioankinibHa rpyna.

B iHWOMY BTiNeHHi, Z? € 6inbLu nepeBaXxHO rPyroto NpeacTaBreHoo CR*, ne R* € atom BofHIo,
aToM ranoreHy, HeoboB'A3koBO 3amiwleHa Cig ankinbHa rpyna, HeoboB'siskoBO 3amiweHa C,g
ankeHinbHa rpyna, HeoboB'A3koBO 3amiweHa Cig ankokcu rpyna, uiaHo rpyna, HeobOB'A3KOBO
3amiweHa Cg 14 apunbHa rpyna, HeoboB'A3KOBO 3aMmilleHa reTepouukniyHa rpyrna abo HeoboB'sI3KOBO
3amiweHa Csg LMKNoankinbHa rpyna, abo atom asory.

Z? € 0cobnmBo nepeBaxxHo rpyna npeacrasneHa CRZZ, ae R*” ¢

(1) aTom BOAHIO,

(2) aTom ranoreHy (Hanpuknag, atom 6pomy, atom nogy),

(3) HeoboB'A3koBO ramoreHoBaHa Ci. ankinbHa rpyna (Hanpuknag, MeTurn, eTws, i30nponin)
(nepeBaxHO HEOBOB'A3KOBO 3aMillleHa 1-3 aTomamu ranoreHy (Hanpuknag, atom Topy)),

(4) C,¢ ankeHinbHa rpyna (Hanpuknag, BiHin),

(5) C1.6 ankokcu rpyna (Hanpuknag, MeTokcu),

(6) uiaHo rpyna,

(7) Ce.14 apunbHa rpyna (Hanpvknag, denin), abo

(8) Cs.g UMKNoankineHa rpyna (Hanpuknag, LMKnonponin).

B iHWOMY BTiNeHHi, Z° € 0cobnmMBo NepeBaxxHo rpyna npeacrasneHa CR*, peR*e

(1) aTom BOAHIO,

(2) aTom ranoreHy (Hanpuknag, aTom Topy, aTom Xropy, atoM 6pomy, atom roay),

(3) Cyis anmkinbHa rpyna (Hanpwvknag, MeTwun, eTun, i3onponin) HeobOB'sI3KOBO 3amiuieHa 1-3
3amicHMKamu, Lo BnbnpatTb 3

(i) aTom ranoreny (Hanpuknag, atom Topy), i

(i) rigpokcu,

(4) C,.¢ ankeHinbHa rpyna (Hanpuknag, BiHin),

(5) HeoboOB'A3KOBO ranoreHoBaHa Ci.g ankoKkcu rpyna (Hanpuknag, MEeTOKCU, ETOKCH, i30MPOMOKCK)
(nepeBaxHO HEOBOB'A3KOBO 3aMillleHa 1-3 aTomamu ranoreHy (Hanpuknag, atom Topy)),
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(6) uiaHo rpyna,

(7) Cs.14 apunbHa rpyna (Hanpuknag, geHin),

(8) Cs.g UMKNoOankineHa rpyna (Hanpuknag, umknonponin), abo

(9) reTepouukniyHa rpyna (Hanpuknag, aseTuaunHin, nipasonin) HeoboB'A3k0BO 3aMilleHa 1-3 Cqg
ankinamu (Hanpuknag, metun), abo aTom asory.

Z? € HalBinbLu nepeBaXxHO rpyna npeacrasreHa CR*, pe R*¢

(1) C1.6 ankokcu rpyna (Hanpuknag, meTokcu), abo

(2) Cs.g UMKNOankinbHa rpyna (Hanpvknag, UMKnonponin).

B iHWOMy BTiNeHHi, Z° € HaiBinbll nepeBaxHO rpyna npeactaeneHa CR*, pe R* ¢
HeoboB'A3koBO 3amilleHa Cig ankokcu rpyna, HeoboB'sa3koBo 3amiwleHa Cig ankinbHa rpyna abo
HeoboB'sa3koBO 3amilieHa Cs g LMKNOankineHa rpyna.

B iHWIOMY BTineHHi, Z> € HanBinbLL nepeBaxHo rpyna npeactasneHa CR”, ne R e

(1) C, ankokew rpyna (Hanpuknag, MeToKCu),

(2) Cs.g UMKNoankineHa rpyna (Hanpuknag, umknonponin), abo

(3) C16 ankinbHa rpyna (Hanpuknag, MeTun).

Z® e rpynoto npegctasneHolo CR”, ge R® € aTom BopgHIo, aToM ranoreHy, HeoGOB'S3KOBO
3amiweHa Cyig ankinbHa rpyna, HeobOB'A3koBO 3amiweHa C, ankeHinbHa rpyna, HeobOB'sI3KOBO
3amiweHa C,g ankiHinbHa rpyna, HeoboB'si3koBO 3aMilleHa Cig ankokcu rpyna, HeoboB'si3KOBO
3amMilLieHa amiHo rpyna, uiaHo rpyna abo HeoOO0B'I3KOBO 3aMilleHa LuKiiyHa rpyna, abo atom asoTy.

B iHWoOMY BTinNeHHi, Z° € rpynoto npeacraBneHow CR®, ne R”® € aTom BogHt0, aToMm ranoreHy,
HeoboB's3koBO 3amiwieHa Cig ankineHa rpyna, HeoboB'a3koBo 3amiweHa C,g ankeHinbHa rpyna,
HeoboB's3koBO 3amiweHa C,g ankiHinbHa rpyna, HeoboB'sidakoBO 3amiwleHa Cig ankokcu rpyna,
HeobOoB'sI3KOBO 3aMilLieHa aMiHO rpyna, uiaHo rpyna, HeoboB'a3koBO 3aMilleHa Cq g ankin-kapOoHinbHa
rpyna abo HeobOB'A3KOBO 3amilleHa LuknivyHa rpyna, abo atom asoTy.

Z® ¢ nepeBaxHo rpynol npeactaeneHol CR”, ne R* € aTom BogHi a6o HeoGOB'S3KOBO
3amiweHa Cy g ankinbHa rpyna, abo atom asoTy.

B iHWoOMYy BTiNeHHi, Z° € nepeBa)KHO rpynow nNpencTaBeHo CR”, ne R® ¢ atom BOAHIO,
HeoboB'siI3koBO 3amilleHa Cig ankinbHa rpyna, HeoboB'si3koBo 3amiwieHa Cig ankokcu rpyna abo
Heo00B's13KoBO 3aMileHa C; ¢ ankin-kapboHinbHa rpyna, abo atom asoTy.

Z® € GinbLwu nepeBaXxxHO rpynow npeacTaBneHo CR%, ae R” ¢ atom BoAH0 abo C,. ankinbHa
rpyna (Hanpwvknag, metus), abo atom asoTy.

B iHWIOMY BTineHHi, Z% € 6inbLu nepesaHO rpyna rnpeacrasrneHa CR* peR® ¢

(1) atom BOAHIO,

(2) C16 ankinbHa rpyna (Hanpwuknag, meTwn, i3onponin) HeoboB'A3koBO 3amiweHa 1-3 rigpokcu
rpynas,

(3) C1.6 ankokcu rpyna (Hanpuknag, meTokcu), abo

(4) C1.6 ankin-kapboHinbHa rpyna (Hanpuvknag, aueTtun),

abo aTom as3orTy.

Z’e e GinbL NepeBa)HO rpynoto NPeLCcTaBEHO CR%, ae R” ¢ atom BOAHIO.

B € a3oTBMiCHUM apoMaTUYHUM FETEPOLMKIIOM, Lo MicTUTb 1 abo 2 aTomu a3oTy.

B € nepeBaxHO 6-4YNEeHHWUM a30TBMICHUM apoMaTU4HUM reTepoUMKIoM, Wo MicTuTb 1 abo 2
aToMu a3oTy.

B € GinbLw nepeBaxxHO NipuanHOBE Kinbue abo nipasvHoBe KinbLe.

B iHwomy BTineHHi, B € 6inblw nepeBaxHO NipMAMHOBE Kinbue, NipUMIOUMHOBE Kinble abo
nipasvHoBeE KinbLe.

B € 0cobnnBo nepeBaxxHO NipMaMHOBE KinbLie.

MepeBakHMMK NpuKnagamu cnonykm (1) € HaCcTyMHi CNonyKw.

[Cnonyka A-1]

Cnonyka (1), ne

R” € aTom BogH0 abo HeO60B'sI3k0BO 3amileHa Cy.g ankinbHa rpyna;

R? i R® koxeH € aToMm BOAHI0 abo HeobOoB'A3KOBO 3aMilleHa Cy ¢ ankinbHa rpyna;

X € HeobOB'si3kOBO 3aMmilieHa C, g ankineHoBa rpyna (nepeBaxHoO HeoboB'A3koBO 3amiweHa Cis
ankineHoBa rpyna);

A € Cg.10 apunbHa rpyna abo 5- abo 6-uneHHa a3oTBMiCHa apoMaTW4yHa reTepouukniyHa rpyna,
KOXHa 3 SIKMX HeOoOOB'A3KOBO 3aMilLieHa;

Z' e rpynoto npeactaeBneHo CR*, ge R*' € aTom BogHi, aToMm ranoreHy, HeoGOB'S3KOBO
3amiwieHa Cig ankinbHa rpyna, HeoboB'dA3koBO 3amiweHa C, ankeHinbHa rpyna, HeobOB'I3KOBO
3amiwleHa Cy.g ankokeu rpyna abo uiaHo rpyna;

Z® e rpynoto npeactaeneHol CR?, ge R” € aToM BOAHIO, aTOM raroreHy, HeoGOB'S3KOBO
3amiweHa Cig ankinbHa rpyna, HeoboB'si3koBo 3amiweHa C,g arnkeHinbHa rpyna, uiaHo rpyna,
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HeoboB'a3koBO 3amileHa Cg14 apunbHa rpyna abo HeoboB'si3koBO 3amiwieHa Cizg UMKNoOankinbHa
rpyna;

Z’e rpynot npeacTaBneHo CR”, pe R”® € aTtom BogHio a6o Heo6oB'sI3koBO 3amilieHa Cig
arnkinbHa rpyna, abo atom asorty; i

B € 6-4neHHun a30TBMICHUI apoMaTUYHUI reTEePOLIMKIT, WO MicTUTL 1 abo 2 aTtomu as3oTy.

[Cnonyka A-2]

Cnonyka (1), ne

R; € aSTOM BOAHIO0 abo HeoboB'A3KkOBO 3aMilleHa Cig ankinbHa rpyna;

R” i R™ koxeH € atom BoaHO abo HeoboB's13koBO 3amilleHa Ci g ankinbHa rpyna;

X € HeoboB'a3koBO 3amiweHa Cy¢ ankineHoBa rpyna (nepeBaxHoO HeoboB'a3koBO 3amilleHa Cys
arnkineHosa rpyna);

A € Cg.19 apunbHa rpyna abo 5- abo 6-uneHHa a30TBMICHa apomaTuyHa reTepouukniyHa rpyna,
KO)KH? 3 SIKMX HEOBOB'A3KOBO 3a|v|i|.|.|,eHa;Zl .

Z" e rpynoto npeactaBneHoww CR"™, goe R™ € atom BOgHIO, aTtoM ranoreHy, HeoboB'si3KOBO
3amiweHa Cyig ankinbHa rpyna, HeoboB'dA3koBO 3amiweHa C, ankeHinbHa rpyna, HeoboOB'sI3KOBO
3amilleHa Cq.g ankokecu rpyna abo uiaHo rpyna;

Z’ e rpyrnot npeacTaBrieHo CR*, pe R* € aTom BoZHiO, aTOM ranoreHy, HeobOB'sI3KOBO
3amiweHa Cyig ankinbHa rpyna, HeoboB'dA3koBO 3amiweHa C, ankeHinbHa rpyna, HeoboOB'sI3KOBO
3amiwleHa Cig ankokcu rpyna, uiaHo rpyna, HeoboB'siskoBO 3amilleHa Cgi4 apunbHa rpyna abo
HeoboB's13k0BO 3amileHa Ci.g LMKNOAnkinbHa rpyna;

Z% ¢ rpynoto npeactaeneHol CR?, ge R™ e atom BoaHio a6o HeoBoB'I3kOBO 3aMmileHa Cyg
ankineHa rpyna, abo atom asorty; i

B € 6-4neHHu a3oTBMiCHWUI apOMaTUYHUI reTepoLmMKI, WO MiCTUTL 1 abo 2 aTomu a3oTy.

[Cnonyka A-3]

Cnonyka (1), ne

R! € aTom BogHI0 a60 Heo60B's3K0BO 3amilyeHa Ciq ankinbHa rpyna;

R? i R® koxeH € aTom BOAHI abo HeoboB'A3koBO 3aMilleHa Ci g ankinbHa rpyna;

X € HeoboB'si3kOBO 3amilieHa C, g ankineHosa rpyna (nepeBaxxHO HeoboB'A3koBO 3amiwieHa Ci s
ankineHosa rpyna);

A € Cg.19 apunbHa rpyna, 4-10-uneHHa reTepouukniyHa rpyna abo Cizg UMKNoankinbHa rpyna,
KOXHa 3 SIKMX HeODOB'sI3KOBO 3aMilLleHa;

Z' e rpynoto npeactaeneHow CR”, ne R*' € aTom BogHIO, aTOM raroreHy, HeoGOB'S3KOBO
3amiwleHa Cig ankinbHa rpyna, HeoboB'd3koBo 3amiweHa C, ankeHinbHa rpyna, HeobOB'A3KOBO
3aMiu§1eHa C1.6 ankokcu rpyna abo uiaHo eryna; ,

Z° € rpynow npeacTaBrieHo CR?, gpe R € aToM BOJHIO, aToM ranoreHy, HeobOB'sI3KOBO
3amiwleHa Cig ankinbHa rpyna, HeoboB'A3koBO 3amiweHa C, ankeHinbHa rpyna, HeobOB'A3KOBO
3amiwieHa Cig anmkokcu rpyna, uiaHo rpyna, HeoboB'a3koBo 3amiweHa Cgi4 apunbHa rpyna abo
Heo00B'A3koBO 3amillieHa Ca.g LMKNoankinbHa rpglna, abo aTtom as3orTy;

Ze rpynoto npeacTaBneHor CR%, ae R” ¢ aTom BoAHIO abo HeoboB'sA3koBO 3aMmilleHa Ci.g
arnkinbHa rpyna, abo atom asoTy; i

B € 6-4neHHUn a30TBMiCHUIA apOMaTUYHUI FreTEPOLMKI, WO MicTUTb 1 abo 2 atomu asoTy.

[Cnonyka A-4]

Cnonyka (1), ne

R’ € aToM BOAHIO,

R?iR® 06uaBa € aToMamv BOAHIO,

X € HeoboB's13k0BO 3amilieHa Cq.¢ ankineHosa rpyna,

A € HeobOB'sI3KOBO 3amilleHa heHinbHa rpyna,

Z' € CH,

Z’ € rpynot npeacraBrieHo CR%, ae R* € HeoBOB'I3KOBO 3amiweHa Cy¢ ankinoHa rpyna,
HeoOOoB'sI3KOBO 3amilleHa Cyg ankokcu rpyna abo HeoboB'A3koBo 3amiwleHa Cig LMKMOAnKinbHa
rpyna, i

Z®e CH.

[Cnonyka B-1]

nonyka (1), oe

C 1

R” € atom BogHto abo C,¢ ankinbHa rpyna;

R?iR® 061aBa € aToMamv BOAHIO;

X € Cyg ankineHoBa rpyna (nepeBaxHo C,.s ankineHosa rpyna, 6inbw nepeBaxHo -CHs-, -
CH(CHs)-, -CH(CH,CHs)-, -CH(CH,CH,CHj)- a6o -CH(CH(CHj3),)-) HeobGoB'si3koBO 3amiwieHa 1-3
3aMiCHUKamMu, Wo BnbuparoTh 3

(1) rigpokey,
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(2) uiaHo,

(3) kapbamoin,

(4) C..6 ankokcu (Hanpuknag, MeToKcK),

(5) C1.6 ankincynbgaHin (Hanpuknag, Metuncynbdarin),

(6) C1.6 ankincynbgoHin (Hanpuknag, MeTuncynbgoHin),

(7) moHO- abo an-C4.¢ ankin-amiHo (Hanpuknag, UMeTUIIamiHo),

(8) Cs.g umknoankin (Hanpuknag, uMknonponisn),

(9) Ce.14 apun (Hanpuknag, peHin)HeoboB'I3KOBO 3aMmilleHnn 1-3 3aMiCHUKaMu, WO BMOMpPatOTb 3:
HeoboB'A3koBO ranoreHoBaHu Cpg ankokcu (Hanpuknaza, MEeTOKCU) (nepeBaxHO HeOoOOB'A3KOBO
3amiweHmn 1-3 atoMamu ranoreny (Hanpvknag, atom gTopy)), i

(10) retepouunkniyHa rpyna (nepeBaxHo 5- abo 6-4neHHa apomaTuyHa reTepouukniyHa rpyna)
(Hanpuknag, nipugun, i3okcasonin, nipasonin) Heobos's3koBO 3amiweHa 1-3 Cpg ankinamwu
(Hanpuknag, meTun);

A € Cg.19 apunbHa rpyna abo 5- abo 6-uneHHa apomaTuyHa reTepouukniyHa rpyna (nepesaxHo
Cs.10 apunbHa rpyna abo 5- abo 6-uneHHa as3oTBMiICHAa apoMaTtuyHa reTepouukniyHa rpyna, Ginbuw
nepeBaxxHo eHin, nipuaasvHin, nipuaun, nipuMiguHinG i3okcasonin abo nipasonin, ocobnmeo
nepeBaxHO (PeHirn), KOXeH 3 AKX HeoOOB'sI3KOBO 3aMilLeHni 1-3 3amicHMKamu, Lo BubnpatoThb 3

(1) aTom ranoreny (Hanpwvknag, atom gTopy),

(2) rigpokcu,

(3) HeoboB'A3koBO ramnoreHoBaHun Cig ankin (Hanpuknag, MeTwn, i3onponin) (nepeBaxHO
Heob0B'sI3KOBO 3aMmileHnn 1-3 aToMamu ranoreHy (Hanpuvknag, atom dTopy)),

(4) C,¢ ankeHrin (Hanpuknag, npon-1-eH-2-in),

(5) Cie amkokcum (Hanpuknag, METOKCH) HeOoDOB'A3KOBO 3aMmiweHun 1-3 3amicHMKamu, Lo
BMbmparoTh 3

(i) aTom ranoreHy (Hanpvknag, atom Topy), i

(i) Cs.g UMKNOANKIN (HaNpuknag, uuknonponin),

(6) Ce.14 apun (Hanpuknag, deHin), i

(7) retepoumkniyHa rpyna (nepeBaxHoO 5- abo 6-uneHHa reTepouuMkniyHa rpyna) (Hanpuknag,
nipasonin, pAgurigponipaxin, TeTparigponipaHin) HeoboB'A3koBO 3amiweHa 1-3 Cig ankinamu
(Hanpuknag, meTun);

[NnepeBaxHo rpyna npeacraeneHa

o

€ rpynor npeacraBiieHo

ae

R? € aTom BoAH, HEOBOB'SI3KOBO 3amileHa Cps ankinbHa rpyna, Csg LuKnoankinbHa rpyna,
kapbamoinbHa rpyna abo uiaHo rpyna, i

R* € aToM BOAHIO a60 3aMiCHWK]

Z' € rpynoto npeacTasneHolo CR™, ne R ¢

(1) atom BOAHIO,

(2) atom ranoreHy (Hanpuvknag, aTom Xrfopy),

(3) C16 ankinbHa rpyna (Hanpuknag, MeTun, eTnn) HeoboB'a3koBO 3amilleHnn 1-3 3amicHukamu,
Lo BUbupatoTh 3

(i) aTom ranoreHy (Hanpuknag, atoMm Topy), i

(i) Cs.14 apunibHa rpyna (Hanpuknag, deHin),
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(4) C,.¢ ankeHinbHa rpyna (Hanpuknag, BiHin),

(5) C1.6 ankokcm rpyna (Hanpuknag, meTokcu), abo

(6) uiaHo rpyna;

Z’e rpynoto NpeacTaBrieHoo CR?, peR”¢

(1) aTom BOAHIO,

(2) aTom ranoreHy (Hanpuknag, atom 6pomy, atom noay),

(3) HeoboOB'A3KOBO ranoreHoBaHun Ci.¢ ankin (Hanpuknag, MeTun, eTun, isonponin) (NepeBaxHo
HeobO0B'sI3KOBO 3aMilLleHMI 1-3 aToMaMu ranoreHy (Hanpuvknag, atom Topy)),

(4) C,.¢ ankeHinbHa rpyna (Hanpuknag, BiHin),

(5) uiaHo rpyna,

(6) Cs.14 apunbHa rpyna (Hanpuknag, geHin), abo

(73) Cs.g UMKNoankineHa rpyna (Hangmmap,, yuknonponiny);

Z° € rpynoto npeacrtaeneHoio CR 2 ne R® e atom BopHto a6o Ciq ankinbHa rpyna, abo atom
asorty; i

B € nipuamHoBe kinbLe abo nipasnHoBe KinbLe.

[Cnonyka B-2]

Cnonyka (1), oe

R” € atom BogHo abo C, ¢ ankinbHa rpyna (nepeBaxHo MeTun);

R*iR® obwaBa € aToMamMu BOOHIO;

X e Cy ankineHoBa rpyna (nepeBaxHo Cis ankineHosa rpyna, 6inbw nepeBaxHo -CH,-, -
CH(CHg)-, -CH(CH,CHs)-, -CH(CH,CH,CHj)- abo -CH(CH(CHs),)-) HeoboB'a3koBo 3amiwieHa 1-3
3aMmicHMKamu, Lo BnbnpaioTb 3

(1) rigpokcu,

(2) uiaHo,

(3) kapbamoin,

(4) C,¢ ankokcy (Hanpuknag, MEeTOKCK),

(5) C16 ankincynbdaHin (Hanpvknag, MeTuncynbgatin),

(6) C1.6 ankincynbdoHin (Hanpvknag, MeTuncynbgoHin),

(7) moHo- abo gu-Cy ¢ ankin-amiHo (Hanpuknag, AUMeTUNamiHo),

(8) Cs.g UMknoankin (Hanpuknag, uiknonponin),

(9) Ce.14 apun (Hanpuknag, geHin) HeoboB'A3KOBO 3amileHni 1-3 3amMiCHMKamu, Lo BMOUPatoTh 3:
HeoboB'A3KOBO ranoreHoBaHu Cjg ankokcu (Hanpuknag, MeTokcu) (nepeBaxHO HeobOB'A3KOBO
3amiweHmn 1-3 atomamu ranoreHy (Hanpuvknag, atom gTopy)), i

(10) reTepoumkniyHa rpyna (nepeBaxHo 5- abo 6-uyneHHa apomaTuyHa reTepouukniyHa rpyna)
(Hanpuknag, nipugun, i3okcasonin, nipasonin) HeoboB'A3koBO 3amiweHun 1-3 Cig ankinamm
(Hanpuknag, meTun);

A € Cg.40 apunbHa rpyna abo 5- abo 6-uneHHa apomaTuyHa reTepouukniyHa rpyna (nepeBaxHo
Cs.10 apurnibHa rpyna abo 5- abo 6-uneHHa as3oTBMICHA apoMaTU4yHa reTepouuknivyHa rpyna, GinbL
nepeBaxxHo (eHin, nipuaasuHin, nipuaun, nipuMiguHInG i3okcasonin abo nipasonin, ocobnvMeo
nepeBaxHO (PeHirn), KOXeH 3 AKX HeoOOB'sI3KOBO 3aMilLeHni 1-3 3amicHMKamu, Lo BubnpatoThb 3

(1) aTom ranoreHy (Hanpuknag, atoMm Topy),

(2) rigpokeu,

(3) Heobos'a3koBo ramnoreHoBaHun Cig ankin (Hanpvknag, MeTur, i3onponin) (nepeBaxHo
Heob0B'sI3KOBO 3aMilLieHnn 1-3 aToMaMu ranoreHy (Hanpvknag, atom Topy)),

(4) C,.¢ ankeHin (Hanpuknag, npon-1-eH-2-in),

(5) Cie amkokcu (Hanpuknag, METOKCH) HeODOB'A3KOBO 3aMmiweHun 1-3 3amiCHMKamu, Lo
BMbMparTh 3

(i) aTom ranoreny (Hanpuknag, atom gTopy), i

(i) Cs.g UMKNOAnkKin (Hanpuknag, LMKnonponin),

(6) Cs.14 apun (Hanpuknag, geHin), i

(7) retepoumkniyHa rpyna (nepeBaxHO 5- abo 6-uneHHa reTepouuMkniyHa rpyna) (Hanpuknag,
nipasonin, pgurigponipaxin, TeTparigponipaHin) HeoboB'A3koBO 3amiweHa 1-3 Cig ankinamu
(Hanpuknag, meTun);

[nepeBaxHo rpyna npeacrasneHa

S

X
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€ rpyrnoto NpeacTaBneHoo

ac,

R™ e

(1) uiaHo,

(2) kapbamoin,

(3) Cis amkin (Hanpuknag, mMeTwn, eTwn, i3onponin, nponin) HeoOoB'A3KOBO 3aMiweHunn 1-3
3aMicHMKamMu, Lo B1nbnpatThb 3

(i) rigpokcem,

(i) C1.6 ankokcy (Hanpuknag, MeToKcK),

(iii) moHO- abo an-Cy.¢ ankin-amiHo (Hanpuknag, AMMeTUNamiHo),

(iv) C1.¢ ankincynbdaHin (Hanpuknag, MeTuncynbsdanin), i

(V) Cy1.6 ankincynb@oHin (Hanpuknag, MeTnncynbgoHin),

(4) Cz¢ umknoankin (Hanpuknag, umknonponin), abo

(5) reTtepoumkniyHa rpyna (nepeBaxHo 5- abo 6-uneHHa apomaTtuMyHa reTepouukniyHa rpyna)
(Hanpvknag, nipugun, i3okcasonin, nipasonin) HeoboB's3koBO 3amiweHa 1-3 Cig ankinamu
(Hanpzlgknap,, mMeTun),

R e

(1) aTom ranoreHy (Hanpuknag, atoMm Topy),

(2) rigpokeu,

(3) HeoboB'A3koBO ramnoreHoBaHun Cig ankin (Hanpuknag, MeTun, i3onponin) (nepeBaXxHo
Heob0B'sI3KOBO 3aMmilieHnn 1-3 aToMaMu ranoreHy (Hanpuvknag, atom Topy)),

(4) C,¢ ankeHin (Hanpuknag, npon-1-eH-2-in),

(5) Cie amkokcu (Hanpuknag, METOKCU) HeOoDOB'A3KOBO 3aMmiieHunm 1-3 3amicHMKamu, Lo
BMbMpatoTh 3

(i) aTom ranoreHy (Hanpuknag, atom Topy), i

(i) C3.g UMKNOANKin (Hanpuknag, uuknonponin),

(6) Ce.14 apun (Hanpuknag, geHin), abo

(7) retepoumkniyHa rpyna (nepeBaxHo 5- abo 6-4yneHHa reTepouumkniyHa rpyna) (Hanpuknag,
nipasonin, pagurigponipaxin, TeTparigponipaHin) HeoboB'A3koBo 3amiweHa 1-3 Cig ankinamu
(Hanpuknag, meTun), i

p € uinum Yncnom Big 1 go 3],

Z'e rpynoto npeacTaBreHo CRZl, ae R” e

(1) atom BOAHIO,

(2) aTom ranoreHy (Hanpuknag, atoM XJiopy),

(3) C1.6 ankinbHa rpyna (Hanpuknag, MeTus, eTun) HeoboB'A3koBO 3aMillleHa 1-3 3amMiCHMKamMu, Lo
BMbMparTh 3

(i) aTom ranoreny (Hanpuknag, atom gTopy), i

(i) Cs.14 apun (Hanpuknag, deHin),

(4) C,.6 ankeHinbHa rpyna (Hanpuknag, BiHin),

(5) C1.6 ankokcm rpyna (Hanpuknag, MeTokcu), abo

(6) uiaHo rpyna;

Z° € rpynoto npeacTaBreHon CRZZ, ae R*” ¢

(1) aTom BOAHIO,

(2) aTom ranoreHy (Hanpuknag, atom 6pomy, atom noay),

(3) HeoboOB'A3k0BO ramoreHoBaHa Ci arnkinbHa rpyna (Hanpuknag, MeTur, eTws, i3onponin)
(nepeBaxHO HEOOOB'A3KOBO 3aMillleHa 1-3 aTomamu ranoreHy (Hanpuknag, atom Topy)),

(4) C,.¢ ankeHinbHa rpyna (Hanpuknag, BiHin),

(5) C1.6 ankokcu rpyna (Hanpuknag, MeTokcu),

(6) uiaHo rpyna,
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(7) Cs.14 apunbHa rpyna (Hanpuknag, geHin), abo

(8) Cs.g UMKNOankineHa rpyna (Hanpuknaza, uMknonponin);

Z% e rpynoto npepctasneHol CR, ne R” € aTom BogHIo a6o Cy.s ankinbHa rpyna (Hanpuknag,
mMeTus), abo atom asoTy; i

B € nipuamHoBe kinbLe abo nipasnHoBe KinbLe.

[Cnonyka B-3]

Cnonyka (1), ne

R' € aTom BofHI0 aB0 C1. ankinbHa rpyna (nepeBaxHo MeTun);

R? i R® € KOXeH He3anexHo aToM BoaHIo abo Cy.g ankinbHa rpyna (nepesaxHO MeTun);

X € Cy ankineHoBsa rpyna (nepesaxHo C,g ankineHosa rpyna, 6inbw nepeBaxHo -CHj-, -
CH(CHpg)-, -CH(CH,CHy)-, -CH(CH,CH,CH3)-, -CH(CH(CH?3),)-, -CH(C(CHg3)3)-, -CH(CH,CH,CH,CH3)-
, -CH(CH(CH,CHy),)- abo -CH,CH,-) HeoboB'a3k0BO 3amiieHa 1-5 3amicHukamu, Lo BubUpaoThb 3

(1) atom ranoreny (Hanpuknag, atom gTopy),

(2) rigpoxeu,

(3) amiHo,

(4) uiaHo,

(5) kapbamoin,

(6) moHo- abo ou-Cy ¢ ankin-kapbamoin (Hanpuknag, MeTunkapbamoin, auMmeTunkapbamoin),

(7) Cyis ankokcu (Hanpuknag, MeTOKCW, eTOKCW, i3ompornokcu) HeoboB'A3koBO 3amileHun 1-3
3aMicHMKamMu, Lo B1ubmpatThb 3

(i) aTom ranoreHy (Hanpuknag, atom Topy), i

(i) C1.6 ankokcy (Hanpuknag, MeTokcu),

(8) Cy1.6 ankincynbdaHrin (Hanpuknag, MeTuncynbdatin),

(9) C16 ankincynbdiHin (Hanpuknag, meTuncynbdiHin),

(10) C1.¢ ankincynbdoHin (Hanpuknag, MeTUNCynbgOoHin),

(11) moHo- abo an-C, ¢ ankin-amiHo (Hanpvknag, AUMeTUIamiHo),

(12) C3.¢ umknoankin (Hanpuknag, uuknonponin),

(13) Ce.14 apun (Hanpuknag, deHin) HeobOB'I3KOBO 3amilleHnn 1-3 3amicHMKamu, LWo BUbupatoTb

(i) aTom ranoreHy (Hanpuknag, atoM @Topy, aTom 6pomy),

(ii) rigpokcen, i

(i) HeoboB'askoBo ranoreHoBaHuM Cis ankokcu (Hanpuknag, MeToKcu) (nepeBaXKHO
HeobO0B'sI3KOBO 3aMilleHni 1-3 aTomamu ranoreHy (Hanpuknag, atom Topy)),

(14) retepouukniyHa rpyna (nepeBaxHo 4-10-uneHHa reTepoumkniyHa rpyna) (Hanpuknag,
nipyuaun, i3okcasonin, nipasonin, niponiauvHin, Tpuasonin, oOKceTaHin, TeTparigpodypwvn,
TeTparigponipaHin, aurigpoiszoiHaonin) HeoboB'aA3KOBO 3amileHa 1-3 3aMiCHUKamu, Lo BUGUpaTh 3

(i) C16 ankin (Hanpuknag, Metun),

(ii) rigpokcen, i

(i) okco,

(15) Cs.g UMKnoankinokcy (Hanpuknag, LMKIoneHTUNoKeu),

(16) HeobOB'A3KOBO rafioreHOBaHUM reTepoLMKIIiN-OKCU (Hanpuknag, nipugunokcu) (nepeBaxHo
HeoODOB'sI3KOBO 3aMilLeHui 1-3 aTomamu ranoreHy (Hanpuknag, atom 6pomy)),

(17) C1.¢ ankin-kapboHinokcu (Hanpuknag, aueToken),

(18) C,.¢ ankin(giapun)cuninokeu (Hanpuknag, TpeT-0yTun(andeHin)cmninokcn),

(19) C,.6 ankin-kapboHin (Hanpuknag, aueTun), i

(20) Cs.g umknoankin-kapboHin (Hanpuknag, yuknonponinkapoboHin),

abo 3B'A30K;

A € Cg10 apunbHa rpyna, 4-10-uneHHa retepouukniyHa rpyna abo Cig uUMKnoankineHa rpyna
(nepeBaxHO eHin, nipugasuHin, nipuaun, nipUMIAMHING i30Kca3onin, nipasonin, oKceTaHin,
niponiauHin, TeTparigpodypun, iMigasonin, Tpuasonin, TieHin, TeTparigponipaHin, imigaso[1,2-
aJnipuamn, 6eH3ogiokconin, nipasono[1,5-alnipuaun, gurigpoizoiHgonin abo uwuknonponin, 6GinbL
nepeBaxHO (PeHirn), KoXXHa 3 AKX HeOOOB'sI3KOBO 3aMilleHa 1-3 3amMicHVMKkamu, Lo BMOUpaTb 3

(1) aTom ranoreHy (Hanpuknag, aTom pTopy, aTom Xropy, atoMm 6pomy),

(2) rigpokeu,

(3) HeoboOB'AI3kOBO ranoreHoBaHun Cyg ankin (Hanpvknag, MeTun, eTun, isonponin) (Hanpuknag,
aTom goTopy)) (NepeBaxHO HEOOOB'A3KOBO 3aMillleHuiA 1-3 aTomamm ranoreny,

(4) C,.¢ ankeHin (Hanpuknag, npon-1-eH-2-in),

(5) Cie amkokcu (Hanpuknag, METOKCKH, €TOKCW, i30MporokKcu) HeobOoB'A3KOBO 3amiweHun 1-3
3aMiCHUKamMu, Wo BnbuparoTh 3

(i) aTom ranoreHy (Hanpuknag, atom gTopy), i
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(i) Cs.g UMKNOankin (Hanpuknag, LmMknonponin),

(6) Ce.14 apyin (Hanpuknag, eHin) HeoboB'A3KOBO 3aMilLlleHWIn HEOBO0B'A3KoBO ranoreHoBaHnM Ci g
ankokcu (Hanpwvknag, MeTOKcW) (nepeBaXHO HeOoOOB'A3KOBO 3amiwieHum 1-3 aTomMamu ranoreHy
(Hanpuknag, atom cTopy)),

(7) retepoumkniyHa rpyna (nepeBaxHO 4-6-uneHHa reTepouukIliyHa rpyna) (Hanpuknag,
aseTuauHIn, nipasonin, niponin, niponigauvHin, Tpuasonin, AurigponipaHin, TeTparigponipaHin)
HeoboB's13K0BO 3amilleHa 1-3 Cy¢ ankinamu (Hanpuvknag, MeTun),

(8) Cs.g umknoankin (Hanpuknag, uMknonponisn), i

(9) okco;

[nepeBaxHo rpyna npeacrasneHa

Ny

€ rpynotwo npeacraBiieHo

(R%)
/ /’ i
AN
R21
ae
R e
(1) uiaHo,

(2) kapbamoin,

(3) moHo- abo ou-Cy ¢ ankin-kapbamoin (Hanpuknag, meTunkapbamoin, gumeTunkapbamoin),

(4) C,6 ankin (Hanpuknag, MeTun, eTun, idonponin, nponin, 6ytun, Tpet-0yTun, 1-eTunnponin)
HeobOoB's1I3KOBO 3aMilLleHnI 1-5 3amMicHMKamu, Lo BUOUparoTh 3

(i) aTom ranoreHy (Hanpuknag, atom gTopy),

(ii) rinppoken,

(iii) amiHo,

(iv) uiaHo,

(V) Cs.g umknoankin (Hanpvknag, uvknonponin),

(vi) C1¢ amkokcu (Hanpwuknag, MeTOKCW, €TOKCW, i30MponoKcu) HeobOoB'A3KOBO 3aMiwieHnn 1-3
3amicHMKamu, Lo BnbnpatoTb 3

(a) aTom ranoreHy (Hanpuknag, atoMm Topy), i

(b) C1.6 ankokcu (Hanpuknag, MeTokcu),

(vii) C3.g LMKNOAnKinokcu (Hanpuknag, LMKIoneHTUNoKeu),

(viii) moHO- abo gu-C, ¢ ankin-amiHo (Hanpvknag, AUMeTUNamiHo),

(ix) C1.¢ ankincynbdaHin (Hanpuknag, metTuncynosdgaHin),

(X) C16 ankincynbiHin (Hanpuknag, metTuncynbqidin),

(xi) C1.6 ankincynbdoHin (Hanpuknag, MmetTuncynbgoHin),

(xii) kapbamoin,

(xiii) MmoHO- abo gu-C,_¢ ankin-kapbamoin (Hanpuknag, gumeTtunkapbamoin),

(xiv) reTepouukniyHa rpyna (Hanpuknag, oOKceTaHin, mniponiguHin, nipasonin, Tpuasonin,
TeTparigponipaHin, aurigpoisoiHaonin) HeoboB'A3kOBO 3amiweHa 1-3 3aMicHMKamu, Lo BUbUpaTh 3

(a) rigpokey, i

(b) okco,

(xv) C1. ankin-kapboHinokcu (Hanpuknag, aueToKcu),

(xvi) Cy1.¢ ankin(giapun)cuninokeu (Hanpuknaga, Tpet-6yTun(andeHin)cnninokeu), i

(xvii) HeobOB'sI3KOBO ranoreHoBaHU reTepoLMKNin-okcn (Hanpuknag, nipuaunokcu) (nepeBaxHo
HeobOoB'sI3KOBO 3aMilleHnn 1-3 aTomamu ranoreHy (Hanpuknag, atom 6pomy)),

(5) Cs.g UMKnoankin (Hanpuknag, WMKnonponisn),
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(6) reTepoumkniyHa rpyna (nepeBaxHo 4-6-4yneHHa reTepoLmkniyHa rpyna) (Hanpuknaa, nipuawn,
i3oKkcasonin, nipasonin, okceTaHin, TeTparigpodypun, TeTparigponipaHin) Heob0B'aA3kOBO 3amilleHa 1-
3 Cy¢ ankinamu (Hanpuknag, Metun),

(7) C1.6 ankin-kapboHin (Hanpuknag, aueTun),

(8) Cs.g umknoankin-kapboHin (Hanpuknag, uuknonponinkapooHin), abo

(9) Cs.14 apun (Hanpuknag, deHin) HeoboB'A3KOBO 3amileHnn 1-3 3amicHMKamu, Wo BubupaTb 3

(i) aTom ranoreny (Hanpuknag, atom Topy, atom 6pomy),

(i) rigpokcu,

(i) HeoboB'askoBo ranoreHoBaHun Cig ankokcu (Hanpuknag, MeTokcu) (nepeBaXHO
Heoﬁng'FBKOBO 3amiweHun 1-3 atomamu ranoreny (Hanpuvknag, atom grTopy)),

R* e

(1) aTom ranoreHy (Hanpuknag, atoMm Topy, aToM Xropy, atom 6pomy),

(2) rigpokeu,

(3) Heobog'siskoBO ranoreHoBaHun Cig ankin (Hanpuknag, MeTun, i3onponin) (nepeBaxHO
HeoDOB'sI3KOBO 3aMilLeHui 1-3 aTomamu ranoreHy (Hanpuknag, atom gTopy)),

(4) C,6 ankeHin (Hanpuknag, npon-1-eH-2-in),

(5) Cis ankokcu (Hanpuknag, MeToOKCW, eTOKCW, i30omponokcu) HeoboB'dA3koBO 3amiwieHun 1-3
3aMicHMKamMu, Lo B1nbnpatTb 3

(i) aTom ranoreHy (Hanpuknag, atom QTopy), i

(i) Cs.g UMKNOANKIN (HaNpuknag, uuknonponin),

(6) Cs.14 apun (Hanpuknag, deHin),

(7) retepoumkniyHa rpyna (nepeBaxHO 4-6-uneHHa reTepouukIiiyHa rpyna) (Hanpuknag,
aseTuauHin, nipasonin, mniponin, niponigauvHin, Tpuasonin, AurigponipaHin, TeTparigponipaHin)
HeoboB's3koBO 3amilieHa 1-3 Cy ¢ ankinamu (Hanpuknag, metun), abo

(8) Czg umknoankin (Hanpuknag, uuknonponin), i

p € uinum Yncnom Big 1 go 3],

Z'e rpynoto NpeacTaBfieHoo CR*, pe R ¢

(1) atom BoAHMO,

(2) aTom ranoreHy (Hanpuknag, atoM xnopy),

(3) C16 ankinbHa rpyna (Hanpwvknag, metun, eTun) HeoboB'A3KOBO 3amillleHuin 1-3 3amicHUKamu,
Lo BMOMpatoTb 3

(i) aTom ranoreHy (Hanpuknag, atom Topy), i

(i) Ce.14 apun (Hanpuknag, deHin),

(4) C,.¢ ankeHinbHa rpyna (Hanpvknag, BiHin),

(5) C1.¢ ankokew rpyna (Hanpuknag, MeToKCK),

(6) uiaHo rpyna,

(7) Cei14 apunbHa rpyna (Hanpuknag, deHin) Heobos'siskoBo 3amiweHa 1-3 Cpg ankokcu
(Hanpuknapg, meTokcn),

(8) retepoumkniyHa rpyna (nepeBaxHO 5- abo 6-uneHHa reTepouuMkniyHa rpyna) (Hanpuknag,
nipasonin,  TieHin, dypwun, i3okcasonin, nipyaun,  gurigponipadin,  TeTparigponipaHin,
TeTparigponipuann, ninepugun) HeoboB'a3koBo 3aMilleHa 1-3 Ciq ankinamu (Hanpuknag, MeTtun),
abo

(9) Czg umknoankineHa rpyna (Hanpuvknag, Lmknonponin);

Z® € rpynoto npeacTasneHoo CR*, ne R* ¢

(1) atom BOAHIO,

(2) aTom ranoreHy (Hanpuknag, atoMm Topy, aTOM Xf0py, atoMm 6pomy, aTtom nogy),

(3) C16 ankin (Hanpuknag, MeTun, eTun, i3onponin) HeoboB'A3KOBO 3aMilleHun 1-3 3amicHMKamu,
Lo BMOMpatloTh 3

(i) aTom ranoreHy (Hanpuknag, atom gTopy), i

(ii) rigpokcu,

(4) C,6 ankeHinbHa rpyna (Hanpuknag, BiHin),

(5) HeoboB'sI3KOBO ranoreHoBaHa Ci ¢ ankokcu rpyna (Hanpuknag, MeTOKCK, €TOKCH, i30MpornoKcK)
(nepeBaxHO HEODOOB'A3KOBO 3aMillieHa 1-3 aTomamu ranoreHy (Hanpuknag, atom Topy)),

(6) uiaHo rpyna,

(7) Cq.14 apunbHa rpyna (Hanpuknag, geHin),

(8) Cs.g UMKNoankineHa rpyna (Hanpuknag, umknonponin), abo

(9) reTepouukniyHa rpyna (Hanpuknag, aseTuauvHin, nipasonin) HeoboB'A3KoBO 3amilleHa 1-3 Cqg
ankinamu (Hanpuknag, metun),

abo aTom asory;

Z° € rpynoto npeacTasneHoo CR™, ne R ¢
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(1) atom BOAHIO,

(2) C16 ankinbHa rpyna (Hanpuknag, meTun, isonponin) HeoboB'A3koBO 3amilleHa 1-3 rigpokcuy,

(3) C1.6 ankokcu rpyna (Hanpuknag, meTokcu), abo

(4) C1.6 ankin-kapboHinbHa rpyna (Hanpuvknag, aueTtun),

abo aTom a3oTy; |

B € nipuamHoBe kinbLe, NipuMiguHoOBeE KinbLe abo nipa3nHoBe KinbLe.

[Cnonyka B-4]

Cnonyka (1), ae

R” € atom BogHto abo C,¢ ankinbHa rpyna (nepesaxHo MeTun);

R? i R® € KOXeH He3anexHo aToM BoaHIo abo Cy.g ankinbHa rpyna (nepesaxHO MeTun);

X € Cy ankineHoBa rpyna (nepesaxHo -CH,-, -CH(CHj3)-, -CH(CH,CH3)-, -CH(CH,CH,CHj3)-, -
CH(CH(CHg),)-, -CH(C(CHs)3)-, -CH(CH,CH,CH,CH3)-, -CH(CH(CH,CHgj),)- abo -CH,CH,-)
Heob0oB'A3KkOBO 3amilleHa 1-5 3amicHMKamu, Wo BMOGMpaoTh 3

(1) atom ranoreny (Hanpuvknag, atom gTopy),

(2) rigpokcu,

(3) amiHo,
(4) uiaHo,
(5) kapbamoin,

(6) moHo- abo ou-Cy ¢ ankin-kapbamoin (Hanpuknag, meTunkapbamoin, gumeTunkapbamoin),

(7) Cyis ankokcu (Hanpuknag, MeTOKCW, eTOKCK, i3ompornokcu) HeoboB'A3koBO 3amilieHun 1-3
3aMmicHMKamu, Lo BnbnpaioTb 3

(i) aTom ranoreHy (Hanpuknag, atom Topy), i

(i) C1.6 ankokcy (Hanpuknag, MeTokcu),

(8) Cy1.6 ankincynbdaHin (Hanpvknag, MeTuncynbdain),

(9) C16 ankincynbdiHin (Hanpuknag, meTuncynbdiHin),

(10) C1.¢ ankincynbdoHin (Hanpuknag, MeTUNCynbgoHin),

(11) moHo- abo an-C, ¢ ankin-amiHo (Hanpvknag, AUMeTUIamiHo),

(12) C3.¢ umknoankin (Hanpuknag, uuknonponin),

(13) Ce.14 apun (Hanpuknag, deHin) HeoboB'A3KOBO 3amileHnin 1-3 3amicHMKamu, Wo BUbUpatoTb

(i) aTom ranoreHy (Hanpuknag, atoM @Topy, aTom 6pomy),

(ii) rigpoken, i

(i) HeoboB'askoBo ranoreHoBaHuM Cis ankokcu (Hanpuknag, MeToKcu) (nepeBaXKHO
Heob0B'A3KOBO 3amileHun 1-3 aTomamMu ranoreny (Hanpuvknag, atom dTopy)),

(14) retepouukniyHa rpyna (nepeBaxHo 4-10-uneHHa reTepoumkniyHa rpyna) (Hanpuknag,
nipyuaun, i3okcasonin, nipasonin, niponiauvHin, Tpuasonin, oOKceTaHin, TeTparigpodypwvn,
TeTparigponipaHin, aurigpoisoiHaonin) HeoboB'A3k0BO 3amiweHa 1-3 3aMicHUKamu, Lo BUGUpaTh 3

(i) C16 ankin (Hanpuknag, MeTun),

(ii) rigpokcen, i

(i) okco,

(15) Cs.g UMKnoankinokcy (Hanpuknag, LMKIoneHTUNoKeu),

(16) HeobOOB'A3KOBO ranioreHOBaHUM reTepoLMKIiN-oKCU (Hanpuknag, nipuaunokcu) (nepeeaxHo
HeobOB'sI3KOBO 3aMilLeHni 1-3 aTomamu ranoreHy (Hanpuknag, atom 6pomy)),

(17) C1.6 ankin-kapboHinokcu (Hanpuknag, aueToken),

(18) C,.¢ ankin(giapun)cuninokeu (Hanpuknag, TpeT-0yTun(andeHin)cmninokcn),

(19) C,.¢ ankin-kapboHin (Hanpuknag, auetTun), i

(20) Cs.g umknoankin-kapboHin (Hanpuknag, yuknonponinkapoboHin),

abo 3B'A30K;

A € Cgq 1o apunbHa rpyna, 4-10-uneHHa reTepoumkniyHa rpyna abo Csg LMKNoarnkinbHa rpyna
(nepeBaxHO deHin, nipuaaswHin, nipuaun, nipyMIgWMHING  i30Kkcas3onin, nipasonin, oKceTaHin,
niponiauHin, TeTparigpodypun, iMigasonin, Tpwuasonin, TieHin, TeTparigponipaHin, imigaso[1,2-
aJnipuamn, 6eH3ogiokconin, nipasono[1,5-alnipuaun, gurigpoizoiHgonin abo uwuknonponin, 6GinbL
nepeBaxHO (PeHirn), koXXHa 3 AKX HeOOOB'sI3KOBO 3aMilleHa 1-3 3amMicHVMKkamu, Lo BMOUpaTb 3

(1) aTom ranoreny (Hanpuknag, aTom pTopy, atom Xropy, atoMm 6pomy),

(2) rigpokcu,

(3) HeoboOB'A3kOBO ranoreHoBaHun Cig ankin (Hanpuknag, MeTun, eTun, isonponin) (NepeBaxHo
Heob0B'sI3KOBO 3aMilLleHMIn 1-3 aToMaMu ranoreHy (Hanpuvknag, atom Topy)),

(4) C,.¢ ankeHin (Hanpuknag, npon-1-eH-2-in),

(5) Cie amkokcu (Hanpuknag, METOKCKH, €TOKCW, i30MporoKcu) HeobOoB'A3KOBO 3amiweHun 1-3
3aMiCHUKamMu, Wo BnbuparoTh 3
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(i) aTom ranoreHy (Hanpuknag, atom Topy), i

(i) Cs.g UMKnOankin (Hanpuknag, LMKnonponin),

(6) Ce.14 apvin (Hanpwuknag, peHin) HeoboB'A3KOBO 3aMilLEeHNI HEODOOB'A3KOBO ranoreHoBaHnM Cq g
ankokcu (Hanpwvknag, MeTokcu) (nepeBaXHO HeOOOB'SI3KOBO 3aMilleHun 1-3 aTomamu ranoreHy
(Hanpuknag, atom Topy)),

(7) retepoumkniyHa rpyna (nepeBaxHO 4-6-uneHHa reTepouuMkriiyHa rpyna) (Hanpuknag,
aseTuauHIn, nipasonin, niponin, niponigauvHin, Tpuasonin, AurigponipaHin, TeTparigponipaHin)
HeoboB's13K0BO 3amilleHa 1-3 Cy¢ ankinamu (Hanpuvknag, MeTun),

(8) Cs.g umknoankin (Hanpuknag, LMKnonponin), i

(9) okco;

Z* € rpynoto npeactaeneHolo CR™, ne R™ ¢

(1) atom BOAHIO,

(2) atom ranoreny (Hanpvknag, aTom Xropy),

(3) C1.6 ankinbHa rpyna (Hanpuknag, MmeTun, etun) HeoboB'A3koBO 3aMilleHa 1-3 3amiCHMKkamu, Lo
BNbMpatoTh 3

(i) aTom ranoreHy (Hanpuknag, atom QTopy), i

(i) Ce.14 apun (Hanpuknag, deHin),

(4) C,¢ ankeHinbHa rpyna (Hanpuknag, BiHin),

(5) C1¢ ankokcy rpyna (Hanpuknag, MeTOKCK),

(6) uiaHo rpyna,

(7) Ce14 apunbHa rpyna (Hanpuknag, deHin) Heobos's3koBo 3amiweHa 1-3 Cpg ankokcu
(Hanpuknag, MmeTokcw),

(8) reTtepoumkniyHa rpyna (nepeBaxHO 5- abo 6-uneHHa retepouukniyHa rpyna) (Hanpuknag,
nipasonin,  Tiewin, dypwun, i3okcasonin,  nipugun,  gurigponipanin,  TeTparigponipaHin,
TeTparigponipuavn, ninepuaunn) HeoboB'a3koBo 3amiweHa 1-3 Cig ankinamu (Hanpuknag, meTun),
abo

(9) Cs5 UMKnoankinbHa rpyna (HanszKnap,, uuknonponin);

Z° € rpynoto npeacraBfieHolo CR*, pe R* ¢

(1) aTom BOAHIO,

(2) aTom ranoreHy (Hanpuknag, aTom Topy, atom Xropy, atoM 6pomy, atom rogy),

(3) Cyis amkinbHa rpyna (Hanpwvknag, MeTwn, eTun, i3onponin) HeobOoB'sI3KOBO 3amilieHa 1-3
3amicHMKamu, Lo BnbupatoTb 3

(i) aTom ranoreHy (Hanpuknag, atom Topy), i

(ii) rigppoxen,

(4) C,.¢ ankeHinbHa rpyna (Hanpuknag, BiHin),

(5) HeoboB'A3Kk0BO ranoreHosaHa Ci ¢ ankokcu rpyna (Hanpuvknag, MeTOKCH, €TOKCH, i30NPOnoKCK)
(nepeBaxHoO HeOBOB'A3KOBO 3aMillleHa 1-3 aTomMamu ranoreHy (Hanpuknag, atom oTopy)),

(6) uiaHo rpyna,

(7) Cs.14 apunbHa rpyna (Hanpuknag, deHin),

(8) Czg UMknoankineHa rpyna (Hanpuknag, umknonponin), abo

(9) reTepouukniyHa rpyna (Hanpvknag, aseTUAMHIN, nipa3onin) HeoboB'A3koBO 3aMiweHa 1-3 Cyg
ankinamu (Hanpuknag, meTun),

abo aTom asory;

Z° € rpynoto npeacTasneHoo CR”, ne R ¢

(1) atom BOAHIO,

(2) C1.6 ankinbHa rpyna (Hanpuknag, meTusn, isonponin) HeoboB'A3koBO 3aMilleHa 1-3 riapokcwy,

(3) C1.6 ankokcu rpyna (Hanpuknag, meTokcu), abo

(4) C1.¢ ankin-kapboHinbHa rpyna (Hanpuvknag, aueTtun),

abo aTtom as3oTy; i

B € nipuanHoBe kinbue, NnipuMignMHoBe Kinble abo nipa3nHoBe KinbLe.

[Cnonyka B-5]

Cnonyka (1), ne

R” € atom BogHo abo C, ¢ ankinbHa rpyna (nepeBaxHo MeTun);

R? i R® € KoXeH He3anexHo aTtoMm BOAHI0 abo Cy¢ ankinbHa rpyna (nepeBaxxHo MeTun);

rpyna npeacraBereHa

Y

X
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€ rpyrnoto NpeacTaBneHoo

(R%)
= /’ i
R21
ae
R e
(1) uiaHo,

(2) kapbamoin,

(3) moHo- abo ou-Cy ¢ ankin-kapbamoin (Hanpuknag, meTunkapbamoin, gumeTunkapbamoin),

(4) C,6 ankin (Hanpuknag, MeTun, eTun, isonponin, nponin, 6ytun, Tpet-6ytun, 1-eTunnponin)
HeoboB'A3KOBO 3amilLeHnn 1-5 3amicHUKamu, Lo BubuparThb 3

(i) aTom ranoreHy (Hanpuknag, atom Topy),

(i) rinppoken,

(iii) amiHo,

(iv) uiaHo,

(V) Cs.g UMknoankin (Hanpvknag, uvknonponin),

(vi) C16 anmkokcu (Hanpwkrag, MeTOKCW, €TOKCW, i30Mpornokcn) HeobOB'sI3KOBO 3aMmiwieHun 1-3
3aMicHMKamMu, Lo B1MbnpatThb 3

(a) atom ranoreny (Hanpuknag, atom cTopy), i

(b) C1.¢ ankokcu (Hanpuknag, METOKCK),

(vii) C3.g LMKNOAnNKINoOKcH (Hanpuknag, LMKIONeHTUNIOoKCH),

(viii) moHO- abo aun-C, ¢ ankin-amiHo (Hanpvknag, AUMeTUNamiHo),

(ix) Cy1.6 ankincynbdaHin (Hanpuknag, MeTuncynosdaHin),

(X) Cy1.6 ankincynbiHin (Hanpuknag, MeTuncynbdiHin),

(xi) C1.¢ ankincynbdoHIN (Hanpuknag, MeTUNCynbOHin),

(xii) kapbamoin,

(xiii) moHO- abo gu-C, ¢ ankin-kap6amoin (Hanpvknag, aumeTunkapbamoin),

(xiv) reTepouukniyHa rpyna (Hanpuknag, okKceTaHin, niponiguHin, nipasonin, Tpuasonin,
TeTparigponipaHin, gurigpoisoiHgonin) HeoboB'A3kOBO 3amiweHa 1-3 3amicHMKamu, Lo BMOUpatoTb 3

(a) rigpokey, i

(b) okco,

(xv) C1.¢ ankin-kapboHinokcu (Hanpuknag, aueTokcu),

(xvi) C1.¢ ankin(giapun)cuninokcu (Hanpuknag, TpeT-0yTun(andeHin)cnninoken), i

(xvii) HeobOB'sI3KOBO ranoreHOBaHUN reTepPOoLMKNIN-OKCU (Hanpukniag, nipuaunokcu) (nepeBaxHo
HeobOB'sI3KOBO 3aMileHni 1-3 aTomamu ranoreHy (Hanpuknag, atom 6pomy)),

(5) Cs.g UmKnoankin (Hanpuknag, WMknonponisn),

(6) reTepouuknivyHa rpyna (nepeBaxHo 4-6-uneHHa reTepouurkniyHa rpyna) (Hanpuknag, nipyawn,
i3okcasonin, nipa3onin, okceTaHin, TeTparigpodypun, TeTparigponipaHin) HeoboB'A3KOBO 3aMilieHa 1-
3 Cy.¢ ankinamu (Hanpuknag, Metun),

(7) C16 ankin-kapOoHin (Hanpuknag, auetun),

(8) Czg umknoankin-kapooHin (Hanpvknag, uknonponinkapooHin), abo

(9) Ce.14 apun (Hanpuknag, deHin) HeoboB'A3KOBO 3amilLleHnn 1-3 3amicHMKamu, LWo BMOMpatoTb 3

(i) aTom ranoreHy (Hanpuknag, atoMm Topy, aToMm Opomy), i

(ii; rigpokcu,

R* e

(1) aTom ranoreHy (Hanpvknag, atoM TOpy, aToM XIopy, atoM 6pomy),

(2) rigpokcu,

(3) HeoboB'siskoBO ranoreHoBaHun Cig ankin (Hanpuknag, MeTun, i3onponin) (nepeBaxHo
Heob0B'sI3KOBO 3aMilLleHMIn 1-3 aToMaMu ranoreHy (Hanpvknag, atom dTopy)),

(4) C,¢ ankeHrin (Hanpuknag, npon-1-eH-2-in),

(5) Cie ankokcwu (Hanpuknag, METOKCKU, eTOKCW, i30Mpornokcu) HeoboB'A3kOBO 3amilieHun 1-3
3aMicHUKamu, Lo BnbuparoTh 3

(i) aTom ranoreHy (Hanpuknag, atoMm Topy), i
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(i) Cs.g UMKNOAnkin (Hanpuknag, LMKionponin),

(6) Cs.14 apun (Hanpuknag, deHin),

(7) retepoumkniyHa rpyna (nepeBaxHO 4-6-uneHHa reTepouukIliyHa rpyna) (Hanpuknag,
aseTuauHIn, nipasonin, mniponin, niponigauvHin, Tpuasonin, AaurigponipaHin, TeTparigponipaHin)
HeoboB's1I3K0BO 3amilleHa 1-3 Cy ¢ ankinamu (Hanpuknag, Metun), abo

(8) Cs.g umknoankin (Hanpuknag, uMknonponisn), i

p € uinum Yncnowm Big 1 oo 3,

Z'e rpynoto NpeacTaBrieHoo CR*, pe R e

(1) atom BOAHIO,

(2) atom ranoreny (Hanpuknag, aTom xfopy),

(3) Cy16 ankinbHa rpyna (Hanpuknag, MetTun, eTnn) HeoboB'a3koBO 3amilleHnn 1-3 3amicHukamu,
Lo BubupatoTh 3

(i) aTom ranoreHy (Hanpuknag, atom Topy), i

(i) Ce.14 apun (Hanpuknag, deHin),

(4) C,¢ ankeHinbHa rpyna (Hanpuknag, BiHin),

(5) C1¢ ankokcwv rpyna (Hanpuknag, MeTOKCH),

(6) uiaHo rpyna,

(7) Ce14 apunbHa rpyna (Hanpuknag, deHin) HeoboB'si3koBO 3amiweHa 1-3 Cig arnkokcu
(Hanpuknag, MmeTokcw),

(8) retepoumkniyHa rpyna (nepeBaxHO 5- abo 6-uneHHa reTepouukniyHa rpyna) (Hanpuknag,
nipasonin,  TieHin, dypwun, i3okcasonin,  nipugun,  gurigponipaHin,  TeTparigponipaHin,
TeTparigponipuavn, ninepnaunn) HeoboB'a3koBo 3amiweHa 1-3 Cig ankinamu (Hanpuknag, meTun),
abo

(9) Cz¢ umknoankinoHa rpyna (Hanpuknag, Lumknonponin);

Z% e rpynoto npeactaeneHolo CR*, ne R ¢

(1) atom BoAHMO,

(2) aTom ranoreHy (Hanpuknag, aTom Topy, atom Xropy, atoMm 6pomy, atom rnogy),

(3) Cyis amkinbHa rpyna (Hanpwvknag, MeTwn, eTun, i3onponin) HeoOOoB'sI3KOBO 3amilieHa 1-3
3aMicHMKamMu, Lo B1bnpatTh 3

(i) aToMm ranoreny (Hanpuknag, atom Topy), i

(ii) rigpokcu,

(4) C,.¢ ankeHinbHa rpyna (Hanpuknag, BiHin),

(5) HeoboB'sA3k0BO ranoreHoBaHa Ci ¢ ankokcu rpyna (Hanpuvknag, MeTOKCK, €TOKCH, i30NPOnoKCK)
(nepeBaxHoO HeOBOB'A3KOBO 3aMillleHa 1-3 aTomamu ranoreHy (Hanpuknag, atom oTopy)),

(6) uiaHo rpyna,

(7) Cq.14 apunbHa rpyna (Hanpuknag, geHin),

(8) Czg umknoankineHa rpyna (Hanpuknag, umknonponin), abo

(9) reTepouukniyHa rpyna (Hanpvknag, aseTUAMHInN, nipa3onin) HeoboB'A3koBo 3aMiweHa 1-3 Cy g
ankinamu (Hanpuknag, meTun),

abo aTom a3orTy;

Z’e rpynoto npeacTaBreHo CRZS, ae R% ¢

(1) aTom BOAHIO,

(2) C1.6 ankinbHa rpyna (Hanpuknag, meTus, i3onponin) HeoboB'A3koBO 3aMilleHa 1-3 rigpokcwy,

(3) C1.6 ankokcu rpyna (Hanpuknag, meTokcu), abo

(4) C1.6 ankin-kapboHinbHa rpyna (Hanpuvknag, aueTtun),

abo aTom a3oTy; i

B € nipuagmHoBe kinbLe, nipumiguHoBe KinbLe abo nipa3vHOBE KinbLie.

[Cnonyka C-2]

Cnonyka (1), ne

R” € aTom BOAHIO;

R*iR® obuaBa € aToMamMu BOOHIO;

X € Cy1¢ ankineHoBa rpyna (nepeBaxHo C; s ankineHosa rpyna, 6insw nepesaxHo -CH(CHy)- abo -
CH(CH(CHj3),)-) HeoboB'A3koBO 3amillieHa 1-3 3amicCHUKamu, Lo BUOMpatoTh 3

(1) rigpokey, i

(2) C1.6 ankokcu (Hanpuknag, METOKCK);

A e Cg 19 apunbHa rpyna (Hanpuknag, ¢eHin) HeobOOB'A3KOBO 3amilieHa 1-3 3aMiCHMKamu, Lo
BMGMpatoTh 3

(1) aTom ranoreHy (Hanpuknag, atom cpTopy), i

(2) Cie ankokcu (Hanpuknag, MeTOKCUM) HeobOB'A3KOBO 3amilieHa 1-3 aTomamu ranoreHy
(Hanpuknag, atom cTopy);
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[nepeBaxHo rpyna npeacrasneHa

Ny

€ rpynoro npeacraBiieHo

(R22)p

Pl
SR ‘
R21

ae

R** € Cy.5 ankinbHa rpyna (Hanpuknag, meTun, i3onponin) HeoOOB'I3KOBO 3aMilleHa rigpokcu abo
C1.6 ankokcu (Hanpuknag, MeTokcu),

R”¢

(1) aTom ranoreHy (Hanpuknag, atom gTopy), abo

(2) HeoboB'saskoBO ranoreHoBaHun C;g ankokcu (Hampuknag, METOKCU) (nepeBaXkHO
HeobOoB'sI3KOBO 3aMileHni 1-3 aTomamu ranoreHy (Hanpuknag, atom Topy)), i

p € uinum yncrnom 1 abo 2J;

Z' e CH;

Z’e rpynoto NpeacTaBfieHoo CR*, peR”¢

(1) C,¢ ankokcwm rpyna (Hanpuknag, MeTokcu), abo

(2) Cs.g UMKNOankineHa rpyna (Hanpuknag, LUMKrnonponiny;

Z°e CH;i

B € nipuavHoBe kinbLe.

[Cnonyka C-3]

Cnonyka (1), ne

R’ e aToM BOAHIO;

R?i R® 06uaea € atTomamu BOAHIO;

X e Cy¢ ankineHoa rpyna (nepesaxHo C,_s ankineHosa rpyna, 6inbw nepeBaxHo -CH(CHz)- abo -
CH(CH(CHy3),)-) HeoboB'A3koBO 3amilleHa 1-3 3amicCHUKamu, Lo BUOMpatoTh 3

(1) rigpokew, i

(2) C1.6 ankokcm (Hanpuknag, MeTokcK);

A € Cg10 apunbHa rpyna (Hanpuknag, ceHin) HeoboB'si3KOBO 3amiuieHa 1-3 3amicHuMKamu, WO
BNOMpaloTh 3

(1) aTom ranoreHy (Hanpuknag, atom Topy), i

(2) Cyis amkokcu (Hanpuknag, MeTOKCW) HeobOB'A3KOBO 3amiwleHun 1-3 atoMamu ranorely
(Hanpuknag, atom Topy);

[nepeBaxHoO rpyna npegcraBrneHa

S

€ rpynor npeancraBieHo
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(R22)p

A
N ‘
R21

ae

R?' € Cy.5 ankinbHa rpyna (Hanpuknaa, MeTun, i3onponin) HeoBoB'SI3KOBO 3aMmilleHa riapokcu abo
C1.6 ankokcu (Hanpuknag, MeTokcu),

R*¢e

(1) aTom ranoreHy (Hanpuknag, atom Topy), abo

(2) HeoboB'A3koBO ranoreHoBaHa Cig ankokcu rpyna (Hanpuknag, MeTokcu) (nmepeBaxHo
HeoboB'A3KOBO 3amilleHa 1-3 aTomamu ranoreny (Hanpuknag, atom dTopy)),

p € uinum yncrnom 1 abo 2J;

Z' e CH;

Z’e rpynoto NpeacTaBfieHoo CR*, peR”¢

(1) C,¢ ankokcw rpyna (Hanpuknag, METOKCH),

(2) Czg umknoankineHa rpyna (Hanpuknag, umknonponin), abo

(33) C1.6 ankinbHa rpyna (Hanpvknag, MeTun);

Z°eCH;i

B € nipugmHoBe kinbLe.

CneundpivHnmn npuknagamm Cnonykum (1) € Cnonyku Mpuknagis 1-280.

Mpuknagammn coni cnonykun npeactasneHoi dopmynoto (1) € coni meTanis, coni amoHito, coni 3
OpraHi4HOK OCHOBOIO, COSi 3 HEOPraiHYHOK KUCMOTO, COfi 3 OPraHi4yHOK KUCIOTO, COJli 3 OCHOBHOO
abo K1Cror aMiHOKUCMOTOH i T.i.

MepeBaxHUMK NpukNagamMu cosli 3 MeTanoM € coni NYXHUX MeTanis, Taki Sk Taki 9K coni HaTpito,
coni kanito i T.i., coni Ny>XHo3eMenbHUX MeTaniB, Taki 9K Coni KanbLito, coni marHito, coni Gapito i T.i.,
coni antoMiHito i T. i.

MepeBaxHUMM MNpuUKNagM Ccofel 3 OpraHidyHO OCHOBOK € CONi 3  TpPUMMETMNaMiHOM,
TpuetunamiHoMm, MipUAMHOM, MIKOMIHOM, 2,6-NITUAMHOM, €TaHofaMiHOM, AieTaHonamiHOM,
TpMeTaHONaMIHOM, LMKINOrekcunamiHomM, guuuknorekcamnamiHom, N, N-gubeHsunetuneHgiamiHoM i
T.i.

lMepeBaxHUMKU NpuknNagamun coni 3 HEOPraHidHOK KUCINOTOK € COMi 3 XITOPBOAHEBOKO KUCMOTOH,
OpOMBOAHEBOIO KACMOTO, a30THOK KUCMOTO, Cip4aHOK KMCNOTOK, POCHOPHOIO KACMOTOH i T.i.

lMepeBaXxHUMKU NpuKagaMy CoMi 3 OPraHivyHOK KUCMOTOK € CONMi 3 MYPAaLUMHOK KUCMOTOH,
OLTOBOK KUCMOTOW, TPUPTOPOLITOBOK KUCMOTOK, (PTaneBok KUCIOTOK, hyMapoOBOK KUCNOTOH,
LLABMNEBOK KUCIOTOK, BUHHOK KUCIOTOK, MarneiHOBOK KUCMOTOW, JIMMOHHOK  KUCIIOTOH,
OypLUTMHOBOIO KUCMOTOHO, A6nyYHOoo KMCMOTOHO, MeTaHCyrnbOHOBOK KMCMOTOH0,
©eH30ncynbGOHOBOI KNCINOTOK, MN-TOMNYONCyNb(OHOBOK KUCIOTOK i T.i.

MepeBakHUMM NpuUKIagamum coni 3 OCHOBHOK aMIHOKMCIIOTOK € COni 3 apriHiHOM, Mi3UHOM,
OPHITUHOM i T.i.

MepeBaxxHMK NpUKNagamMy cori 3 KUCIOK aMiHOKUCIOTO € COori 3 acnapariHoBOK KWCMOTOH,
rAOTaMiHOBOK KUCIOTOHO i T.i.

Cepep 3ragaHux BuLle conen, hapmMaueBTUYHO NMPUNHATHI COJi € NepeBaXKHUMMU.

Mponikapceka ¢opma cnonyku (1) o3Ha4yae cCnonyky, WO MNEepeTBOPOETLCA Ha crnonyky (1)
3aBASKM peakuil 3 (PepMEHTOM, LUSTYHKOBOK KWUCIIOTOK i iM MogibHoro 3a disionoriyHnx ymoB B
XvMBOMY Tini, TOOTO, cnomyka, WO MepeTBOPIETbCA Ha crnonyky (1), nig Aielo depmeHTHOro
OKWUCIEHHS, BIOHOBMEHHS, rigponisy i T.i., i cnonyka, WO NepeTBOPHETLCA Ha cronyky (1) 3aBasaku
rigponisy i T.i. Nig gieto WyHKOBOT KUCMNOTK i T.i.

Mpuknagom nponikapcebkoi ¢opmu cnonyku (1) € cnonyka, Ae amiHorpyna cnonykm (1) €
auunNbOBaHoOM, arnkinosaHotw abo docchopunboBaHo (Hanpuknag, cnomnyka, e amiHorpyna Cronyku
(1) € 3amiLLEeHOI eiko3aHOINoM, anaHinom, neHTunamiHokapboHinom (5-metTnn-2-okco-1,3-giokconeH-
4-in)meToKkcnkapOOoHiNoM, TeTparigpodypaHinoM, niponigunMeTunom, niBanoirokCUMeTUnIoM, TpeT-
Oytmnom, i T..); crnonyka, ge rigpokcurpyna cnonykun (1) € auuMnboBaHO, askiflbOBaHOM,
docgopunboBaHoto abo ©OopoBaHOK (Hanpuknag, cnonyka, ge rigpokcurpyna cnonyku (1) €
3aMilleHol  aueTurioMm, nanbMIiTOINOM, MNPOMNAaHOoINOM, MiBasnoIfioM, CYKUMHINIOM, ymapunom,
anaHinom abo guMmeTuMnaMmiHOMeTuUnKapOoHinom); i cnonyka, ae kapbokcunbHa rpyna cronyku (1) €
ectepudpikoBaHol abo amigoBaHOW (Hanpuknagd, crnonyka, ae kapbokcunbHa rpyna cnonyku (1) €
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3aMilleHO  eTurnoBMM  ecTepoM, (DEHINoOBUM  €CTepoM, KapbOOKCMMETUIIOBMM  €CTepoM,
AnMeTunamiHoMeTUNoBMM €eCcTepom, niBanoinoKCUMeTUNOBUM eCcTepom,
€TOKCMKapOOHINOKCNETUOBMM ecTepoM, bTanignnosum ectepom, (5-meTtun-2-okco-1,3-giokconeH-4-
iN)METUNOBUM €CTEPOM, LIMKITOreKCUITOKCUKapOOoHiNeTnnoBmMmM ectepom abo MmeTtunamigom); i im
nogioHi. Cepead HWX, NepeBaXXHO BUKOPUCTOBYBAHOK € cronyka ecTepudikoBaHa Cig ankinom
(Hanpuknag, meTunom, eTunom, Tpet-oytunom i T.i.). Lli cnonykn moxHa ogepxatn 3 cnonyku (1) 3a
cnocobamu BigoMmMmMmn 6e3nocepeaHbO.

Mponikapcbkoto dopmoto cnonyku (1) moxe Byt cnonyka, WO NepeTBOPOETbCA Ha cnonyky (1)
3a gigionoriyHux ymos sk onucaHo B IYAKUHIN no KAIHATSU (Development of Pharmaceuticals),
Vol.7, Design of Molecules, p.163-198, 1990, Ony6nikoBaHo HIROKAWA SHOTEN.

KoxxeH cumBon cnonyku B HacTtynHux Cxemax peakuin € TakMM sik BU3HAYEHO BULLE, SIKLLIO He
BkasaHo iHwe. KoxHa cnonyka onucaHa B HacTynHux Cxemax peakuin moxe 6ytu y popmi coni goku
BOHa He iHribye peakuito. MNpuknagamu coni € coni nogibHi An coni cnonykn (1).

Cnonyky, ogepxaHy Ha KOXHil cTagii, MoXHa BukopucTatm 6e3nocepeaHb0 Ha HACTYMHIN peakuii
SIK peakuifiHy cymill abo K HEOYMLLEHUA MPOAYKT, abo MOXHA TaKOoX BUAINWUTKM i3 peakuifHOI cyMmilli
3rigHo i3 3BMYaMHUMM CnocoboM, i MOXHA TaKOX Ferko O4YMCTUTK 3a AOMOMOroH CnocobiB OYNLLEHHS
(Hanpvknag, nepekpucTaniaadisi, neperoHka, xpomatorpadist i 1.i.).

Hani onucyroTbest cnocobu ofepXaHHSA CNOMyKu NpeacTaBneHOro BUHaxXoay.

Cnonyka (1) (cnonyka (1a) i cnonyka (1b) Ha HacTynHi Cxemi peakuii 1) MOXXHa ofepXaTu 3rigHO
i3 cnocobom Bigomnm 6e3nocepeHbO, Hanpuknag, 3a AONOMOrol crnocody oAepkaHHs NoKa3aHoro
Ha Cxema peakuii 1 - Cxema peakuii 7 abo cnocobom aHanorivyHMm nomy.

B koXHOMY 3 HacTynHuWx CnocobiB oaep)KaHHs, KOXHa BMXigHa Cnonyka, BMKOPMCTOBYBaHa A5is
opepxaHHsa Cnonyku (1), moxe 6yt y dopmi coni. Mpuknagamm conen € coni aHanoriyHi 4o conen
Cronyku (1).

KoxHy BMXigHY Cnonyky, BUKOPWCTOBYBaHy ANS ogepxaHHs crnonyku (1), MOXHa BukopucTaTtu
Oe3nocepeHbO Ha HaCTYMHIN peakuii Sk peakuiiHy cymill abo sik HeouuLen NpoaykT, abo MoXHa
TaKoX BUAINWTK i3 peakuiHOI CyMmilli 3rigHO i3 3BMYaiHMMK CNOCOBOM, | MOXHA TaKoX JTIErkO OYUCTUTU
3a [OoMnoMorolo cnocobiB OYULLEHHST (Hanpuknag, eKCTprakuis, KOHUEeEHTPYBaHHs, HenTparnisadis,
GinbTpyBaHHS, MNeperoHka, nepekpucranisauid, xpomartorpadia i T.i.). [Npuknagamu po3dYNHHUKIB,
BMKOPUCTOBYBAHWX ANS 3ragaHoi Bulle nepekpucTanisauii, € Boga, COMPTW, eTepu, BYrneBOAHi,
amigu, ranoreHoBaHi BYrneBOAHI, HITPUMNK, KETOHU, ecTepu, CcynbdOoKCUAM, opraHivyHi KUCroTK i T.i. Ll
PO3YMHHUKM MOXYTb OYTM BMKOPUCTAHI OKpemo abo mMoxe OyTu 3miwaHo aBa abo Ginblie BuaiB
PO3YMHHUKIB B MpuaaTHOMY cCniBBigHOLWEHHI, Hanpuknag, 1:1-1:10. Kpim Toro, cnonyku Ha Cxemax
peakuin MOXyTb OyTU KOMEPUIAHO AOCTYNHUMU abo MOXYTb OAEpPXyBaTMCb 3rigHO i3 cnocobom
BigoMmmM 6e3nocepenHbo abo cnocobom aHanoriyHMm nomy.

Konn Cnonyka (1) i npomikHe Aans opgepXaHHa crnonykn (1) mawTb nepeTBoploBaHy
dyHKUiOHanbHY rpyny (Hanpuknag, kapbokcunbHa rpyna, aMmiHoO rpyna, rigpokcu rpyna, kapboHinbHa
rpyna, mepkanto rpyna, Ci¢ ankokcu-kapboHinbHa rpyna, Ce.14 apunokcu-kapboHineHa rpyna, C;.g
aparnkinokcu-kapboHinbHa rpyna, cynbdo rpyna, aTom ranoreHy, HeoboB'sa3koBo ranoreHoBaHa Cig
arnkincynbOoHINoKCK rpyna, uiaHo rpyna, aMiHokapOOHinbHa rpyna, 6opunbHa rpyna i T.i.), MoXHa
ofepXaTu pi3Hi CMoNyK LUNSXOM NEpPeTBOPEHHS Takoi OYHKLiOHANbHOI rpynu 3rigHo i3 cnocobom
Bigomum 6e3nocepenHbo abo cnocoboM aHanoriyHUM oMy .

KapbokcuneHa rpyna wmoxe OyTv nepeTBopeHa, Hanpuknag, peakuigamn, TakMMmu Sk
ectepudikauisi, BiAHOBIEHHS, aMifyBaHHS, 3BOPOTHA peakuis 00 HeOOOB'A3KOBO 3axXMLLEHOI aMiHO
rpynu i T.i.

AmiHO rpyna moxe OyTM nepeTBOpeHa, Hanpuknag, peakuigMmu, TakuMu SK amigyBaHHS,
CYNb(OHINIOBaHHA, HITPO3YBaHHSA, ankinyBaHHs, apunioBaHHs, iMigyBaHHSA i T.i.

lpgpokcu rpyna moxe OyTu nepeTBOpeHa, HaNpuknazg, peakuismu, TakuMu sk ecTepudikauis,
KapbamointoBaHHS, CyrNb(OHINIOBaHHSA, ankinyBaHHs, TOPYBaHHS, apuIlOBaHHsl, OKWUCHEHHS,
ranoreHyBaHHs i T.i.

KapOoHinbHa rpyna moxe OyTn nepeTBOpeHa, Hanpuknag, peakuisiMvi, TakuMn siK BiHOBIEHHS,
OKUCHEHHS, (PTOpYBaHHS, iMiHYBaHHSA (BKMOYaO4M OKCUMYBaHHS, rigpa3oHyBaHHS), (Tio)keTanisauis,
arnkinigeHyBaHHs, TiOKapOOHINOBaHHS i T.i.

MepkanTo rpyna Moxe OyTW nepeTBOpeHa, Hanpuknag, peakuisMmu, Takumu sk arnkinyBaHHS,
OKUCHEHHS i T.i.

Cis ankokcu-kapboHinbHa rpyna, Cg.4 apunokcu-kapboHinbHa rpyna i Ciqs apankinokcu-
KapOoHinbHa rpyna Moxe OyTu nepeTBOpeHa, Hampuknag, peakuismu, TakMMu SK BiZHOBMEHHS,
rigponis i T.i.

Cynbcbo rpyna Moxe OyTm nepeTBOpeHa, Hanpukniag, peakuigmu, TakuMu  §K
CynbgoHaMigyBaHHS, BiGHOBIEHHS i T.i.
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ATOM ranoreHy Moxe OyTW nepeTBOpPEHW, Hanpuknag, 3a [AOMOMOrol pPi3HUX peakLin
HYKNeominbHOro 3amilLleHHs, pi3HNX peakLin kKoHaeHcaLil i T.i.

HeoboB'A3koBo ranoreHoBaHa Cig ankincynb@oHINoKcKM rpyna moxe OyTn nepeTBopeHa,
Hanpuknag, 3a A0MNOMOroH Pi3HUX peakuin HyKNeodinbHOro 3amillleHHs1, Pi3HMX peakuin KoHaeHcauil i
T..

LliaHo rpyna moxe OyTn nepeTBopeHa, Hanpuknag, peakuigsmu, TakuMn gk BiQHOBNEHHS, Maponi3 i
T.i.

AMiHOKkapOoOHinbHa rpyna Moxe ©OyTuM nepeTBOpeHa, Hanpuknag, peakuisMui, Takumu $K
aerigparauisi, BigHOBMNEHHS i T.i.

BopvneHa rpyna moxe OyTn nepeTBOpeHa, Hanpuknag, OKUCHEHHSIM, PiSHUMKU peakuismu
KOHAeHcauii i T.i.

B KOXHiN i3 3ragaHux BuLLE peaLikiin, Konu CnonyKy OAepXYyloTb Y BifbHIN opMi, BOHa Moxe ByTn
nepeTBoOpeHa Ha Cifb 3a AONOMOro 3BuYanHoro cnocoby. Konv BoHa OAepXyeTbCs SK Cifnb, BOHa
MOxe ByTu nepeTBOpeHa Ha BinbHy oopMy abo iHLLY Cinb 3a 4OMOMOroK 3BU4anHOro cnocooby.

lMepeTBOpPEHHA UUX (YHKLIOHANbHUX FPyn MOXHa MpPOBECTU 3rigHO i3 crnocobom BigomMuMm
OeanocepenHbo, Hampuknag, 3a cnocodom onucaHum B Comprehensive Organic Transformations,
Second Edition, Wiley-VCH, Richard C. Larock, abo T.i.

B KoxHi peakuii B cnocobi opepxaHHs cnonyku (1) i KOXHIM peakuii CUHTE3y BMXiOHMX
MaTepianiB, KONMW BWXigHa cMonyka Mae amiHo rpyny, kapOoKcunbHy rpyny, rigpokcu rpyny,
KapOoHinNbHy rpyny abo mMepkanTo rpyny sk 3amiCHUK, B Li 3aMiCHUKM Moxe OyTn BBedeHa 3axucHa
rpyna, Lo 3a3Bu4yan BMKOPUCTOBYETLCA B NENTUAHOMY CuHTESI i T.i. [pn BMaaneHHi 3axucHoil rpynu,
AKLLO HeObXigHO Micnsa peakuii, MOXHa ogepKaTu LifibOBY CMOYKY.

Mpuknagamn amiHo-3axucHOI rpynu € dopminbHa rpyna; i Cpe ankin-kapboHinbHa rpyna
(Hanpuknag, aueTtwun, etTunkapboHin i T.i.), deHinkapboHineHa rpyna, Ci. ankin-okcukapboHinbHa
royna (Hanpuknag, MeToKcukapboHin, eTokcukapBoHin, TpeT-byTokcmkapborin (Boc) i T.i.),
aninokcukapboHineHa (Alloc) rpyna, deHinokcukapboHineHa rpyna, ¢ryopeHinmMeToKkcMKapOoHinbHa
(Fmoc) rpyna, C;.1o apankin-kapboHinbHa rpyna (Hanpuknag, 6eHaunkapboHin i T.i.), C7.19 apankin-
okcukapboHineHa rpyna (Hanpuknag, OeHsunokcukapbodin (Z) i T..), C;io apankinbHa rpyna
(Hanpuknag, ©eH3un i T.i.), 2-(TpumeTtuncunin)etokcumetunbHa (SEM) rpyna, TputunbHa rpyna,
dTanoineHa rpyna, N, N-gumeTunamiHomeTuneHoBa rpyna, aninbHa rpyna i T.., KOXHa 3 sKux
HeOOOB'I3KOBO Ma€ 3aMiCHUK(M), i T.i. AK Ui 3aMiCHMKM BWKOPWUCTOBYIOTb (DEHINBHY rpyny, aToMm
ranoreHy (Hanpuknag, dTop, xnop, 6pom, wogd i T.i.), Cie ankin-kapboHinbHy rpyny (Hanpuknag,
mMeTunkapboHin, etunkapboHin, 6yTunkapboHin i T.i.), HITPO rpyny i T.i., i KiNbKICTb 3aMiCHUKIB €
npmbnmsHo 1-3.

Mpuknagamn kapbokcun-3axucHoi rpynn € Ciq ankineHa rpyna (Hanpvknag, MeTun, eTun, H-
nponin, isonponin, H-6yTun, TpeT-6yTnn i T.i.), aninbHa rpyna, 6eH3unbHa rpyna, eHinbHa rpyna,
TpUTWUMbHA rpyna, TpiankincuninbHa rpyna i T.i., KOXHa 3 SIKMX HeODOB'AI3KOBO Mae 3aMiCHUK(M). AK Ui
3aMICHMKM BMKOPUCTOBYIOTb aTOM raroreHy (Hanpwvknag, dtop, xnop, 6pom, nog i T.i.), popMinbHy
rpyny, Ci.s ankin-kapOoHinbHy rpyny (Hanpuknag, auetur, eTunkapboHin, 0yTunkapOoHin i T.i.), HiTpo
rpyny i T.i., i KiNbKICTb 3amiCcHUKIB € NpubnunsHo 1-3.

Mpuknagamu rigpokcu-3axmcHoi rpynn € Cy ¢ ankinbHa rpyna (Hanpuknag, MeTun, eTun, H-nponin,
isonponin, H-6yTun, TpeT-6yTnn i T.i.), C7.10 apankinbHa rpyna (Hanpuknag, 6eH3un i T.i.), dopminbHa
rpyna, Cy.¢ ankin-kapboHinbHa rpyna (Hanpwvknag, auetun, eTunkapboHin i 1.i.), 6eHsoinsHa rpyna, Co.
10 aparnkin-kapboHinbHa rpyna (Hanpwknag, ©eHswnkapboHin i T.i.), TeTparigponipaHinbHa rpyna,
dypaHinbHa rpyna, cuninbHa rpyna i T.i., KOXHa 3 sKMX HEODOB'A3KOBO Mae 3aMiCHMK(M). AK Ui
3aMiCHUKM BUKOPUCTOBYKOTb aTOM ranoreHy (Hanpuknag, dTtop, xnop, 6pom, og i T.i.), C1.¢ ankineHy
rpyny (Hanpuknag, MeTun, eTun, H-nNponin i T.i.), peHinbHy rpyny, C;.1o apankinbHy rpyny (Hanpuknag,
BeH3un i T.i.), Cy1.¢ ankokcu rpyny (Hanpvknag, METOKCK, €TOKCU, H-MPOMOKCK i T.i.), HITPO rpyny i T.i., i
KiNbKICTb 3aMicHUKIB € NpnbnuaHo 1-4.

Mpuknagamu 3axuLleHol KapOOoHINbHOI rpyny € UMKNiYHWMIA aueTanb (Hanpuknag, 1,3-aiokcaHn),
HeuuKniYHWM aleTanb (Hanpuknagd, an-Cq ¢ ankinawuerans) i T.i.

Mpuknagamu mepkanTo-3axucHoi rpynu € C g ankineHa rpyna, eHinsHa rpyna, TpUuTtuUnbHa rpyna,
C-.10 @apankinbHa rpyna (Hanpuvknag, 6exsun), C,¢ ankin-kapboHinbHa rpyna, 6eH3oinbHa rpyna, C;.qg
aparnkin-kapboHinbHa rpyna (Hanpwuknag, 6eHsunkap6oHin), Cie ankokcu-kapboHinbHa rpyna, Ce.is
apurnokcu-kapboHinbHa rpyna (Hanpuknag, deHinokcukapooHin), C;.4 apankinokcun-kapboHinbHa
rpyna (Hanpuknag, 6eH3unokcmkapboHin, 9-dnyopeHinmeTokcukapboHin), 2-TeTparigponipaHinbHa
rpyna, C,.¢ ankinamiHo-kapboHinbHa rpyna (Hanpuknag, MeTunaMiHoKapOOoHin, eTunamiHokapOoHin) i
T.i. Lli 3axucHi rpynu € HeoOOB'A3kOBO 3aMilleHMMy 1-3 3aMiCHMKaMu, WO BMOMpalTb 3. aToM
ranoreHy, C,.¢ ankinoHa rpyna, C,.¢ arnkokcu rpyna i HiTpo rpyna.
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Lli 3axucHi rpynn BBeaeHi i BuaaneHi 3a cnocobom BigoMmym 6es3nocepefHbO, Hanpwuknag, 3a
cnocobom onucaHum B Greene's Protective Groups in Organic Synthesis, 4™ Edition, Wiley-
Interscience, Theodora W. Greene, Peter G. M. Wuts a6o T1.i. CneundiyHo, Mmoxxe OyTn BUKOpUCTaHUIA
crnoci® 3 BUKOPUCTAHHAM KUCIIOTW, OCHOBW, YrbTpadioneToBOro BWUMPOMIHIOBAHHS, rigpasuHy,
deHinrigpasvHy, N-metungutiokapbamarty Hatpito, doTopuay TeTpabyTunamoHito, aueTaty nanagito,
Tpiankincuninranoigy (Hanpuknag, TPMMeTuncuninioana, TPUMeTUncunindépomia) i 7.i., BiGHOBNEHHS i
T.i.

Konu cnonyka (1) npucyTHs sik koHdpirypauinHuiA isomep, giactepeomep, KOHOOpPMeEp i T.i., KOXeH
Moxe OyTu BuaineHum 3a gonomorol Bigomux cnocobis. Konu cnonyka (1) mae ontuyHui isomep,
pauemaTu MOXHa po34invMTu 3a JONOMOro 3BMYaHMX CNOCOBIB PO3AiNeHHs, 3aBASIKU BUKOPUCTAHHIO
ONTUYHO aKkTMBHUX GhopM ((+) popma, (-) chopma).

Konu cnonyka (1) mae onTtuyHWiA i3omep, CTepeoizomep, NO3uLinHUIA i3omep, poTamep abo
TayToMep, BOHU TaKOX OXOMIIOITLCA Cronykow (1) i MoxyTb ByTM odepxaHi Sk iHAMBIAyanbHUN
NPOAYKT 3rigHO i3 cnocobamu CMHTe3Y | po3aineHHs BigoMummn 6esnocepeaHso.

Hanpwuknag, cnocobom onTUYHOro po3ainieHHs Moxe 6yTu crnocib Bigomuin 6e3nocepeaHbo, Takui
SK opakuinHa nepekpucTanisauisi, BAKOPUCTaHHA XipanbHOI KONOHKN, BUKOPUCTAHHS AiacTepeomepy i
T.i.

1) ®pakuinHa KpucTanisauis

Cnocib, B sikoMy YTBOPKETLCA Cifb paulemaTty 3 ONTMYHO aKTMBHOK CMOMnykow (Hanpuknag, (+)-
mMurganeHa kucnota, (-)-murganbHa KucnoTa, (+)-BMHHaA Kkucnota, (-)-BUMHHA kucroTa, (+)-1-
deHeTunamiH, (-)-1-deHeTunamid, UMHXOHIH, (-)-UMHXOHIAMH, OpyumH i T.i.), SKy BiOOKPEMMIOTb
dpakuinHo nepekpucTanisauieto, i skwo ©OaxaHo, cnocib BKkMYae cTagilo HewTpanisauii 3
ofepXXaHHAM BiflbHOrO ONTMYHOTO i30Mepy.

2) XipanbHa KofnoHka

Cnocib, ne pauemat abo MOro Cinb HAHOCATb B KOMOHKY ANSA PO3AiNeHHs ONTUYHOrO i3oMepy
(xipanbHa KonoHKa) 3 HaCTYMHWM PO34iNeHHAM. Y BUMagKy piavHHOI xpomaTtorpadii, Hanpvknag,
CYMilll ONTUYHUX i30MepPIB BHOCATb B XipamnbHy KonoHky, Taky sk ENANTIO-OVM (BurotoBnsieTbes
Tosoh Corporation), cepis CHIRAL (BurotoBnsetbca Daicel Chemical Industries, Ltd.) i T.i., i
NpoMMBaKTb BOAON, pi3HUMKM Oydepamu (Hanpuknag, docdatHun Oydep i T.i.) i opraHidHMMM
PO34YMHHUKaMM (Hanpuknaa, eTaHos, MeTaHor, i30MponaHos, aueToHITpun, TpudTopoLTOBa KMCMOTA,
AdieTunamid i T.i.) okpemo abo cymilwo NS BiJOKPEMITEHHSI OMTUYHOMO i30Mepy. Y BUMNAAKy rasoBoi
xpomaTtorpadii, Hanpuknag, 4N po3aineHHss BUKOPUCTOBYIOTb XipanbHY KOMOHKY, Taky sk CP-Chirasil-
DeX CB (surotosnsetbcsa GL Sciences Inc.) i T.i.

3) Oiactepeomep

Cnocib, B skomy paueMiyHy CyMmill NnepeBOoAsTb Y AiacTepeoMepHy CyMmill 3a AONOMOroH XiMiYHOI
peakuii 3 ONTUYHO-aKTUBHUM peareHToM, i AK1A Jae OKpeMy PeYvOBMHY MICMs 3BUYAMHOIO PO3diNeHHs
(Hanpuknag, dpakuinHa Kpuctanisauis, xpomaroropadis i T.i.) i T.., i niggatTs XimiyHin 06pobu,
Takin Ak rigponia i T.i., ANS BiAOKPEMIEHHSA OMTUYHO aKTUBHOIO peareHTy, O4epXXYyun TakuM YUHOM
OoNTMYHWI i3oMep. Hanpuknag, konu cnonyka () abo cnonyka (IA) mictuTb rigpokcu, abo NepBUHHY
abo BTOPUHHY amiHOrpyny B MOMEKYIi, CMOMYKYy i ONTUYHO aKTUBHY OpraHivyHy KUCoTy (Hanpwknag,
MTPA [a-meTokcn-a-(TpudbTopmeTunn)deHinouToBa Kucnotal, (-)-MeHToKcMoLToBa KucnoTa i T.i.) i T.i.
nigoalTb peakuii KOHOEHCYBaHHS 3 OOepXaHHSAM [iacTepeoMepiB ecTepy cronyku abo amigy
cnonykw, BignoeigHo. Konu cnonyka (1) mae kapOOKCUNbHY rpyny, L0 CAOMYKY i ONTUYHO aKTUBHUM
aMiH abo HeoDbOB'A3KOBO aKTMBHUW CNUPT NiggalTb peakuii KOHOEHCYBaHHS 3 OLEPKaHHAM
giactepeomepiB amigy crnonyks abo ectepy cnonyku, BignosigHo. Bigokpemnenun piactepeomep
NnepeTBOPIOTbL HA ONTUYHUIA i30MEP OpPUriHaNBHOI CMONYKN BUKOPUCTOBYIOUMN KMCIIOTHUIA rigponi3 abo
OCHOBHWIA rigponis.

PoO3uMHHKMK, KMcCrnoTa i OCHOBa 3rafgaHi B crnocobax OAepXaHHs Chonyku npenCcTaBrieHoro
BMHaxXo4y pPO3KpuBaloTLCA Aani.

Mpuknagamu "posumHHuka" € ‘"cnuptn", "eTepu", "ByrnesogHi", "amigu", "ranoreHoBaHi
ByrnesodHi", "HiTpunn", "ketoHun", "ectepun", "cynsdokcuaun”, "soga" i T.i.

Mpuknagamm "cnupTiB" € MeTaHor, eTaHor, 1-nponaHon, 2-NponaHor, TPeT-6yTnnoBuiA CnupT i T.i.

Mpuknagamn "eTepiB" € AieTMnoBui eTep, AdiisonponinoBuin etep, AUMEHINoBUA eTep,
TeTparigpodypaH, 1,4-giokcaH, 1,2-AMMeTOKCUETaH, TPET-OYTUNMETUNOBUIA eTep i T.i.

Mpuknagamu "ByrneBogHiB" € 6eH305, TOMyos, UUKIOrekcaH, rekcaH, neTponenHun eqip i T.i.

Mpuknagamn "amigis" € N, N-gumetundopmamia, N, N-gumetmnauvetamig, N-meTunniponigoH,
Tpunamig rekcametundpocdopy i T.i.

Mpuvknagamu "ranoreHoBaHUX BYrNeBOAHIB" € ANXIOpMETaH, XfiopodopMm, TeTpaxnopug Byrneuo,
1,2-guxnopeTaH, xnopbeHson, 6eH3oTpudTopUg i T.i.

Mpuvknagamu "HITpUnNIiB" € aLeTOHITPUA, NPONIOHITPUI i T.i.
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Mpuknagamn "KeTOHIB" € aLeTOH, ETUNIMETUIKETOH i T.i.

Mpuknagamu "ectepis" € eTunaueTar, TpeT-6yTunavueTaT i T.i.

Mpuknagamun "cynbcokenais" € aumeTuncynbgokeng, i T.i.

Mpuknagamun "kncnotun" € "opraHivHi kucnotn", "mMiHepaneHi kncnotun", "kucnotn Jloica” i T.i.

Mpuknagamn "opraHiyHUX KUCOT" € MypallMHa KMCroTa, ouTOBa KMCNoTa, NponioHoBa KUCIOTa,
TpudpTopoLTOBa KWUCMNOTa, JIMMOHHA KMCMOTa, MeTaHCynb(OHOBa KUCroTa, MN-TONyoncynbdOoHOBa
Kucnota i T.i.

Mpuknagamn "MiHepanbHUX KUCAOT" € XNopBOAHEBA KMCHOTa, CipyaHa KucnoTa i T.i.

Mpuknagamu "kncnot Joica" € Tpuxnopua 6opy, Tpmbpomig 6opy i T.i.

Mpuknagamn "ocHoBK" € "HeopraHivyHi ocHoBK", "OCHOBHI coni", "apomMaTuyHi amiHW", "TPETUHHI
amiHn", "rigpnaun nyxHoro mnetany", "nyxHi metanun", "metanamigun", "ankinmetanu", "apunmetanu",
"ankokcugu metanis" i T.i.

Mpuknagamn "HeopraHiYHMX OCHOB" € TrigpOKCMAO HaTpito, MAPOKCWA Kanito, rigpokcmg niTito,
rigpokcug 6apito i T.i.

Mpuknagamn "ocHOBHUX conel" € kapboHaT HaTpito, kapboHaTy kanito, kapboHaT uesito,
rigpokapboHaT HaTpito, aueTaT HaTpito, aueTaT aMOHito i T.i.

Mpuvknagamn "apomMaTMyYHUX amiHiB" € NipuanH, 2,6-NITUANH i T.i.

Mpuknagamn "TPeTMHHMX aMmiHiB" € TpuetunamiH, TpunponinamiH, TpubytunamiH, N, N-
giisonponinetTunamid, uuknorekcungumetTunamin, 4-gumetunamidonipygud, N, N-gumetunadinid, N-
MeTtunninepnauH, N-metunniponiguH, N-metunmopdoni, 1,8-giasabiunkno[5.4.0lyHaeu-7-eH i T.i.

Mpuknagamu "rigpuaiB Ny>xHMx meTanis" € rigpug HaTpito, riapva Kanito i T.i.

Mpuknagamu "nyxHUx meTanis" € HaTpin, NiTiK, Kanin i T.i.

Mpuknagammn "meTanamigis" € amig HaTpito, giisonponinamig niTito, rekcameTunamcunasug nitito i
T.i.

Mpuknagamm "ankinmetanis" € 6yTnnniTin, BTOp-6yTUNNITIA, TPET-6yTUNNITIA i T.i.

Mpuknagamun "apunmeTtanis" € peHinniTin i T.i.

Mpuknagamu "ankokcuaie MeTanis" € MeTokcua HaTpito, eTOKCUA HaTpilo, TpeT-byToKkeua HaTpito,
TpeT-byToKCMa Kanito i T.i.

Cronyky (1) MoxHa ogepxaTu, Hanpvknag, 3rigHo i3 cnocobom MokasaHWM Ha HacTynHin Cxemi
peakuii 1 abo cnocobom aHanoriyHum nomy.

Cxewma peakuii 1

NGO, R R? L , ©
1 NH, R
2121-.N OR* Z‘\Z,-N L
@ @ (] {11y
lCTa,D,iH 1 lCTaAiH 6
NO, o 1
ﬂ B n Q
s o 27 OR*
N R R? 3 RZ
Zz\z1.N 22‘21_,N R* R
@ 2}
R
lCTa,D.iFl 2 “NH; |CrTagia 7
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ne R* € HeoBoB's3koBO 3amilleHa Cig ankinbHa rpyna, R € HeoboB'a3koBo 3amiwieHa Cig
ankineHa rpyna abo amiHo-3axucHa rpyna, L' i L? € KOXeH He3anexHo rpyna, Lo BigxoauTb, i iHLWi
CYMBOIN € TAaKUMM SIK BUSHAYEHO BULLE.

Mpuknagamn amiHo-3axucHoi rpynn ans R e dopminbHa rpyna; Cie ankin-kapboHinbHa rpyna
(Hanpuknag, aueTtun, eTunkapboHin i T.i), deHinkapboHineHa rpyna, Cig ankin-okcnkapboHinbHa
rpyna (Hanpuknag, MeTOKCUKapOOHin, eTokcukapOboHin, TpeT-6yTokcukapboHrin (Boc) i T.i),
aninokcukap6oHineHa (Alloc) rpyna, deHinokcnkapboHinbHa rpyna, dryopeHinMeTokcukapboHinbHa
(Fmoc) rpyna, C-.19 apankin-kapboHinbHa rpyna (Hanpuknag, 6eH3un kapboHin i T.i), C;.1o apankin-
oKkcukapboHineHa rpyna (Hanpuknag, O6eHsunokcukapboHin (Z) i T.), C;i0 apankineHa rpyna
(Hanpuknag, 6eH3un i T.), 2-(Tpumetuncunin)etokcumetun (SEM) rpyna, TpuTunbHa rpyna,
dTanoineHa rpyna, N, N-gumeTunamiHomMeTuneHoBa rpyna i aninbHa rpyna, KoXHa 3 SKUX
HeobOB'A3KOBO Mae  3amicHuK(M), i T.. AMIHO-3aXMCHOK Tpynow € nepeBaxHo 24-
anmeTtokenbeHsunobHa (DMB) rpyna abo 2-(TpumeTtuncunin)etokcumetunbHa (SEM) rpyna.

Mpuknagamu rpynu, WO BigxoauTb, Ans L~ € atom ranoreHy, HeoboB'ss3akoBo ranoreHoBaHa Cig
ankincynbdoHinokcn rpyna, Cgio apuncynbdoHinokcn rpyna HeoboB'si3koBo 3amiwieHa Cig
ankinbHoto rpynoto(amn) i T.. [pynot, WO BiAXOAWTb, € MEpeBaXHO aTtoM ranoreHy abo
HeoboB's13KoBO ranoreHoBaHa C;.g ankincynb@OoHinoKkcu rpyna.

Mpuknagamu rpynu, WO BigxoauTb, Ans L° € atom ranoreHy, HeoboB'si3koBO ranoreHoBaHa Ci g
arnkincynbgoHIinokcn rpyna, HeoboB'A3koBO ramnoreHoBaHa Cig ankokcu rpyna, HeoboB'A3kOBO
3amiweHa apunokcu rpyna, 1-1H-imigasonineHa rpyna i T.i. ['pynoto, Wo BigXoaunTb, € NepeBaxHO
aToMm ranoreHy, 4-HiTpodeHoKeH rpyna abo TpuxnopmMeToKCHu rpyna.

Crnonykn (2), (3), (6), (10), (11), (13) i (14) moxyTb 6yTM KOMEpUiIMHO AOCTYNHUMKU abo MOXHa
Takox ogepxatu 3rigHo i3 cnocobom Bigommnm BesnocepegHbo abo cnocobom aHanoriYHMM Nomy.

<Cragis 1> Cnonyky (4) MOXHa ogepxaTu peakuieto cnonyku (2) 3 cnonykoto (3).

Kinbkictb  BukopucTOBYBaHOi cnonyku (3) 3as3Buyan ctaHoBuTb npubnusHo 0,5-20 mone,
nepeBaxHo NpubnusHo 1-10 monk, Ha 1 Mornb cnonyku (2).

Lito peakuito 3a3Bmyan NpoBoAATb B NPUCYTHOCTI OCHOBW. Npuknagamm OCHOBWU € TPETUHHI aMiHu,
OCHOBHi COfNi, KOMMSEKCW TrigpuaiB MeTaniB, ankokcuaum wMeTanis, MeTtanamigu, ankinmertanm,
apunmetanu i T.i. KinbkicTb BUKOPUCTOBYBaHOi OCHOBM 3a3BUYal CTaHOBUTbL NpubnmaHo 1-100 mone,
nepeBaxHo NpubnuaHo 1-10 monb, Ha 1 Mornb cnonyku (2).

Lito peakuito nepeBaxHo NpPoBOAATbL B PO3UYNMHHUKY iIHEPTHOMY A0 peakuii. PO3uMHHUK cneLianbHo
He OBMeXyeTbCA [OKM TPUBAE peakuis. Mloro nepeBakHUMM Npuknagamu € CnupTy, etepu, amiow,
cynboKcHMaun, TPETUHHI amiHK, 3MiLLaHI PO3YUHHUKN i T.i.

B TOM 4ac dAk vac peakuii 3MIHIOETbCA B 3aneXHOCTi Bif BUKOPUCTOBYBAHOIO peareHTy i
PO34YMHHUKA, BiH 3aranom ctaHoButb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3suyan ctaHoBuTb 0-300°C, nepesaxHo 20-150°C.

<Cragis 2> Cnonyky (5) MOxHa ogepxatu 3 cnonyku (4).

[MepeTBOpEHHSA HITPO rpynmM Ha amiHo rpyny MpoBOAATb 3rigHO i3 crnocobomM BigoMuMm
OeanocepenHbo, Hanpwuknag, 3a cnocobom onucaHmm B Reductions in Organic Chemistry, Second
Edition, The American Chemical Society, 1996, abo crnocoGom aHanori4yHMM oMy, Hanpuknag,
peakuielo TigpyBaHHs, peakuielo 3 BMKOPUCTaAHHAM MeTany abo coni metany, abo T.i. HactynHa
BHYTPILLHbOMONEKYNSApHA peakuis amigyBaHHSA ronoBHUM YMHOM NPOTIKae 3a YMOB BiAHOBIIEHHA HITPO
rpynu. Konn HeobGxigHO, us peakuis amigyBaHHS Moxe OyTuM MpuUcKOpeHa LUMAsSiXOM NigBULLEHHS
TemnepaTypu peakuii abo foaaBaHHst NpUAaTHOI KUCNOTH abo OCHOBW.

Mpuknagamu KUCNOTU € OpraHiyHi KACNOTW, MiHepanbHi kucnotu i T.i. [Npuknagamm OcCHOBU €
TPETUHHI amiHW, apomaTWyHi amiHW, Tiapuan NYXHUX MeTaniB, OCHOBHI coni i T.i. KiNbKiCTb
BMKOPUCTOBYBAHOI KACMOTU abo OCHOBM 3a3BM4Yan ctaHoBuTb NpubnusHo 0,01-100 monb, nepeBaxHo
npmbnmaHo 0,01-10 monk, Ha 1 monb crnonyku (4).

Lito peakuito nepeBakHO MPOBOAATL B PO3YMHHUKY iHEPTHOMY A0 peakuii. Po3unHHUK cneuianeHo
He 0BMeXyeTbCsl IOKM TpUBaE peakulis. Moro nepesaxHUMK NpuUKnagamn € CnvpTi, eTepu, ectepwm,
OpraHiyHi KNCNoTn, amign, aMillaHi PO3YNHHUKN i T.i.

B ToM 4ac Ak 4yac peakuii 3MIHIOETbCSA B 3aneXHOCTi Bif BMKOPUCTOBYBAHOrO peareHTy i
PO34nHHKKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3Buyan ctaHoBuTb 0-200°C, nepesaxHo 20-100°C.

<Crtagia 3> Cnonyky (7) MoxHa ofepxaTu peakuieto cnonyku (5) 3 cnonykoto (6).

KinbkicTb BUKOpUCTOBYBaHOI crnonyku (6) 3asBudan crtaHoBuTb npubnusHo 0,1-10 mone,
nepesaxHo npubnusHo 0,3-5 monb, Ha 1 Mornb crnonyku (5).

Lito peakuito MOXHa NPOBOAWTM B MPUCYTHOCTI OCHOBW. [puKnagaMmm OCHOBU € TPETUMHHI aMmiHu,
apoMaTU4Hi aMiHK, rigpuan NyXHMx meTtanis, OCHOBHi cofi i T.i. KinbKiCTb BUKOPUCTOBYBAHOT OCHOBM
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3a3Buyan ctaHoBUTb NpmMbnmaHo 1-100 monk, nepeBaxHo NpnbnusHo 1-10 Monb, Ha 1 MONb CNONyKK

(5).

Lito peakuito nepeBaxHO NpOBOAATL B PO3YMHHUKY IHEPTHOMY A0 peakuii. PO34MHHKK crievuianbHo
He 0BMeXyeTbCs oKW TPUBAE peakuis. Moro nepesakHUMI NpUKnaaammn € ranoreHoBaHi ByrnesoaHi,
apoMaTU4Hi amiHW, amign, TPETUHHI aMiHW, eTepwn, HITPUNN, ecTtepu, BYrNeBOAHI, 3MillaHi pO34YMHHUKN
i T.i.

B TOM 4yac gk 4ac peakuii 3MIHIOETbCA B 3anexHOCTi Big4 BWKOPUCTOBYBAHOIO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakujii 3a3Bnyan ctaHoBuTb -50-150°C, nepeBaxHo -20-100°C.

<Cragisa 4> Cnonyky (1a) MoxHa ogepxaTtu peakuieto cnonyku (7) 3 cnonykoto (8).

KinbkicTb BUKOpMCTOBYBaHOI cnonyku (8) 3assmyan ctaHoBUTb NpubnunsHo 1-10 monb, nepeBaxHo
npmbnmaHo 1-5 mornb, Ha 1 Monb cnonyku (7).

Lito peakuito 3a3Bmnyan NpoBoAsATb B NPUCYTHOCTI OCHOBW. [prknagamm OCHOBW € TPETUHHI aMiHu,
apoMaTu4Hi aMiHu, TigpUAM NY>KHUX MeTaniB, OCHOBHI COMi, ankokcuan MeTanis, HEOpPraHiyHi OCHOBM i
T.i. KinbkicTb BMKOPUCTOBYBaHOI OCHOBM 3a3Bu4yan CTaHOBWUTb NpubnusHo 1-100 momnb, nepeBakHO
npn6nmaHo 1-10 monb, Ha 1 monb cnonyku (7).

Lito peakuito nepeBaxHO NpOBOAATL B PO34YMHHUKY iHEPTHOMY A0 peakuii. PO34YMHHKK cneuianbHo
He 0BMeXyeTbCs oKW TPUBAE peakuis. Moro nepesakHUMI NpUKNaaammn € ranoreHoBaHi ByrneBoaHi,
apoMaTu4Hi amiHn, amign, cynbokcuaun, TPETUHHI aMiHW, eTepu, HITPWUNKU, ecTepu, BYrNeBOAHI,
3MiLlaHi PO3YMHHUKMN i T.i.

B TOM 4yac gk 4ac peakuii 3MIHIOETbCA B 3arnexHOCTi Bi BWKOPUCTOBYBAHOIMO peareHTy i
PO34YMHHUKA, BiH 3aranom ctaHoButb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3Bunyan ctaHoBUTb -20-150°C, nepeBaxHo 0-100°C.

<Cragia 5> Cnonyky (1a) MoXxHa Takox ofepxaTu peakuieto cnonyku (5) 3 cnonykoto (9).

KinbkicTb BUKOpMCTOBYBaHOi cnomnyku (9) 3a3smyan ctaHoBMTb NpnbnnsHo 1-10 monb, nepeBaxHoO
npnbnusHo 1-3 mornb, Ha 1 monb crnonyku (5).

Lito peakuito MOXXHa NMPOBOAUTM B NPUCYTHOCTI OCHOBW. [Mpuknagamv OCHOBWM € TPETUHHI amiHu,
apomMaTu4Hi aMiHu, rigpuav Ny>XHUX MeTariB, OCHOBHI COMi, MeTanamigun, ankinmeTanu, apunMmeTani i
T.i. KinbKicTb BMKOpPMUCTOBYBaHOI OCHOBM 3a3BuYai CTAHOBUTb MpubnuaHo 1-10 monb, nepeBaHO
nNpmbnmaHo 1-3 mornb, Ha 1 Monb cnonyku (5).

Lito peakuito nepeBaxHO NPOBOAATbL B PO3YMHHUKY IHEPTHOMY [0 peakuii. PO3UMHHMK cneuianbHO
He 0BMeXyeTbCs oKW TPUBAE peakuis. Moro nepesakHUMK NpUKNaaamin € ranoreHoBaHi ByrneBoaHi,
eTepu, HITpunu, amigun, cynbdoKCUaW, TPETUHHI amiHWM, apomaTUyHi amiHW, ecTepu, 3MillaHi
PO3YNHHUKM i T.i.

B TOM 4ac Ak 4ac peakuii 3MIHIOETbCS B 3aneXHOCTi Bid BWMKOPUCTOBYBAHOrO peareHTy i
PO34YMHHUKA, BiH 3aranom ctaHoButb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3Bnyan ctaHoBuTb -20-150°C, nepeaxHo 0-100°C.

<Crapgis 6> Cnonyky (12) moxxHa ogepxaTtu peakuieto cnonyku (10) 3 cnonykoto (11).

Kinbkictb BukopuctoByBaHoi cronykn (11) 3asBuyanm crtaHoButb npubnusHo 0,5-10 moneb,
nepeBaxHo NpubnusHo 1-3 monb, Ha 1 monb cnonyku (10).

Lito peakuito 3a3Bmyan NpoBOAATb B NPUCYTHOCTI OCHOBW. puknagamMmn OCHOBW € TPETUHHI aMiHu,
apoMaTu4Hi amiHW, OCHOBHI coni, rigpuan NyXXHUX MeTaniB, ankokcuau MeTanis, MeTanamigu,
ankinmetanu, apunmetanu i T.i. KinbkicTb BUKOPUCTOBYBAHOI OCHOBW 3a3BM4Yali CTaHOBUTb NPUON3HO
1-10 monb, nepeBaxHo NpubnunsHo 1-3 monb, Ha 1 Mmonb cnonyku (10).

Lito peakuito nepeBaxHO NPOBOAATb B PO3UYMHHUKY IHEPTHOMY [0 peakLii. PO34nHHMK cneuiansHo
He OBMexyeTbCsl [OKM TpuBae peakuis. Moro nepeBaxHUMW NpuKNagamu € amigun, cyrnbgokeuam,
eTepu, HiTpunu, ByrneBOHi, 3MilllaHi PO3YUHHUKM i T.i.

B TOM 4ac dk vac peakuii 3MIHIOETbCA B 3aneXHOCTi Bif BUKOPUCTOBYBAHOIO pEareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3sunyan ctaHoBuTb 0-200°C, nepesaxHo 20-150°C.

<Cragis 7> Cnonyky (15) MmoxxHa ogepxaTtu peakuieto cnonyku (12) 3 cnonykoto (13).

KinbkicTb  BukopucTtoByBaHOi crnonykun (13) 3a3Buyani CcTaHOBWUTb nNpubnmsHo 1-10 moneb,
nepeBaxHo NpubnusHo 1-3 monb, Ha 1 Monb cnonyku (12).

Lito peakuito 3a3Bmyan NpoBOAATb B NPUCYTHOCTI OCHOBW. NpuknagamMmm OCHOBU € TPETUHHI aMiHu,
OCHOBHI coni, rigpuan Ny>XHUX MeTanis, ankokcnan MeTanis, MeTanamiau, ankinmetanu, apunmMeTanu
i T.i. KinbKicTb BMKOPMCTOBYBaHOI OCHOBU 3a3BW4Yan CTaHOBUTb NpubnusHo 1-10 Monb, nepeBaxxHO
npnbnusHo 1-3 monb, Ha 1 monb cnonyku (13).

Lito peakuito nepeBaxHO NpPoBOAATb B PO3UYMHHUKY iIHEPTHOMY [0 peakuii. PO3uMHHUK cneLianbHO
He OBMexyeTbCsl [OKM TpuBae peakuis. Moro nepeBaxHUMW Npuknagamu € cynbokcuaun, amion,
TPETUHHI aMiHW, apoOMaTuYHi amMiHK, CIMPTU, eTepu, 3MilLiaHi PO3YNUHHUKU i T.i.
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B TOM 4ac dAk 4ac peakuii 3MIHIOETbCS B 3aneXHOCTi Bif, BUKOPUCTOBYBAHOIO peareHTy i
PO34YMHHKKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3snyan ctaHoBuTb 0-300°C, nepeBaxHo 50-200°C.

<Crapia 8> Cnonyky (15) MOXHa Takox ogepxaTtun peakuieto cnonyku (5) 3 cnonykoto (14).

KinbkicTb BMKOPUCTOBYBaHOi cnonykn (14) 3asBuya CTaHOBUTb Npubnm3Ho 1-10 monb,
nepeBaxxHo NpnbnunsHo 1-3 monb, Ha 1 Mmonb crnonyku (5).

Lito peakuio 3a3BuMyan npoBoAsTb B MPUCYTHOCTI OCHOBW. [1puknagamum OCHOBM € MeTanamigu,
ankinmetanu, apunMmeTanu, rigpuau nyxHux MeTaniB, ankokcuau MeTarniB, HeopraHivHi OCHOBM,
OCHOBHi COfi, TPETUHHI aMiHK, apoMaTU4Hi amiHun i T.i. KinbKiCTb BUKOPMCTOBYBAHOI OCHOBW 3a3BuYan
ctaHoBuUTb 1-10 Monb, nepeBaxHO 1-3 mMonb, Ha 1 Monb crnonyku (5).

Lito peakuito nepeBaxHO NPOBOAATb B PO3UYNHHMKY iIHEPTHOMY A0 peakuii. PO3uMHHUK cneLianeHO
He OOMEeXyeTbCa OOKW TpMBaE peakuis. Moro nepeBaxHUMW npuKnagamm € amigu, cynbcokenam,
eTepu, 3MillaHi PO3YMHHUKN i T.i.

B TOM 4ac dAk vac peakuii 3MIHIOETbCS B 3aneXHOCTi Bif, BUKOPUCTOBYBAHOIO peareHTy i
PO34YMHHUKA, BiH 3aranom ctaHoButb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3Buyan ctaHoBuTb -100-200°C, nepeaxHo -80-150°C.

<Cragis 9> Cnonyky (16) MOxxHa ogepxaTtu peakuieto cnonyku (15) 3 cnonykoto (6).

Llto peakuito NnpoBoAsATbL TakMM XXe caMuM YMHOM sk Ha CTtagii 3.

<Crapgis 10> Cnonyky (1b) MmoxHa ogepxaTtu peakuieto cnonyku (16) 3 cnonykoto (8).

Llto peakuito NnpoBoAsATbL TakMM XXe camMuM YMHOM sk Ha CTagii 4.

<Crapgis 11> Cnonyky (1b) MoxHa Takox ogepxaTu peakuieto cnonyku (15) 3 cnonykoto (9).

Llto peakuito NnpoBoAsATbL TakMM XXe caMuUM YMHOM sk Ha CTagii 5.

<Crapgis 12> Cnonyky (1a) MoxHa Takox ogepxaTtu niggatoum cnonyky (1b), goe R € amiHo-
3axucHa rpyna, peakuii 3HATTS 3axucTy.

BupaneHHs 3axucHoi rpynu 3 cnonyku (1b) npoBogsaTte 3rigHo i3 cnocobom  BigoMuMm
BesnocepenHbo, Hanpuknag, 3a crnocobom onucaHum B Greene's Protective Groups in Organic
Synthesis, 4" Edition, Wiley-Interscience, Theodora W. Greene, Peter G. M. Wuts a6o T.i., a6o
crnocobom aHanoriyHum nomy. [ns sBmganeHHs 3axvcHOI rpyny BUKOPUCTOBYIOTb, Hanpuknag, cnocio 3
BMKOPUCTAHHSIM KMCIOTU, OCHOBM abo T.i., peakLito rigpyBaHHsi abo T.i.

Crnonyky (5) Ha Cxewmi peakuii 1 (Cnonyka (5a) Ha HacTynHin Cxemi peakuii 2 abo Crnonyky (5) Ha
Cxewmi peakuii 3) MoHa ofepxaTtu, Hanpuknag, 3rigHo i3 cnocobom onucaHmm Ha Cxemi peakuii 2
abo CxeMi peakuii 3 abo cnocobom aHanoriyHMM omy.

Cxema peakuii 2
0

BN

L' “oRré
0 0
wo O I 1
5 5
237y Cragjs 13 HiCOR Crapja 14 HA® OR Cragja 15 PR NG,
Z — T e —_— NOg [ [}
X 737y b 72 .N
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an 19) 20) 21
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RSO
(8] O
7
NH; @) OR
CTagis 16 zsj%l/NHz Crapis 17 HN™ CTagis 18 HN
_—l- r——— —_—
£z N Za’lﬁ/N Za’g(NH
\Zr II2 lIz
2N 2 N
(22) (24) (5a)

ne R® e HeoboB's3koBO 3aMmilleHa Cig ankinbHa rpyna, R® i R’ koxeH € aTom BogHio a6o
HeoboB's13KoBO 3amilieHa Cq.g ankinbHa rpyna, i iHwi CUMBONM € TaKUMU SIK BU3HAYEHO BULLIE.

Cnonykn (17), (18) i (23) mMoXyTb OyTn KOMEpPUINHO OOCTYNHUMM abo MOXHa TaKoX ofepXaTtu
3rigHo i3 cnocobom Bigomnm 6esnocepeaHbLO abo cnocoboM aHanorivyHUM oMY .

<Crapis 13> Cnonyky (19) moxHa ogepxatu peakuieto cnonyku (17) 3 cnonykoto (18).
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Kinbkictb  BukopuctoByBaHoi crnonykn (18) 3a3Buyanm crtaHoBUTL nNpubnmaHo 1-10 moneb,
nepeBaxHo NpubnusHo 1-3 monb, Ha 1 Mmonb cnonyku (17).

Lito peakuito 3a3Bmyan NpoBoAATb B NPUCYTHOCTI OCHOBW. Npuknagamm OCHOBWM € TPETUHHI aMiHu,
apoMaTU4Hi amiHu, rigpnan NYXHUX MeTaniB, OCHOBHI COSli, ankKoKCUAan MeTarsiB, HeopraHiyHi OCHOBM i
T.i. KinbKicTb BMKOPMUCTOBYBaHOI OCHOBM 3a3BM4Yal CTAHOBUTb Mpubnm3Ho 1-10 Monb, nepeBaXHO
npunbnuaHo 1-3 monb, Ha 1 monb cnonyku (17).

Lito peakuito nepeBaKHO NPOBOAATb B PO3YMHHUKY IHEPTHOMY A0 peakuii. PO34MHHKUK cheuianbHO
He OBMexyeTbCsl [OKM TpuUBaE peakuis. Moro nepesaxHWMM NpuKNagamMu € apomaTuuHi amiHm,
ranoreHoBaHi BYrneBOAHi, amign, cynbdoKeuan, TPETUHHI amiHW, eTepu, HITpunn, ecTepw,
BYrNeBOAHi, 3MiLlaHi PO3YMHHUKN i T.i.

B TOM 4ac dAk 4ac peakuii 3MIHIOETbCA B 3aneXHOCTi Bif, BUKOPUCTOBYBAHOIO peareHTy i
PO34YMHHKKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3Buyan ctaHoBUTb -20-150°C, nepeBaxHo 0-100°C.

<Cragia 14> Cnonyky (20) moxHa ogepxaTtu peakuieto cnonyku (19) 3 HiTpyBanbHUM peareHToM.

Mpuknagammn HITPyBanbHOrO peareHTy € HITPUTU MeTaniB, Taki AK HITpaT HaTpilo, HITpaT Kanito i
T.i., aueTUNHITpPaT, NeHTAOKCUA a3oTy, HITPOHIEBI coni, a30THa KUCMOTa, WO ANMUTL, a30THa KMCMOoTa,
3MilaHi KMcnoTu (CyMill cipyaHoi KMCNOTKM i @30THOT KUCIOTH, WO AUMUTb, abo a30THOI KMCNOTK), i iX
CyMiLLi.

KinbkicTb HiTpyBanbHOro peareHTy 3a3Buyai cTaHoBUTb NpubnmaHo 0,8-100 monb, nepeBaxHO
npubnmaHo 1,0-20 monb, Ha 1 monb cronykn (19). Konu asoTHa kucrnoTa, WO OUMWUTb, a3oTHa
KMcnoTa, 3MillaHa KicrnoTta abo T.i. BUKOPUCTOBYETLCH SIK HITPYBalNbHUIA peareHT, BoHa MoXe OyTu
BMKOpPUCTaHa y HaAMMLLKOBIN KiNbKOCTi SIK peakUinHUN PO3YNHHUK.

Lito peakuito nepeBaHO MPOBOAATL B PO3YUHHUKY iHEPTHOMY A0 peakuii. PO34nHHUK cneuianbHo
He OBMEeXyeTbcA [OOKA TpuBae peakuis. Moro nepeBaxHUMM npuknagamu € CiupTv, eTepwm,
BYIMeBOAHi, amigu, ranoreHoBaHi ByrneBoOgHi, HiTpUnu, CynbgOoKCMAMN, OpraHiyHi KUCNOTW, MiHEParbHI
KMCNOTHW, 3MiLlaHi PO3YNHHUKM i T.i.

B TOM 4ac dAk vac peakuii 3MIHIOETbCA B 3aneXHOCTi Bif BUKOPUCTOBYBAHOIO peareHTy i
PO34YnHHMKA, BiH 3aranom ctaHoBuTb 1-120 r, nepeBaxHo 1-96 r.

Temnepatypa peakuii ctaHoBuUTb -20-150°C, nepesaxHo 0-80°C.

<Crtagia 15> Cnonyky (21) moxHa ogepxatu nigaatoum cnonyky (20) peakuii 3HATTS 3aXUCTY.

BupaneHHs 3axucHoi rpynu 3 cnonyku (20) npoBogsaTb 3rigHO i3 cnocobom  BigoMuMm
OeanocepenHbo, Hanpuknag, 3a crnocobom onucaHuMm B Greene's Protective Groups in Organic
Synthesis, 4™ Edition, Wiley-Interscience, Theodora W. Greene, Peter G. M. Wuts abo T1.i.,, abo
cnocobom aHanoriYHum Momy, Hampuknag, crocid 3 BUKOPUCTAHHSAM KUCIOTW abo OCHOBW, peakuis
rigpyBaHHA abo T.i.

<Crapgis 16> Cnonyky (22) moxHa ogepxatu 3 cnonykm (21).

[MepeTBOpEHHSA HITPO rpynmM Ha amiHo rpyny MpoBOAATb 3rigHO i3 crnocobomM BigoMuMm
BeanocepenHbo, Hanpuknag, 3a cnocobom onucaHum B Reductions in Organic Chemistry, Second
Edition, The American Chemical Society, 1996 abo cnocobom aHanoriYyHum Rnomy, Hanpuknag,
peakui€eto riapyBaHHs, peakuieto 3 BUKOPUCTAHHAM MeTany abo coni metany, abo T.i.

Lito peakuito nepeBaxHo NpPoBOAATbL B PO3UYMHHUKY iIHEPTHOMY A0 peakuii. PO34UMHHUK cneLiansHo
He OBMeXyeTbCA [10KM TpUBAE peakuis. Moro nepeBakHUMM NpuknagamMu € CupTW, eTepu, amiaw,
€CTepwn, OpraHiyHi KUCNOTU, MiHEPanbHi KUCNOTKU, BOAA, 3MillaHi PO3YMHHUKK i T.i.

B ToM 4ac 9k 4yac peakuii 3MIHIOETbCS B 3aneXHOCTi Bid BWKOPUCTOBYBAHOrO peareHTy i
PO34nHHKKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3snyan ctaHoeutb 0-200°C, nepesaxHo 20-100°C.

<Crtagia 17> Cnonyky (24) moxHa ogepxaTtu peakLieto cnonyku (22) 3 cnonykoto (23).

KinbkicTb  BukopucToByBaHOI cronyku (23) 3a3Buyanm CTaHOBUTL nNpubnm3Ho 1-10 moneb,
nepeBaxHo NpubnusHo 1-5 monb, Ha 1 Monb cnonyku (22).

Lito peakuito nepeBaxHO MPOBOAATb B PO3YMHHUKY iHEPTHOMY A0 peakuii. PO3unHHUK cneuianeHo
He 0BMeXyeTbCs [OKM TpuBae peakuis. Moro nepesaxHUMM npuknagamu € Boda, CiMPTW, eTepwm,
ecTepu, amigun, HITpUNKW, apoMaTU4Hi amiHW, OpraHidHi KMCNOTWU, MiHepanbHi KMCNOTWU, ranoreHoBaHi
BYrneBoAHi, 3MiLlaHi PO34YMHHUKN i T.i.

B ToM 4ac 9k 4yac peakuii 3MIHIOETbCS B 3aneXHOCTi Bid BWKOPUCTOBYBAHOrO peareHTy i
PO34nHHKKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3Bnyan ctaHoBUTb -20-150°C, nepeBaxHo 0-100°C.

<Cragia 18> Cnonyky (5a) moxHa ogepxaTtu nigaatoum cnonyky (24) peakuii BiaHOBMEHHS.

Mpuknagamu BiZHOBMIOKOYOrO areHTa € rigpuan NyKHUX MeTanis, KOMMSeKcu rigpuais metanis,
komnnekcyn GopaHy i T.i. KinbkicTb BUKOPUCTOBYBAHOrO BiAHOBMIOKYOrO areHTa 3a3Buyan CTaHOBUTb
npn6nm3Ho 1-100 monb, nepesaxHo NpmbnunaHo 1-10 Monb, Ha 1 Monb cnonyku (24).
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AnbTepHaTUBHO, L peakuitlo BiOHOBMEHHS MOXHa TaKoX MNPOBOAUTM 3a AOMOMOroH peakuii
rigpyBaHHsa. B ubomy Bunagky, Hanpuknag, BMKOPUCTOBYIOTb KaTanisatop, TakMm Ak nanagii Ha
BYrinni, rigpokcug nanagito Ha Byrinni, YOpHUIA Nanagin, nnatuHy Ha BYrinni, 4iOKCUH NAaTUHK, HiKenb
PeHes, kobanbT PeHes i T.i. KinbkicTe KaTanisatopa 3asuyan ctaHoBuTb NpubnusHo 5-1000 mac%,
nepeBaxHo npubnusHo 10-300 mac%, Ha 1 monb cnonyku (24).

Peakuito rigpyBaHHA TakoX MOXHa MPOBOAUTU BUKOPUCTOBYHOUM Pi3Hi [Kepena BOOHK 3aMiCTb
rasonogibHoro BogHwo. [Mpuknagamu [mpxepena BOAHIO € MypawwuHa KucnoTta, dopmiaT amoHito,
TpuetundopmiaT amMoHito, docpiHaT HaTpito, rigpasuH i T.i. KinbKiCTb Kepena BOAHIO 3a3Bu4an
CTaHOBUTb NpMBM3HO 1-10 Mornb, NnepeBaxHO NpMBM3HO 1-5 Monb, Ha 1 Monb cnonyku (24).

Lito peakuito nepeBaxHO NPOBOAATb B PO3UYNHHMKY iIHEPTHOMY [0 peakuii. PO3uMHHUK cneLianeHO
He 0BMeXyeTbCs oKW TPUBAE peakuis. Moro nepesaxHUMM NpuUKnagamu € ranoreHoBaHi ByrneBoaHi,
cnuMpTU, eTepn, ecTtepu, apoMaTUyHy BYrMEeBOAHI, HACUYEeHi BYrmeBOAOHI, aMmifgu, OpraHiyHi Kucrotw,
BOAA, 3MilllaHi PO3YUHHUKM i T.i.

B TOM 4ac dAk vac peakuii 3MIHIOETbCA B 3aneXHOCTi Bif BUKOPUCTOBYBAHOIO peareHTy i
PO34MHHMKA, BiH 3aranom ctaHoBuTb 0,1-100 r, nepeBaxHo 0,5-50 r.

Temnepatypa peakuii 3a3Buyan ctaHoBuTb -20-100°C, nepeBaxHo 0-80°C.

Cxema peakuii 3
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%.*\\r e 3
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(30) &

ae R® € Heo6oB'sI3k0BO 3amiweHa Cy¢ ankinbHa rpyna abo HeobOoB'A3KOBO 3aMilieHa GeH3nnbHa
rpyna, i iHWi CMMBOMU € TaKMMM SIK BUSHAYEHO BULLE.

Cronyku (25) i (28) MoXyTb ByTV KOMEPLINHO JOCTYMHMMU abo MOXHa TaKOX ofepXaTu 3rigHo i3
cnocobom Bigommm 6e3nocepeHbo abo cnocobom aHanoriYHum nomy.

<Cragis 19> Cnonyky (26) moxHa ogepxatu peakuieto cnonyku (21) 3 cnonykoto (25).

KinbkicTb BukOpUCTOBYBaHOI cronyku (25) 3as3Bumyan cTaHOBWUTbL nNpubnmsHo 1-10 moneb,
nepeBaxHo NpubnusHo 1-5 monb, Ha 1 Monb cnonyku (21).

Lilo peakuito MOXHa NPOBOAUTWU B NMPUCYTHOCTI OCHOBMW ANS NMPUCKOPEHHSA peakuii. MNpuknagamu
OCHOBW € TPETUHHI aMiHW, apoMaTW4yHi amMiHu, HeopraHiyHi OCHOBW, OCHOBHI coni i T.i. KinbkicTb
BMKOPMCTOBYBAHOI OCHOBW 3a3BM4Yan CTaHOBUTb MpubnusHo 1-10 Monb, nepeBaxHO NpubnmaHo 1-5
MOnb, Ha 1 Monb cnonyku (25).

Lito peakuito nepeBaxHO NPoBOAATb B PO3UYNHHUKY iIHEPTHOMY A0 peakuii. PO3uMHHUK cneLianbHO
He 0BMeXyeTbCsl JOKM TPUBAE peakLis. Moro nepesaxxHUMM NpuUKnagamm € apoMaTiyHi aMiHu, amign,
CAMPTU, eTepu, ranoreHoBaHi BYrMNeBOAHi, ecTepu, HITpunu, cynbgokcua, BYrneBOAHI, 3MillaHi
PO3YNHHUKM i T.i.

Yac peakuii 3a3Bmyan ctaHoBuTb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3suyan ctaHoBuTb -30-120°C, nepeBaxHo -10-100°C.

<Cragia 20> Cnonyky (27) moxHa ogep»aTtu 3 cronyku (26).

Lito peakuito NnpoBoAsATbL TakMM e camMuM YMHOM sk Ha CTtagii 16.

<Cragisa 21> Cnonyky (29) moxHa ogepaTu peakuieto cnonykm (27) 3 cnonykoto (28).

Llto peakuito npoBoAATbL TakMM e camMuM YMHOM sk Ha Ctagii 13.

<Cragia 22> Cnonyky (30) moxHa ogepxaTtu peakuieto cnonyku (29) B npucyTHOCTi OCHOBM.
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Mpuknagamy OCHOBM € OCHOBHI COMi, FigpUAV NY>XHUX MeTanis, ankokcMauM meTanis, MeTanamiau,
ankinmetanu, apunMmeTtanu, apoMaTuyHi amiHu, TpPeTWHHI amiHu i T.i. KinbkicTb BMKOPUCTOBYBaHOI
OCHOBW 3a3BU4ali CTaHOBWUTb NpubnnsHo 1-10 mMonb, nepeBaxxHO NpubnnsHo 1-5 monb, Ha 1 Monb
cnonyku (29).

Lito peakuito nepeBaKHO NPOBOAATb B PO3YMHHUKY IHEPTHOMY 40 peakuii. PO34nMHHKUK cheuianbHO
He OBMEeXyeTbCs AOKM TPUBAE peakuis. Moro nepesaxHWMM npuknagamm € etepu, apoMaTuyHy
BYrneBOAHi, Hacu4yeHi BYrneBOAHi, amMigu, ranoreHoBaHi BYrfneBOAHI, HITPUIW, KETOHW, €ecTepw,
CynbgOKCHMAN, apoOMaTUYHI aMiHW, TPETUHHI aMiHK, 3MillaHi PO3YNHHUKN i T.i.

Yac peakuii 3a3snyan ctaHosuTb 0,1-48 r, nepeBaxHo 0,3-24 r.

Temnepatypa peakujii 3a3Bnyan ctaHoBUTb -70-250°C, nepeBaxHo -20-100°C.

<Crapis 23> Cnonyky (5) moxHa ogepxatu 3 cnonyku (30).

Lito peakuito NpoBOAATbL TakMM e camum 4YMHOM sk Ha Cragii 15.

Cepeg cnonyku (8) i cnonykn (9) Ha Cxewmi peakuii 1 moxHa ogepxatu, Cnonyku (8a) i (9a),
Hanpuknag, 3rigHo i3 cnocobom nokaszaHum Ha Cxemi peakuii 4 abo cnocobom aHanoriYyHUm nomy.

Cxema peakuii 4
R10.__Sn(n-Bu)s

T {40)

Crapia 32 P
® wo .
R0
e @ WO e O

; Crapia 33 32
Crapin 30 | ZnCN, (38) TaAiA { )CTa,D,iH 24 Cragis 25 (32)

e
N// Cragja 31 R Cragis 27 B
(39) (33)

(34) Cragia 37

Cragja 38
Crapgja 28 Cragja 29
REM" (36) R9M1 (36)
Cragja 34 5
o) L
Cragija 36

RT2NH; (42) L3 R’
(35) (46)
Cragja 39
H
ofN /N N3\(@
R12 = R12
Rr RI R‘
(43a) {43b) (44)
Cragin 35 A 40
HaN
Rl
{8a)
J Cragia 41
OCN
Rl
(9a)

ne R° € aTom BogHI0, He0BGOB'I3K0BO 3aMmillieHa Cy.g ankinbHa rpyna, HeoboB'a3koBo 3amilleHa C,.
¢ ankeHinbHa rpyna abo HeobGos'a3koBO 3amiweHa C,g ankiHinbHa rpyna, R € Heo6oB'A3kOBO
3amiweHa Cig ankinbHa rpyna, Heobos'da3koBo 3amiweHa C,s ankeHinbHa rpyna, HeobOB'A3KOBO
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3amiweHa C,¢ ankiHinbHa rpyna abo HeoboB'A3KOBO ecTepudikoBaHa kapbokcurnbHa rpyna, RY ¢
HeoboB's3koBO 3amilleHa Cy¢ ankinbHa rpyna, RY% ¢ riapokcu rpyna, HeoboB'a3koBo 3amiwieHa Cq s
ankokcu rpyna abo HeoboB'sI3KOBO 3amilleHa b6eH3nnbHa rpyna, R" € 3amiCHUK BU3HaYeHWI R%i R™,
L® € aTom BOAHI abo rpyna, Wo BigXoaAuTb, L* i L° koxeH € rpyna, Lo BigxoauTb, R°M' a6o KinbLe
AM! € opraHomeTaniyHMm peareHToOM Af49 BBeAEHHS 3aMiCHMKa BU3HAYEHOro R? a6o Kinbue A, i iHLWi
CUMBOMW € TaKUMU SIK BUSHAYEHO BULLIE.

Mpuvknagamu rpynu, Wo BigxoanTb, Ans L]eN, O-gumeTunrigpokcmnnamiHo rpyna, HeoOOB'A3KOBO
3amiwieHa Cq.g ankokcu rpyna, atom ranoreHy i T.i.

Mpuknagamu rpynu, WO BigXoauTb, Ans L* € aTom ranoreHy, HeoboB'ss3koBO ranoreHoBaHa Cig
ankincynb@oHinokeu rpyna i T.i.

Mpuknagamu rpynu, WO BigXoauTb, Ans L® € aTom ranoreHy, HeoboB'ss3koBo ranoreHosaHa Cig
ankincynbdoHinokcn rpyna, Cegio apuncynb@oOHInokcu rpyna Heobos'saskoBo 3amiwieHa Cig
arnkinbHo rpynoto(amu), i T.i.

Cnonyknu (31), (32), (35), (36), (37), (38), (39), (42) i (45) MOXYyTb BYyTM KOMEpPLINHO OOCTYMHUMMU
abo MoOxHa opfepxaTtu 3rigHo i3 cnocobom Bigommm Ge3nocepeaHbO0 abo CMOcoboM aHanorivyHUM
nomy.

<Crapgis 24> Cnonyky (33), ne R" € R, MOXHa ofepxaTi peakLieto Cronyku (31), pe L® e rpyna,
LLIO BigXOAMWTb, 3 cnionykoto (32).

KinbkicTb BukopucToByBaHOi cronyku (32) 3asBuyanm cTaHoBuTb npubnusHo 0,5-10 mone,
nepeBaxxHo NpubnusHo 1-5 monb, Ha 1 Monb cnonyku (31).

Lito peakuito nepeBaHO NMPOBOAATL B PO3YUHHUKY iHEPTHOMY A0 peakuii. PO34nHHUK cneuiansHo
He OBMexyeTbca OOKM TpuBae peakuis. Moro nepesaxHMMW Npuknagamu € eTepu, BYrneBoaHi,
3MilaHi PO3YMHHMKM i T.i.

B TOM 4ac dAk vac peakuii 3MIHIOETbCS B 3aneXHOCTi Bif BUKOPUCTOBYBAHOIO peareHTy i
PO34YMHHUKA, BiH 3aranom ctaHoButb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3Buyan ctaHoBuTb -78-150°C, nepeaxHo -30-80°C.

<Cragis 25> Crionyky (34), ae R" € R™, moxHa ofepxatu peakuieto cnionyku (31), ae L® € atom
BOAHI0, 3 cronykoto (32).

KinbkicTb BukopucToByBaHOi cronyku (32) 3asBuyanm cTaHoBuTb npubnusHo 0,5-10 mone,
nepeBaxxHo NpubnusHo 1-5 monb, Ha 1 Mmonb cnonyku (31).

Lito peakuito nepeBaxHO NPOBOAATbL B PO3UMHHUKY iHEPTHOMY A0 peakuii. PO34nHHKK cneuiansHo
He 0oBMexyeTbCsi [OKM TpuBae peakuis. Moro nepesaxHWMM NpuknagamMu € etepu, BYrneBoaHi,
3MiLlaHi PO3YMHHUKMN i T.i.

B TOM 4ac dAk vac peakuii 3MIHIOETbCA B 3aneXHOCTi Bif BUKOPUCTOBYBAHOIO peareHTy i
PO34YMHHUKA, BiH 3aranom ctaHoButb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3Bmnyan ctaHoBUTb -78-150°C, nepeBaxHo -30-80°C.

<Crapgis 26> Cnonyky (34) moxHa ogepxatu niggatoum cnonyky (33) peakuii BiaHOBNEHHS.

Mpuknagamn BIOHOBIOOYOrO areHTa € rigpuan NykHUX meTtanis, KOMMSEKCU rigpuaie metanis,
komnnekcyn 6opany i T.i. KinbkicTb BUKOPUCTOBYBAHOIO BiQHOBIIIOKOYOIO areHTa 3asBmyan CTaHOBUTb
npmbnmaHo 0,25-50 monb, nepeBaxHo npubnusHo 0,5-5 monk, Ha 1 Monb cnonyku (33).

Lito peakuito nepeBaxHoO NPOBOAATbL B PO3YMHHUKY IHEPTHOMY A0 peakuii. PO3UMHHKK cneuianbHO
He OBMEeXyeTbcsl [[OKM TpuBae peakuis. Moro nepeeBaxHuMu npuknagamyu € CiupTW, eTepwm,
apomMaTuydHy BYrneBOAHi, HAaCNYeHi ByrneBoHi, BoAa, 3MillaHi PO3YUHHUKM i T.i.

B ToM uac @k 4yac peakuii 3MIHIOETbCS B 3anexHOCTi Bi, BUKOPUCTOBYBAHOMO peareHTty i
PO34nHHKKA, BiH 3aranom ctaHoBuTb 0,1-100 r, nepeBaxHo 0,5-50 r.

Temnepatypa peakuii 3a3Bmnyan ctaHoBUTb -78-100°C, nepeBaxHo -30-80°C.

<Cragia 27> Cnonyky (33) MoxHa ogepxaTtu nigaatouum cnonyky (34) peakuii OKUCHEHHS.

Lito peakuito € NnpoBoAATb BUKOPUCTOBYHOUN OKUCHIOYNIA areHT 3rigHo i3 3BnYavHMM cnocobom.

MpurknagamMy OKUCHIOKYOrO areHTa € cosi meTanie abo okcuan mMeTanis, Taki sik okeug, xpomy (V1),
xnopxpomaTt nipuauvHilo, AioKCMA MapraHui i T.i., | OpraHiyHi OKWCHIOKOYI areHTn, Taki 9K O-
nogokcmbeHsonHa kmcnota  (IBX), 1,1,1-tpuauetokcu-1,1-gurigpo-1,2-6eHsnogokcon-3(1H)-oH
(nepviogmHaH [Oecca-MaprTiHa) i T.i. KinbkiCTb BUMKOPUCTOBYBAHOIO OKWCHIOKYOrO areHta 3asBuyan
CcTaHoBUTb Npnbnm3Ho 1-100 monb, nepeBaxHo NpmbnmnaHo 1-50 mornb, Ha 1 Monb cnonyku (34).

Lito peakuito nepeBaxHO NPOBOAATb B PO3UYMHHUKY iHEPTHOMY [0 peakuii. PO34MHHUK cneuiansHO
He 0BMeXyeTbCs oKW TPUBAE peakuis. Moro nepesaxHUMK NpUKNaaamn € ranoreHoBaHi ByrneBoaHi,
apomMaTu4Hy BYrneBOAHI, HACUYeHi BYrneBOaHi, HITpUnn, ectepu, etepu, cynbdokcuau, Boaa, 3MillaHi
PO3YMHHUKM i T.i.

B TOM 4ac dAk vac peakuii 3MIHIOETbCA B 3aneXHOCTi Bif, BUKOPUCTOBYBAHOIO peareHTy i
PO34YnHHMKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,1-24 r.

Temnepatypa peakuii 3a3Buyan ctaHoBUTb -78-150°C, nepeBaxHo -78-100°C.
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<Crapist 28> Crnionyky (33), ae R" € R®, MoxHa oaepxatu peakuieto cnonyku (35), ae L2 € rpyna,
LLO BiAXOAMTb, 3 Cnonykoto (36).

Llito peakuito NnpoBOAsATL TakMM XXe camMuM YMHOM sk Ha CTtagii 24.

<Crapist 29> Cronyky (34), ae R" € R®, moxHa onepxaTyn peakuieto cnonyku (35), ae L € atom
BOAHIO, 3 crionykoto (36).

Llto peakuito NnpoBOAsATL TakMM e camMuM YMHOM sk Ha CTtagii 24.

<Cragia 30> Cnonyky (39) moxHa ogepxatu peakuieto cnonykm (37) 3 uiaHigom uuHKy (38) B
NPUCYTHOCTI NanagieBoro kaTtanisaTtopa.

KinbkicTb BMKOPUCTOBYBAHOrO LUiaHigy UWHKY 3a3Buyan cTaHoBUTb npubnusHo 0,5-10 monb,
nepeBaxHo NpubnusHo 1-5 monb, Ha 1 Mmonb cnonyku (37).

Mpuknagamu nanagiesoro KkaTanizatopa € aueraTt nanagito (1,
Tpic(anbeHsunigeHauetoH)aunanagiv  (0), TeTpakic(TpudeHindocdiv)nanagiv  (0), An-TpeT-
oytundocivnanagin - (0), xnopug  Gic(tpudpeHingocdin)nanagivo  (Il), xnopmg  [1,1’-
bic(audpeHindocdiHo)depoueH]nanaaito (II) i T.. KinbkicTb nanagieBoro kartanizatopa 3a3Buyan
cTtaHoBUTb NpmbnmaHo 0,005-1 monk, nepeBaxHo NpubnnsHo 0,01-1 monb, Ha 1 Mmonk cnonyku (37).

Lito peakuito 3a3Buyai NpoBoasaTb B aTMocdepi abo notoui iHepTHOro rasdy (Hanpuknag, aproH
abo as3oT) B npucyTHOCTi docdiHoBoro niraHdy. [lMpuknagamu docdiHoBoro niraHgy € TpeT-
oytundocdiH, TpudeHindociH, 1,1’-6ic(andpenindocdiHo)depoLeH i T.i. Kinbkictb
BMKOpPUCTOBYBaHOro ¢pocciHoBOro niraHga 3aseuyan CTaHOBUTL NpubnnsHo 1-10 mMornb, NepeBaXHO
npunbnusHo 1-5 monb, Ha 1 Monb NanagieBoro katanisatopa. Konu HeobxigHo, 4O peakuiiHOT cucTemm
AofatoTe meTaniyHni UuHK. KinbKiCTb BUKOPUCTOBYBAHOIO METaniYHOro LUUHKY 3a3Buyain CTaHOBUTb
npnbnmaHo 0,005-10 monb, nepesaxHo npnbnusHo 0,01-5 monb, Ha 1 Mmonb cnonyku (37).

Lito peakuito nepeBaHO NMPOBOAATL B PO3YUHHUKY iHEPTHOMY A0 peakuii. PO34nHHUK cneuianbHo
He 0BMeXyeTbCa A0KN TpMBAaE peakllis. Moro nepesaxHUMmM NpuknagamMu € amian, etepu, ByrneBoaHi,
3MilaHi PO3YMHHUKMN i T.i.

B TOM 4yac gk 4ac peakuii 3MIHIOETbCA B 3aneXHOCTi Big BMKOPUCTOBYBAHOIO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,5-100 r, nepeBaxHo 1-48 r.

Temnepatypa peakuii 3a3Buyan ctaHoBuTb 0-200°C, nepesaxHo 20-150°C.

<Cragia 31> Cnonyky (33), ae R" € R®, MOXHa ofepxaTu peakujicio crnonyku (39) 3 crnonykoto
(36).

Lito peakuito NpoBOAATb TakMM e camum YMHOM sk Ha CTagii 24.

<Crtagia 32> Cnonyky (41) moxHa opepxaTu peakuieto cnonyku (37) 3 OpraHoOONOBSHUM
peareHToM (40) B NpyCYTHOCTI NanaieBoro kaTanisatopa.

Mpuknagamu nanagiesoro KaTanizatopa € aueraTt nanagito (1,
Tpic(anbeHsunigeHaueToH)amnanagin - (0), TeTpakic(tpudeHindocdiH)nanagivn  (0), Aan-Tpert-
oytundocdiHnanagin - (0), xnopug  Gic(tpudenindocdiv)nanagivo  (Il), xnopug  [1,1’-
bic(andenindocdiHo)depouer]nanagito (Il) i T.i. KinbkicTb BUKOPUCTOBYBaHOro nanagieBoro
KaTanisatopa 3asBuyain ctaHoBuTb NpnbnusHo 0,005-1 monb, nepesaxHo npnbnusHo 0,01-1 monb, Ha
1 monb crnonyku (37).

KinbKicTb BUKOPUCTOBYBAHOIO OpPraHOONOBAHOIO peareHTty (40) 3a3Buyan CTaHOBUTbL NpUON3HO
1-10 monb, nepeBaxHo NpubnunsHo 1-5 monbk, Ha 1 Monb cnonyku (37).

Lito peakuito 3a3Buyai NpoBoasitb B aTMocdepi abo noToui iHepTHOro rasy (Hanpuknag, aproH
abo as3oT) B npucyTHOCTi docdiHoBoro niraHdy. lMpuknagamu cocdiHoBOro niraHoy € TpeT-
OyTundocdiH, TpudeHindocdiH, 1,1’-6ic(andeHrindocdiHo)depoLeH i T.i. KinbkicTb
BMKOPUCTOBYBaHOro (OCiHOBOrO NiraHaa 3a3Buyan CTaHOBWUTb NpubnmaHo 1-10 mMonb, nepeBaxHo
npnbnusHo 1-5 monb, Ha 1 Monb NanagieBoro katanisaTopa.

Lito peakuito nepeBakHO MPOBOAATE B PO3YMHHUKY iHEPTHOMY A0 peakuii. PO34MHHMK cneuianbHO
He 0BMeXyeTbCs [OKM TpUBaE peakLisi. Moro nepesakHUMM NpUKNagamm € ByrneBoaHi, amiau, etepwm,
CynbgOKCHMAN, HITPUNN, BoAA, 3MiLLIAHI PO3YNUHHUKN i T.i.

B TOM 4ac dk vac peakuii 3MIHIOETbCA B 3aneXHOCTi Bif BUKOPUCTOBYBAHOIO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,5-100 r, nepeBaxHo 1-48 r.

Temnepatypa peakuii 3a3Buyan ctaHoBuTb 0-200°C, nepesaxHo 20-150°C.

<Cragia 33> Cnonyky (33), oe R" € meTunbHa rpyna, MOXHa ofepxaTu nigaatoumn cnonyky (41)
riaponisy KNCnoToto.

Mpuknagamu KUCNOTWU € MiHeparnbHi KUCMOTKW, OpraHiyHi KUCNoTK i T.i. KinbKicTb BUKOPUCTOBYBAHOI
KMCNOTW 3a3BMYan ctaHoBUTbL NpubnnsHo 1-100 monb, nepeBaxHo npubnuaHo 1-10 monb, Ha 1 Monb
crnonyku (41).

Lito peakuito nepeBaxHO NpOBOAATL B PO3YMHHUKY iHEPTHOMY A0 peakuii. PO34nHHKK cneviansHo
He OBMEeXYETbCA [OKM TpUBAE peakuis. Moro nepesakHUMM npuknagamu € BYrneBOAHi, CnvpTy,
eTepu, HiITpunu, Boaa, 3MmillaHi PO34YMHHUKM i T.i.
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B TOM 4ac dAk 4ac peakuii 3MIHIOETbCS B 3aneXHOCTi Bif, BUKOPUCTOBYBAHOIO peareHTy i
PO34MHHKKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3snyan ctaHoBuTb 0-150°C, nepeBaxHo 20-100°C.

<Cragia 34> Cnonyky (43a) abo Cnonyky (43b) moxHa opepxaTtu peakuieto cnonyku (33) 3
cnonykoto (42).

(i) Cnonyky (43a) moxHa ogepxaTu nmiggatodm cnonyky (33) peakuii gerigparauii i KoHAeHcauii 3
cnonykoto (42).

KinbkicTb BMKOPUCTOBYBaHOi crnonykn (42) 3asBuya CTaHOBUTb npubnusaHo 1-10 monb,
nepeBaxxHo NpnbnunsHo 1-5 mornb, Ha 1 Mmonb cnonyku (33).

Konu cnonyka (42) € y dopmi coni, Lto peakuito 3a3Buya NpoBOAATb B MPUCYTHOCTI OCHOBW.
MpuknagamMmn OCHOBM € TPETUHHI aMiHKM, apoMaTU4Hi aMiHW, OCHOBHiI COMi, HEeOopraHi4yHi OCHOBW,
riapuan NyXHUX meTanis, ankokcuau metaniB i T.. KinbkiCTb BUMKOPUCTOBYBAHOI OCHOBW 3a3Bu4yai
CTaHOBUTb NpMBM3Ho 1-10 Mornb, NnepeBaxHO NpMBM3HO 1-5 Monb, Ha 1 Monb cnonyku (42).

Lilo peakuito TakoxX MOXHa MPUCKOPUTWU, AOAAKYM [0 peakuii cMcTeMn AerigpaTytoumid areHT,
Taknni SK MONEKYNsipHi cuTa i T.i., N-TONyoncynbdOHOBY KUCIOTY, XNOPUA LUHKY, docdopunxnopua,
Tpudptopua Gopy, TeTpaxnopug TuTaHy, OUTOBY KWUCMOTY, TpUMdTOpPOUTOBY Kucnoty abo T.i., 3
BMOANeHHsIM yTBOPIOBAHOI BOAW 3 peakLiiHOi CUCTEMN, BUKOPUCTOBYIOUM Hacaaky [iHa-CTapka i T.i.,
abo Wnsaxom ix komOiHaLlii.

Lito peakuito nepeBaKHO NPOBOAATb B PO3YMHHMKY IHEPTHOMY 40 peakuii. PO34MHHKUK cheuianbHO
He OBMEeXyeTbCA [OOKW TpuBae peakuis. Moro nepeBaxHUMW npuknagamu € CnupTW, eTepwm,
BYrneBOAHi, ecTepu, 3MmillaHi PO3YMHHUKM i T.i.

B TOM 4ac Ak vac peakuii 3MIHIOETbCA B 3aneXHOCTi Bif BWUKOPUCTOBYBAHOIO peareHTy i
PO34YMHHUKA, BiH 3aranom ctaHoButb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3snyan ctaHoBuTb 0-150°C, nepeBaxHo 20-100°C.

(i) Cnonyky (43b) moxHa ogepxatu niggatoum cnonyky (33) peakuii BiAHOBHOrO amiHyBaHHS 3
cnonykoto (42) (Hanpuknag, onncaHo B 4th ed., Jikken Kagaku Koza, vol. 20, pages 282-284 i 366-
368 (Japan Chemical Society); J. Am. Chem. Soc., vol. 93, pages 2897-2904, 1971; Synthesis, page
135, 1975, abo T.i.).

B uin peakuii, ogepxyoTb cnonyky (43b), niggatoum iMiH, WO YTBOPKETLCA Npwu AerigpaTtauil
cnonyku (33) cnonykoto (42), peakuii BigHOBMNEHHS.

KinbkicTb BUKOpUCTOBYBaHOI crnonyku (42) 3a3Buyal CTaHOBWUTbL Npubnm3Ho 1-10 moneb,
nepeBaxHo NpubnuaHo 1-3 monb, Ha 1 Monb cnonyku (33).

Peakuito pgerigpaTtauii TakoX MOXHa MPUCKOPUTW, AoJalun [0  peakuiiHol  cuctemu
aerigpaTtylounii areHT, Takun SK MONEKYNsApHi cuTa i T.i., N-TONyorncynb(OoHOBY KWUCIOTY, Xrnopua
LUUHKY, boccopunxnopug, Tpudtopma 6opy, TeTpaxnopug TUTaHy, oUToBY KMCNOTY, TPUHTOPOLTOBY
kucnoty abo T.i., 3 BUAaneHHsM yTBOPIOBaHOI BOAWN 3 peakLiiHOi CMCTEMW, BUKOPUCTOBYIOUN HAcaaKy
Hina-Ctapka i T.i., abo wnaxom ix kombiHauii.

Peakuito BigHOBNEHHs 3a3Bu4yan MpPoOBOAATL BUKOPUCTOBYIOYM BiAHOMIOKYUA areHT 3rigHo 3
3BMYanHUM cnocobom. [Mpuknagamy BIGHOBMIOKYOrO areHTa € rigpuauM maTanie, Taki fK rigpua
aniomiHilo, giisobyTunrigpma anomidito, rigpug TpubyTnnonosa i T.i., KOMNnekcw rigpugis metanis,
Taki sk uiaHoboprigpua HaTpito, TpuaueTokcnboprigpng HaTtpito, Goprigpua HaTpito, antomMorigpug
niTito i T.i., KOMnnekcn GopaHy, Taki Ak Komnnekc 6opaHy i TeTparigpodypaHy, Komnnekc 6opaHy i
anMeTuncynbokenay, KOMMnekc nikoniH-6opaH i T.., ankin ©opaHu, Taki sk rekcunbopaH,
piciamin6opaH i T.i., i T.i.

KinbkicTb BMKOPMCTOBYBAHOIO BiHOBIIOIOYOrO areHTa 3as3Buyan CTaHOBMTb NpubnmaHo 0,25-10
MOIb, NepeBaxHo NpndnnsHo 0,5-5 monb, Ha 1 Monb cnonyku (33).

Lito peakuito nepeBaHO MPOBOAATb B PO3YMHHUKY iIHEPTHOMY A0 peakuii. PO34nMHHMK cneuiansHo
He 0BMEeXyeTbCa [OKM TPUBAE peakLis. Moro nepesaxkHMM NpUKNagamMm € ranoreHoBaHi ByrneBoaHi,
CNNPTU, eTepu, HITPUNK, ecTepu, BYrnNeBOaHI, amign, opraHivyHi KUCNOTK, 3MillaHi PO3YUHHUKN i T.i.

B TOM 4ac Ak vac peakuii 3MIHIOETBCS B 3aneXHOCTi Bid BMKOPWUCTOBYBAHOrO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,1-100 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3aBuyan craHoBuTb -20-200°C, nepeBaxHo 0-100°C.

<Cragisa 35> Cnonyky (8a) moxHa ogepxatu 3 crnonyku (43a) abo cnonyku (43b).

(i) Lito peakuito NnpoBOAATb, HaMpuKaa, BUKOPUCTOBYOUUN KaTanisaTop, TakMi sk nanagin-syrinns,
riapoKCMAa nanagito, YOpHUIN nanagin, 4iokCUH NnaTuHW, Hikenb PeHes, kobanbT PeHes i T.i. KinbkicTb
KaTanizatopa 3asBuyan cTaHoBUTb NpnbnusHo 1-1000 mac%, nepesaxHo npubnuaHo 5-300 mac%,
CTOCOBHO cnonyku (43a) abo cnonyku (43b).

Lilo peakuito Takoxx npoBOAATb BMKOPUCTOBYHOUM Pi3Hi mXepena BOAHK 3aMiCTb rasonofibHoro
BogHto. lNpuknagamu gxepena BOOHIO € MypalluvMHa KucnoTa, gopmiaT amoHito, TpuetundopmiaT
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aMoHito, docdpiHaT HaTpito, rigpasuH i T.i. KinbKicTb mkepena BOAHIO 3a3BMYail CTAaHOBUTbL NPUBMIN3HO
1-10 monb, nepeBaxHoO NpnbnunsHo 1-5 monb, Ha 1 Monb cnonyku (43a) abo cnonyku (43b).

Lito peakuito nepeBaKHO NPOBOAATb B PO3YMHHUKY IHEPTHOMY A0 peakuii. PO34MHHKUK cheuianbHO
He 0BMeXyeTbCs oKW TPUBAE peakuis. Moro nepesakHUMK NpUKnaaamin € rarioreHoBaHi ByrneBsoaHi,
CNNPTU, eTEPU, ECTEPU, OPraHidHi KNCNOTKU, aMigm, 3MillaHi PO3YMHHUKMK i T.i.

B TOM 4yac gk 4ac peakuii 3MIHIOETbCA B 3aneXHOCTi Big BMKOPUCTOBYBAHOIO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHosuTb 0,1-100 r, nepesaxHo 0,5-50 r.

TelvlnepaTyPa peakuii 3a3Bmyan ctaHoBUTL -20-150°C, nepesaxkHo 0-100°C.

(i) Konm R™ e rinpokeu rpyna a6o Heo6oB'si3koBO 3amilleHa Ci.3 ankokcu rpyna, cnonyky (8a)
MOXHa ofepXxaTu, Hanpuknag, nigaatoun cnonyky (43a) ado crnonyky (43b) peakuii BigHOBNEHHS.

Mpuknagamu BiAHOBIOKYOrO areHTa € KoMmnnekcy 6opaHy, KOMMNeKCcu riapuaie meTanis i T.i.

KinbkicTb BUKOPMCTOBYBAHOIO BiJHOBIIIOIOYOrO areHTa 3a3Bu4yan cTaHoBUTb nNpubnusHo 0,25-100
MOnb, nepeBaxHo NpnbnunsHo 0,5-10 monk, Ha 1 monb cnonyku (43a) abo cnonyku (43b).

Lito peakuito nepeBaxHO NPOBOAATb B PO3YNHHMKY iIHEPTHOMY A0 peakuii. PO3uMHHUK cneLianeHO
He OBMeXyeTbCsl [OKM TpUBAE peakuis. /oro nepeBakHUMM NpuKNagamm € etepu, CvpTW, BoAa,
3MiLlaHi PO3YMHHUKMN i T.i.

B TOM 4yac gk 4ac peakuil 3MIHIOETbCA B 3anexXHOCTi Big BWKOPUCTOBYBAHOIO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3Buyan ctaHoBuTb -50-150°C, nepeBaxHo -20-100°C.

<Crapgis 36> Cnonyky (44) moxHa ogepxatu 3 cnonyku (34).

(i) Cnonyky (44) wMoxHa ogepxaTw, Hanpuknag, peakuieto cnonykm (34) 3
andeHindgocdopunasungom (DPPA) 3a ymoB peakuii MiuyHoOy (Hanpuknag, sik onmcaHo B Synthesis,
pages 1-27, 1981, Tetrahedron Lett., vol, 36, pages 6373-6374, 1995, Tetrahedron Lett., vol, 38,
pages 5831-5834, 1997, a6o T.i.).

Kinbkictb BukopuctosysaHoro DPPA 3asBudyait ctaHoBuTb npmbnmaHo 1-10 Monb, nepeBaxHOo
nNpmbnmaHo 1-5 monb, Ha 1 Monb cnonyku (34).

KinekicTb BMKOPUCTOBYBaAHOro asoavkapbokcunaty i docdiHy Ans uiei peakuito € 3as3Budan
npmbnmaHo 1-10 mornb, nepeBaxHO NpmMbnm3Ho 1-5 Monb, Ha 1 monb cnonyku (34), BiANoBIgHO.

Lito peakuito nepeBaxHoO NPoBOAATbL B PO3UYNHHUKY iIHEPTHOMY A0 peakuii. PO3uMHHUK cneLianbHo
He OBMEeXyeTbca OOKM TpuBae peakuis. Moro nepesaHUMU Npuknagamm € etepu, apoMaTuyHy
BYrneBOAdHi, Hacu4veHi BYrneBOAHi, amigu, ranoreHoBaHi BYrNEeBOAHI, HITPUNW, KETOHW, ecTepw,
CynboKcMau, 3MiLLaHi PO3YUHHUKN i T.i.

Yac peakuii 3a3smyan ctaHoBuTb 0,1-100 r, nepeBaxHo 0,5-48 r.

Temnepatypa peakuii 3a3aBuyan ctaHoBuTb -20-200°C, nepeBaxHo 0-100°C.

(i) Cnonyky (44) MOxHa TakoX ofepxaTtu, Hanpuknag, peakuietwo cnonyku (34) 3 DPPA B
npucyTtHocTi 1,8-aia3abiunkno[5.4.0lyHaeu-7-eHy (DBU).

Kinekicte DPPA 3a3Buyaii ctaHoBUTHL Npubnmn3Ho 1-10 monb, nepeBaxxHo NpubnuaHo 1-5 monk, Ha
1 monb cnonyku (34).

Kinekicte DBU 3a3Bunyan ctaHoBuTb NpnbnuaHo 1-10 monke, nepesaxHo npubnuaHo 1-5 monb, Ha
1 monb cnonyku (34).

Lito peakuito nepeBaHO MPOBOAATL B PO3YMHHUKY iHEPTHOMY A0 peakuii. PO3unHHUK cneuianbHo
He 0BMEXYETLCA AOKM TpMBaE peakuis. Moro nepesaxHUMmM npuknagamn € apoMaTuyHy ByrneBoaHi,
Hacu4yeHi ByrneBoAHi i T.i., eTepu, amiaun, ectepu, HITPUNK, amilaHi PO3YMHHUKM i T.i.

B ToM 4ac 9k 4yac peakuii 3MIHIOETbCS B 3aneXHOCTi Bid BWKOPUCTOBYBAHOrO peareHTy i
PO34nHHKKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3Buyan ctaHoBuTb 0-150°C, nepesaxHo 20-100°C.

<Cragia 37> Cnonyky (46) moxHa ogepxatu 3 crnonyku (34).

Lilo peakuito € 3a3Buyanm npoBOOATb  BUKOPUCTOBYHOUM  MeTaHcynbdoHinxnopua, n-
TonyoncynbdoHinxnopug abo T.i., B NPUCYTHOCTi OCHOBW, 3riAHO 3 3BU4ANHUM CNocoboM.

lMpuknagamMmy OCHOBU € TPETUHHI amiHW, apoMaTu4dHi amiHM, OCHOBHi coni i T.i. KinbkicTb
BMKOPWCTOBYBaHOI OCHOBW 3a3BM4Yan CTaHOBUTb MpubnusHo 1-10 Monb, nepeBaxHO NpubnmaHo 1-5
Monb, Ha 1 Mmonb cnonyku (34).

KinbKicTb  BUKOPUCTOBYBAHOIO MeTaHCYNb@OHINXnopuagy, n-tonyoncynsgoHinxnopngy abo T.i.
3a3Buyan ctaHoBUTb NpubnnsHo 1-10 mMonb, NnepeBaxHO NpMbnM3HO 1-5 mMonb, Ha 1 MOMb CMOMYKM
(34).

Lito peakuito TakoXX MOXHa NPOBOAMTU BUKOPUCTOBYIOUM peakLito NepeTBOPEHHS CIMPTY Yy ranoig
BigoMy 6e3nocepeHbO 3a AONOMOrol TpudeHindocdiH/TeTpaxnopua ByrneLto, TioHinxnopua abo
T.i.
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Lito peakuito nepeBaxHO NPOBOAATb B PO3UYNHHMKY iIHEPTHOMY A0 peakuii. PO3uMHHUK cneLianeHO
He 0BMeXyeTbCs JOKM TpMBae peakLis. loro nepesaxxHUMM NpuknaaaMmn € eTepu, apoMaTtiyHi amiHm,
TPETUHHI aMiHW, ranoreHoBaHi BYrneBOAHI, BYrneBOAHi, 3MilliaHi PO3YNMHHUKN i T.i.

B TOM 4yac gk 4ac peakuii 3MIHIOETbCA B 3aneXHOCTi Big BMKOPUCTOBYBAHOIO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,1-24 r.

Temnepatypa peakuii 3a3Bunyan ctaHoBuTb -30-100°C, nepeBaxHo -10-60°C.

<Crapist 38> Cronyky (46), ae L° € aTom ranoreHy, MoxHa ofepxaTi peakuieto cronyku (45) 3
rarnoreHyBanbHUM areHToM.

Mpuknagamu ranoreHyBanbHoro areHta € N-OpomcykumHimig, N-xrmopcykuuHimia, ©pom, xnop,
TioHinxnopug i T.. KinbKicTb BMKOPMCTOBYBAHOrO ranoreHyBasibHOrO areHta 3as3BuM4yaln CTaHOBUTL
npnbnusHo 1-50 monb, nepesaxHo npubnm3aHo 1-10 monk, Ha 1 Monb cnonyku (45).

Konu N-6pomcykumHimMia abo N-xnopCyKUUHIMIZ BUKOPUCTOBYIOTL SIK FarnoreHyBarbHUA areHT, Lo
peakuito 3a3BuMyan nNpPoOBOAATb NPW  HarpiBaHHi 3 pagukanbHUM  iHiLiaTOpOM, Takum $K
a3006ici3obyTupoHiTpun, BeHsoinnepokcna abo T.i., NpyM ONPOMiIHEHHI CBITNOM abo ix KombiHauieto.
KinbkicTb BMKOPWMCTOBYBaHOrO pagukarnbHOro iHiuiatopa 3assuyanm ctaHoBuTb npubnusHo 0,001-5
MOIb, NepeBaHo NpmbnmaHo 0,01-1 monbk, Ha 1 Monb cnonyku (45).

Lito peakuito nepeBaxHO NPOBOAATb B PO3YMHHMKY IHEPTHOMY A0 peakuii. PO34nMHHKUK cheuianbHO
He 0BMeXyeTbCs oKW TPUBAE peakuis. Moro nepesakHUMI NpUKNaaammn € ranoreHoBaHi ByrneBoaHi,
apomaTu4dHy BYrneBOAHI, HACUYEHi BYrNEBOAHI, eCTePU, HITPUNN, eTepu, 3MilLaHi PO3HNUHHUKN i T.i.

B TOM 4yac gk 4ac peakuii 3MIHIOETbCA B 3aneXHOCTi Big BMKOPUCTOBYBAHOIO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,1-100 r, nepesaxHo 0,5-50 r.

Temnepatypa peakuii 3a3snyan ctaHoBuTb 0-150°C, nepeBaxHo 20-100°C.

<Crapgist 39> Cnonyky (44) MoXHa ofepaTtun peakuieto cnonyku (46) 3 asngyBanbHUM areHTOM.

Mpuknagamu asnayBanbHOroO areHTa € aswg HaTpilo, asvua uesito, asvg TeTpabyTunamoHito i T.i.
KinbkiCTb BMKOPMCTOBYBaHOrO a3ngyBanbHOro areHTa 3asBumyan CTaHoBWUTb npubnuaHo 1-50 monb,
nepeBaxHo npnbnusHo 1-10 monb, Ha 1 Monb cnonyku (46).

Lilo peakuito MOXXHa MPUCKOPUTU AoAaBaHHAM KpayH edipy. lNpuknagamu BUKOPUCTOBYBAHOMO
KpayH edipy € 18-kpayH-6 i T.i. KinbkicTb kpayH edipy 3a3Bunyan ctaHoBUTb NpubnusHo 0,01-20 mone,
nepeBaxHo npubnuaHo 0,1-5 monbk, Ha 1 Monb cnonyku (46).

Lito peakuito nepeBaxHoO NpPoBOAATbL B PO3UYNHHUKY iIHEPTHOMY A0 peakuii. PO34UMHHUK cneLiansHo
He 0BMexXyeTbCs IOKM TpMBaE peakLis. Moro nepesaxHUMM npuknagamu € amian, HITpUnm, KeToHm,
cynbdokemaun, ectepu, eTepu, Boaa, 3MillaHi pO3YNUHHUKK i T.i.

B ToM 4ac 9k 4yac peakuii 3MIHIOETbCS B 3aneXHOCTi Bid BWKOPUCTOBYBAHOrO peareHTy i
PO34nHHKKA, BiH 3aranom ctaHoBuTb 0,1-100 r, nepeBaxHo 0,5-50 r.

Temnepatypa peakuii 3a3suyan ctaHoBuTb 0-150°C, nepesaxHo 20-100°C.

<Crtagia 40> Cnonyky (8a) MoxHa ogepxaTtu 3 crnonyku (44).

lMepeTBOpeHHS asugHoOi rpyna Ha amiHO rpyny MpoBOAATb 3rigHO i3 cnocobom BigoMUM
beanocepenHbo, Hanpuknag, 3a cnocobom onucaHum B Comprehensive Organic Transformations,
Second Edition, Wiley-VCH, Richard C. Larock a6o T.i., abo cnocobom aHanoriyHum Kmnomy,
Hanpuknag, peakuieto rigpysaHHs, peakuieto CtayaiHrepa, BUKOPUCTOBYOUM TpudeHindgocdiH abo T.i.

<Cragia 41> Cnonyky (9a) MOxHa ofepxaTu peakuieto cnonyku (8a) 3 docreHom abo woro
eKkBiBaneHToM.

Mpuknagamn  ekBiBaneHTy  docreHy €  Bic(TpuxnopmeTun)kapboHat,  TPUXIIOPMETUN
xnopodopmiat, 1,1'-kapboHingiimigazon i T.. KinbkicTe BuKopucTOoBYBaHOro docreHy abo noro
eKBiBaneHTy 3a3Buyan ctaHoBUTb NpnbnmaHo 0,1-100 monb, nepeBaxHo NpubnmaHo 0,3-10 Monb, Ha
1 monb cnonyku (8a).

Lito peakuito 3a3Bunyan NpoBoAsATb B NPUCYTHOCTI OCHOBW. prknagamm oCHOBW € TPETUHHI aMiHW,
apomaTtunyHi amiHW1, OCHOBHI cori i T.i. KinbKicTb BUKOPUCTOBYBaHOI OCHOBM 3a3BM4Yan ctaHoBuTb 1-100
MOrb, nepeBaxHo 1-10 Monb, Ha 1 Mornb cnonyku (8a).

Lito peakuito nepeBaHO MPOBOAATb B PO3YMHHUKY iHEPTHOMY A0 peakuii. PO3unHHUK cneuianbHO
He 0BMeXyeTbCs oKW TPUBAE peakuis. Moro nepesakHUMI NpUKnaaamm € ranoreHoBaHi ByrnesoaHi,
eTepu, BYrneBoHi, HiTpunu, Boaa, 3MmillaHi pO34YMHHUKNA i T.i.

B TOM 4ac Ak yac peakuii 3MIHIOETbCS B 3aNeXHOCTi Bid BMKOPUCTOBYBAHOrO pEareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3Buyan ctaHoBuTb -50-200°C, nepeBaxHo -20-150°C.

3 nomixx cnonyk (8) Ha Cxemi peakuii 1, cnonyku (8b), (8c) i (8d) Ha Cxemi peakuii 5 moxHa
ofepxaTu, Hanpuknag, 3rigHo i3 cnocobom nokasaHum Ha Cxemi peakuii 5 abo cnocobom
aHanoriyHnM romy.
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Cxema peakuii 5

HoN Crapis 43 HN Cragia 44 HN

e

I il O~ "NH
Cragia 42 N N 2
(8b) (43) (47)
Crapia 45
O\
H Crapis 46
13
(332) \ H , . R R12
0_—Q/\N Crapin 47 HzN Cragin 48 HN Ectepudikajis  HN
laackieny cTepucpiray
HN o

COzH COzH COR™
(49) (8c) (48) (50)
R13
BigHoBneHHs le,]I® 3HATTA 3axucTy Her®
R::w OH R:m OH
(51) (8d)

ne R™ e amiHo-3axucHa rpyna, R e HeoBoB's3koBo 3amilleHa Cq.g ankinbHa rpyna, R™ € atom
BOAHIO abo HeoboB'A3koBO 3amiweHa C;¢ ankinbHa rpyna, i iHWi CUMBOMM € TakMMK K BU3HAYEHO
BULLE.

Cronyka (33a) moxe 6yTn KOMepLUiiHO JOCTYNHOK abo i MOXHa ofepXaTu 3rigHO i3 cnocobom
Bigomum 6esnocepenHbo abo cnocoboM aHanoriYHUM oMy .

<Crapgis 42> Cnonyky (8b) moxHa ogepxatu nigaatoum cnonyky (33a) peakuii Ctpekepa.

Lilo peakuilo 3a3Buyan NpoBOASATb LUNAXOM KOHAeHcauii cnonyku (33a) 3 amiakom abo 1ioro
€KBiBaneHTOM i LiaHigoM BogHt0 abo Moro ekBiBaneHTOM 3 YTBOPEHHSAM Bi4NOBIAHOIO O-aMiHOHITPUNY
(8b).

Mpuknagammn ekBiBaneHTy amiaky € Xrnopug amoHito, kapboHaT amoHito, 6eH3annamiH i T.i. KinbkicTb
BMKOPUCTOBYBAHOIO peareHT 3a3Buyan CTaHOBUTb NpubnunaHo 1-50 monb, nepeBakHO NpubnnsHo 1-
10 monb, Ha 1 monb cnonyku (33a).

Mpuknagamy BUKOPMCTOBYBAHOrO €eKBiBaneHTa LUiaHigy BOAHIO € UiaHig HaTpilo, uiadig kanito,
TpumeTuncuninuiaxig i T.i. KinbkicTb BUKOPMCTOBYBAHOrO peareHTy 3a3Buyan CTaHOBUTb MPUBNn3HO
1-50 monb, nepeBaxHo NpnbnunsHo 1-10 monb, Ha 1 monk cnonyku (33a).

Lito peakuito MoxxHa npoBoanTu gogatoun kucnoty Jloica, Taky gk TeTpaizonponokeua TutaHy (1V)
i T.i. KinbkicTb BMKOpMCTOBYBaHOI kucnoTtu Jlioica 3a3Buyan crtaHoBuTb NpubnusHo 0,05-50 mone,
nepeBaxHo npnbnusHo 0,1-10 monk, Ha 1 monb cnonykn (33a).

Lito peakuito nepeBaxHoO NPoBOAATbL B PO3UYMHHUKY iIHEPTHOMY A0 peakuii. PO3uMHHUK cneLianbHo
He OBMexXyeTbCsl OKM TpuBae peakuis. Moro nepesaxHWMM npuknagamy € CnvpTH, ranoreHoBaHi
BYrneBOAHi, eTepu, BYrneBOHi, HiTpunu, Boaa, 3MillaHi PO3YUHHUKM i T.i.

B TOM 4ac 9k yac peakuii 3MIHIOETbCS B 3aneXHOCTi Bif BUKOPUCTOBYBAHOIO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,1-100 r, nepeBaxHo 0,5-48 r.

Temnepatypa peakuii 3a3Buyan ctaHoBUTb -78-200°C, nepeBaxHo -78-100°C.

<Crapgis 43> Cnonyky (43) MOXHa ogepXaTun 3aXnucToMm aMiHo rpynu cnonyku (8b).

BBeaeHHs 3axMCHOI rpynu Ha Ui cTagii NpoBOAATb 3rigHO i3 cnocobom BigoMnm 6esnocepenHbo,
Hanpukrag, 3a cnocobom onucaHum B Greene's Protective Groups in Organic Synthesis, 4™ Edition,
Wiley-Interscience, Theodora W. Greene, Peter G. M. Wuts a6o T.i.

<Cragia 44> Cnonyky (47) MoxHa ogepxatu 3 crnonyku (43).

Lito peakuito npoBoasaTb 3rigHO i3 cnocobom Bigomum 6e3nocepenHbo, Hanpuknag, 3a cnocobom
onncaHum B Synthesis, vol.12, pages 949-950, 1989, abo cnocobom aHanoriyH1M romy.

Lito peakuito nepeBaxHoO NPoBOAATb B PO3UYMHHUKY iIHEPTHOMY A0 peakuii. PO3uMHHUK cneLianeHO
He oBMeXyeTbCa AOKM TpuBae peakuis. Moro nepesaxHuMM npuknagamu € cynbgokcuan, Boaa,
3MillaHi PO3YMHHUKMN i T.i.

B TOM 4yac 9K 4ac peakuii 3MIHIOETBCA B 3aneXHOCTi Big BWKOPUCTOBYBAHOIO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,1-100 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3suyan ctaHoBuTb -30-100°C, nepeBaxHo 0-50°C.

<Cragia 45> Cnonyky (48) moxHa ogepxaTtu nigaaioym cnonyky (47) peakuii rigponisy.

Llto peakuito € NpoBOoAATL BUKOPUCTOBYHOUM KUCIOTY abo OCHOBY 3rigHO 3 3BUYaliHMM Cnocobom.
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Mpuknagamu KUCNOTU € MiHepanbHi KUCMOTW, OpraHivHi kncnotu i T.i. [Npuknagamm ocHoOBM €
HeopraHiYyHi 0CHOBW, OCHOBHI coni i T.i. KinbkicTb BMKOPMCTOBYBAHOI KMCNOTM abo OCHOBM 3a3Bu4am
ctaHoBuUTb NpnbnuaHo 0,5-100 monb, nepeBaxHo NpubnmM3Ho 1-20 Monb, Ha 1 Mornb cnonyku (47).

Lito peakuito nepeBaxHO NpOBOAATb B PO3YMHHUKY iIHEPTHOMY A0 peakuil. PO34MHHUK cneuianbHO
He OBMEeXyeTbCs [OKM TpUBAE peakuis. /oro nepesakHUMK NpuKnagamm € CIMpTW, eTepw, Boaa,
3MiLlaHi PO3YNMHHUKMN i T.i.

B TOM 4yac gk 4ac peakuii 3MIHIOETbCA B 3aneXHOCTi Big BMKOPUCTOBYBAHOIO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHosuTb 0,1-100 r, nepeBaxHo 0,1-48 r.

Temnepatypa peakuii 3a3Bunyan ctaHoBuTb -10-200°C, nepeBaxHo 0-150°C.

<Cragisa 46> Cnonyky (49) moxHa ogepxatu 3 cnonyku (33a).

Llto peakuito npoBoaaTth 3rigHo i3 cnocobom BigoMmum 6e3nocepeHbo, Hanpuknag, 3a cnocobom
onucaHum B ORGANIC PREPARATIONS AND PROCEDURES INT., vol.36, pages 391-443, 2004,
abo cnocobom aHanoriyHMM 1omy.

<Cragia 47> Cnonyky (8c) MoxxHa ogepxaTu nigaaroum cnonyky (49) peakuii rigponisy.

Llto peakuito NnpoBOAsiTb TakMM XXe CaMUM YMHOM sik Ha Ctagii 45.

<Crapgis 48> Cnonyky (48) MoxHa ogepaTu, 3axuLiatodmn amiHo rpyny cnonyku (8c).

Llto peakuito NnpoBoAsATbL TakMM e camuM YMHOM sk Ha CTtagii 43.

Cronyky (8d) moxHa ogepxaTw, Hanpuknag, 3 cnonyks (48) nocnigoBHOW peakuieto
ectepudikalii Bizomoto 6e3nocepeaHbo, peakLieto BigHOBMNEHHS BigoMo 6e3nocepeaHbo i peakuieto
3HATTHA 3aXMCTY Bigomoto be3nocepenHbo.

C nomix cnonyk (33) Ha CxeMi peakuii 4, Cnonyky (33c) Ha Cxemi peakuii 6 MoxHa ogepxatu,
Hanpuknag, 3rigHo i3 cnocobom nokaszaHum Ha Cxemi peakuii 6 abo cnocobom aHanoriyHMM Momy.

Cxema peakuii 6

0\@ CTagia 49 o) CTaia 50 (9]
——D —_—

Me Br OR'®

(33b) (52) (33¢c) w 54
‘ ‘ ' HO
O\@ Cragisa 51 w Cragin 52 . Crapin 53

H H OR'®
(33a) (53) (54) (55)

ne R™ € HeoBoB'sI3k0BO 3aMmileHa Cyg ankinbHa rpyna i iHWi CMMBOMU € TakMMU SK BU3HAYEHO
BuLLE.

Cnonyka (33a) i Cnonyka (33b) MoxyTb GyTM KOMEpPLINHO AOCTYNHUMKM abo MOXHa ofepxaTtu
3rigHo i3 cnocobom Bigomnm 6esnocepeHbO abo cNOocoOoM aHanoriYHUM oMy .

<Crapgis 49> Cnonyky (52) moxHa ogepxatu niggatoumn cnonyky (33b) 6pomyBaHHIo.

Mpuknagamm OpomyBanbHOro areHta € 6Opom, Tpubpomia deHinTpumeTunamoHito, N-
OpomcykuuHimig i T.. KinbkicTb BMKOPUCTOBYBaAHOro OpOMYBanbHOIO areHTa 3a3Bu4yaln CTaHOBUTb
npn6nmaHo 0,5-2 monb, nepeBaxHo NpmbnmaHo 0,8-1,5 monk, Ha 1 Monb cnonykn (33b).

Lito peakuito nepeBaxHoO NPoBOAATb B PO3UYNMHHUKY iIHEPTHOMY A0 peakuii. PO3uMHHUK cneLianbHO
He OBMexXyeTbCsl [OKM TpUBAE peakuis. Moro nepesaxHUMM NpUKNagamMmu € OpraHiuHi KUCroTw,
CnnpTn, eTepu, amigu, ranoreHoBaHi ByrneBoaHi, ByrneBoAHi, BoAa, 3MillaHi PO3YMHHUKM i T.i.

B TOM 4ac dk yac peakuii 3MIHIOETbCS B 3aneXHOCTi Bif BUKOPUCTOBYBAHOIO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,1-100 r, nepesaxHo 0,1-48 r.

Temnepatypa peakuii 3a3Bnyan ctaHoBuTb -30-200°C, nepeaxHo 0-100°C.

<Cragisa 50> Cnonyky (33c) MmoxxHa ogep>xaTu 3 cnonyku (52).

(i) Lo peakuilo NpoBoasTb, HanNpuknaz, peakuieio cronykn (52) 3 6axanum cnvptom (R'°OH) B
npucyTHocTi kapboHaTy cpibna (1) abo okcuay cpidna () i komnnekcy TpudpTopua Gopy:aieTunosun
eTep.

KinbkicTb BUKkOpucToBYBaHOro kapboHaty cpibna (I) abo okcmay cpibna (1) 3assuyan cTaHOBUTL
npn6nm3Ho 1-10 monb, nepeBaxHO NpubnnM3Ho 1-5 Monb, Ha 1 Monb cnonyku (52).

KinbkicTb BUKOPUCTOBYBAHOIO KOMMNEKCY Tpudtopma 6opy:aieTnnosummn etep 3as3smyan CTaHOBUTb
npn6nm3Ho 1-10 monb, nepeBaxHO NpubnnM3Ho 1-5 Monb, Ha 1 Monb cnonyku (52).
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Lito peakuito nepeBaxHO NPOBOAATb B PO3YNHHUKY iIHEPTHOMY A0 peakuii. PO3uMHHUK cneLianeHO
He 0BMeXyeTbCs AOKWN TPUBAE peakLis. Moro nepeBakHUMM NpUKNagaMu € CnmpTy, WO BiANoBiaaoTb
R'OH, eTepu, ranoreHoBaHi ByrneBOAHi, BYrneBOAHi, 3MillaHi PO3YMHHUKK i T.i.

B TOM 4yac gk 4ac peakuii 3MIHIOETbCA B 3aneXHOCTi Big BMKOPUCTOBYBAHOIO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,1-100 r, nepeBaxHo 0,1-48 r.

Temnepatypa peakuii 3a3suyan ctaHoBuTb -30-150°C, nepeBaxHo 0-80°C.

(i) Lito peaKLiito Takox MOXHa NMPOBOANUTTH peakLieto cronyku (52) 3 6axanum cnmptom (R*°OH) B
NPUCYTHOCTiI OCHOBM.

MpuvknagaMmn OCHOBWM € TPETUMHHI aMiHW, OCHOBHI COMi, KOMMNEKCK rigpuaiB MeTanis, ankokcuan
MeTanis, MeTanamigu, ankinmertanu, apunveTtanu i T.i. KinbKicTb BUKOPUCTOBYBaAHOI OCHOBW 3a3BU4ai
CTaHOBUTb NpMBM3Ho 1-10 Mornb, nepeBaxHO NpuMBM3HO 1-5 Monb, Ha 1 Monb cnonyku (52).

Lito peakuito nepeBaxHO NPOBOAATb B PO3YMHHUKY iHEPTHOMY [0 peakLii. PO3UMHHMK cneuianbHO
He 0BMeXyeTbCs AOKWN TPUBAE peakLuis. Moro nepeBaxHUMK Npuknagamn € CUpTK, LLO BIANOBIAAOTL
R'®OH, etepu, amian, CynbdOKCHAMK, ranoreHoBaHi ByrneBoaHi, BYrneBOAHi, 3MillaHi PO3YUHHMKN i T.i.

B TOM 4ac Ak vac peakuii 3MIHIOETbCS B 3aneXHOCTi Bid BWMKOPUCTOBYBAHOrO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,5-24 r.

Temnepatypa peakuii 3a3suyan ctaHoBuTb 0-150°C, nepesaxHo 20-100°C.

<Crapgis 51> Cnonyky (53) moxHa ogepxatu niggatoum cnonyky (33a) peakuii BitTira.

Lilo peakuito npoBoadATb, Hanpuknag, peakuieto cnonyku (33a) 3 inigom gocdopy, ogepxkaHum 3
MeTUn(TpndeHin)dPocdoHieBOT COni i OCHOBMW.

Mpuvknagammn OCHOBM € ankoKkCcMamM MeTanis, ankinMmeTtanu, rigpuan NyxHnx meTtanis, Mmetanamigm i
T.i. KinbKicTb BMKOPMUCTOBYBaHOI OCHOBM 3a3BuYall CTaHOBUTb NpubnmaHo 1-10 Monb, nepeBa)HO
npmbnmaHo 1-5 monb, Ha 1 monb cnonyku (33a).

KinbkicTb BUukoprcToByBaHOi MeTun(TprudeHin)docoHieBoi coni 3a3Bmyan CTaHOBUTbL NPUBAN3HO
1-10 monb, nepeBaxHo NpnbnunsHo 1-5 monb, Ha 1 monk cnonyku (33a).

Lito peakuito nepeBaxHO NPOBOAATb B PO3UYNHHUKY iHEPTHOMY A0 peakuii. PO34nHHUK cneuiansHo
He oBMexXyeTbCA AOKM TpuBae peakuis. Moro nepeBaxHUMM NpuUKnagamn € etepu, ranoreHoBaHi
BYrneBOAHi, BYrneBOAHi, CyrnbdOKCUAN, 3MiLLaHi PO3YNHHUKN i T.i.

B ToM 4ac Ak 4yac peakuii 3MIHIOETbCA B 3aneXHOCTi Bid BWKOPUCTOBYBAHOrO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,1-24 r.

Temnepatypa peakuii 3a3aBuyan ctaHoBuTb -78-100°C, nepeBaxHo 0-100°C.

<Cragia 52> Cnonyky (54) moxHa ogepxaTtu peakuieto cnonyku (53) 3 OKUCHIOUYUM areHToM.

lMpuknagamm OKMCHIOKYOro areHTa € 3-xnopnepbeH3onHa KMcnoTa, NepoLToBa KucnoTa i T.i.

KinbKicTb BUKOPMCTOBYBAHOIO OKMCHIOKOYOrO areHTa 3asBuyai cTaHoBUTb NpubnunsHo 1-10 mone,
nepeBaxHo NpubnuaHo 1-5 monb, Ha 1 Mmonb cnonyku (53).

Lito peakuito nepeBaxHO NPOBOAATb B PO3YMHHUKY iHEPTHOMY [0 peakuii. PO34MHHUK chneuiansHO
He 0BMeXyeTbCs oKW TPUBAE peakuis. Moro nepeBaxxHUMM NpUKNaJaMn € ranoreHoBaHi ByrneBoaHi,
OpraHivHi KUCNnoTn, ectepu, eTepu, BYrneBOAHI, HITpUNK, BoAa, 3MillaHi PO3YUHHUKMA i T.i.

B TOM 4ac Ak yac peakuii 3MIHIOETbCS B 3aneXHOCTi Bif BUKOPUCTOBYBAHOIMO peareHTy i
PO34YMHHUKA, BiH 3aranom ctaHoButb 0,1-48 r, nepeBaxHo 0,1-24 r.

Temnepatypa peakuii 3a3Bunyan ctaHoBUTb -78-150°C, nepeBaxHo -20-80°C.

<Crapisi 53> Crionyky (55) MOoxHa omepxaTv peakuieto cronyku (54) i3 cnuptom (R'°OH) B
NPUCYTHOCTI OCHOBM.

MpuknagamMmn OCHOBW € arnkoKCUgn MeTaniB ogepXaHumx 3 R'®OH, ocHoBHi coni, KOMMeKcu
rigpuaie mMetanis, TPeTWHHI amiHu i T.i. KinbKicTb BMKOPMUCTOBYBAHOI OCHOBWM 3a3BW4Yall CTAHOBUTb
npm6nmaHo 1-100 monb, NnepeBaxxHo NpmbnmaHo 1-10 Monb, Ha 1 Monb cnonyku (54).

Lito peakuito nepeBaxHO NPoBOAATb B PO3UYNHHUKY iIHEPTHOMY A0 peakuii. PO3uMHHUK cneLianbHO
He 0BMeXyeTbCs AOKWN TPUBAE peakuis. Moro nepesaxkHUMM NpuKnagamn € CUpTW, Lo BIANOBIAATL
RlGOH, amigu, ranoreHoBaHi BYrneBoHi, eTepu, ByrneBOAHi, HITpUnu, BoAa, 3MillaHi PO34YMHHUKN i T.i.

B TOM 4ac Ak yac peakuii 3MIHIOETbCS B 3aneXHOCTi Bif BUKOPUCTOBYBAHOIO peareHTy i
PO34nHHMKA, BiH 3aranom ctaHoBuTb 0,1-48 r, nepeBaxHo 0,1-24 r.

Temnepatypa peakuii 3a3Bnyan ctaHoBuTb -30-150°C, nepeaxHo 0-100°C.

<Crapgis 54> Cnonyky (33c) MOxxHa ofepkaTu nigaaroym cnonyky (55) peakuii OKUCHEHHS.

Llto peakuito NnpoBOAsATbL TakMM e camMuM YMHOM sk Ha CTtagii 27.

C nomix cnonyk (33) Ha Cxewmi peakuii 4, Cnonyky (33e) Ha Cxemi peakuii 7 MOXHa ogepxaTu,
Hanpukrag, 3rigHo i3 cnocobom nokasaHum Ha Cxemi peakuii 7 abo cnocobomM aHanoriYHUM Nomy.
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Cxema peakuii 7

O CTapia 55
e

AN
ORW

d
(334) (33e)

ne RY € HeoBoB'si3k0BO 3amileHa Ciq ankinbHa rpyna i iHWi CMMBOMM € TakMMU SK BU3HAYEHO
BULLLE.

Cnonyka (33d) moxe 6yTn KOMepuinHO AOCTynHOW abo MOXHa odepxaTwu 3rigHO i3 Ccnocobom
BigoMmmM 6e3nocepenHbo abo cnocobom aHanoriyHMm nomy.

<Crapist 55> Cronyky (33€) MoxHa oaepxaTtu peakuieio cnonyku (33d) i3 cnmptom (R'OH) B
npucyTHocTi nanagiesoro (I1) katanizaTopa.

Mpuknagamn nanagiesoro (Il) kartanisatopa € xnopua 6Gic(aueToHiTpun)nanagio, xnopug
nanagito, auetar nanagito i T.i. KinbkicTe BukoprcToByBaHoro nanagiesoro (ll) katanisatopa 3assuyan
cTaHoBUTb NpnbnmaHo 0,005-1 monb, nepeBaxHo NpubnnsHo 0,01-1 monb, Ha 1 Monk cnonyku (33d).

KinbKicTb BMKOPUCTOBYBAHOIO CrMpTy (R”OH) 3a3BMyan CTaHoBUTb NpuobnuaHo 1-10 monb,
nepeBaxHo NpubnuaHo 1-3 mornb, Ha 1 Mmonb cnonykm (33d).

Lito peakuito nepeBaHO NPOBOAATb B PO3YMHHMKY IHEPTHOMY 40 peakuii. PO34MHHKUK cheuianbHO
He 0BMEXYeTbCS IOKM TPMBAE peakLisi. Moro nepesaxkHMMN Npuknagamn € ranoreHoBaHi Byrneso/aHi,
CAMpPTH, LLO BiANOBIAaTb R'OH, eTepu, BYrneBOAHI, 3MillaHi PO3YNHHUKM i T.i.

B TOM 4ac dk vac peakuii 3MIHIOETbCA B 3aneXHOCTi Bif BUKOPUCTOBYBAHOIO peareHTy i
PO34YMHHUKA, BiH 3aranom ctaHoButb 0,5-48 r, nepeBaxkHo 1-24 1.

Temnepatypa peakuii 3a3snyan ctaHoBuTb 0-100°C, nepesaxHo 20-80°C.

Cronyky (1), ogepxaHy Ha KOXHii 3 Cxem peakuii, MOXHa BUAINUTM | OYMCTUTK 3@ AONMOMOrOH
BiJOMMX CNOCOGi BUAINEHHS i OYULLEHHS, TaKMX K KOHLUEHTpaLid, KOHUEHTpaLis npyu MOHMKXEHOMY
TUCKY, EKCTPpaKLis pO3YMHHNKOM, KpucTanisauia, nepekpucranisadis, nepeHocu asu, xpomartorpagis
i T.i. Kpim Toro, Ko)keH martepian Crnonyku BMKOPUCTOBYBaHWIA Ha KOXHi Cxemi peakuii moxe Bytn
BUOINEHUN | OYULLIEHMIA 3@ CNOCOOOM MOoAIdHMM [0 3rajaHuX BULLE BiJOMMX CNOCOGIB po3adineHHs i
ouumlleHHs. Matepian crnonykun moxe OyTu BMKOpUCTaHU Ge3nocepedHbO Ha HACTYMHIN cTafii sk
peakuinHa cymiw 6e3 BUAINEHHS.

Konu cnonyka (1) mae i3omepu, Taki sK OMNTWUYHI i30Mepu, CTepeoizomepwu, perioisomepm, i
poTauiniHi i3oMepwn, Taki isomepu i IX cymiwi Takox oxonneTbcs cnonykot (1). Hanpwuknag, konu
cnonyka (1) Mae onTUYHWIA i30Mep, ONTUYHMIA i30MEpP BUAINEHUIN 3 paLemarty, TakoX OXOMSHETLCS
cnonykoto (1). Lli isomepu moxHa ogepxaTtu sk iHauBigyanbHi NpogyKTh 3rigHo i3 cnocobamu cuHTesy
BigoMnMm  6e3nocepeaHbo, cnocobamm  pos3gineHHs  Bigomumn - GesnocepeaHbo  (Hanmpuknag,
KOHLEHTPYBaHHS, EeKCTPakLis pO34MHHMKOM, KOJIOHKOBa XpomaTorpadid, nepekpuctanisauis i T.i.),
ONTUYHE PO3AiNeHHs (Hanpuknag, (Hanpuknag, dpakuiiHa KpyucTanisauis, cnocid xipanbHOT KONOHKMU,
cnoci6 giactepeomepHoi coni i T.i.).

Cronyka (1) moxe OyTu kpucTanoM i KpucTanidyHa dopma Mmoxe OyTu iHAMBIgyanbHow abo
CyMilILLIO KpUcTaniyHux cpopm, obmasi 3 sakux oxonnrTbea crnonykow (1). Kpuctan MoxHa
ofepXaTu 3rigHo i3 cnocobom KpucTanisadii BigoMnm 6e3nocepeaHbo.

Cnonyka (1) Moxe B6yTu conbBaToM (Hanpuknag, rigpat) abo HeconbBaTOM (Hanpuknag, He-rigpat
i T.i.) i 0BmAaBi opMM OXOMMIOKTECA CNOMNYKOoto (1).

Crionyku MiyeHi isotonamu (Hanpuknag, °H, *C, S, *°1i 1.i.) i T.i Takox OXOMMIOKTLCS CNOMNYKO
(2).

[eiitepiea dopma, ae ‘H 3amiHeHuit °H(D), Takox OXOMMIOETLCS CIOMYKOH (1).

Cnonyka (1) miyeHa abo 3amilieHa i30ToNoM MoXe OyTW BUKOPUCTaHa, Hanpuknag, sK iHgukaTop
B NO3MTPOH-eMicinHin Tomorpadii (PET) (PET iHgnkaTop), i kopycHa B ranysi Meau4Hoi AiarHOCTUKM i
T.i.

Ockinbku crnonyka MpeacTaBneHoro BWHaxody Mae HaassudarHy OOE2A iHribyBanbHy Aito,
NPOSIBNSIE HU3bKY TOKCUMYHICTb (Hanpuknag, (OTOTOKCUYHICTb, FOCTPY TOKCUMYHICTb, XPOHIYHY
TOKCUYHICTb, TEHETUYHY TOKCUYHICTb, PENPOAYKTUBHY TOKCUYHICTb, CepLeBY TOKCUYHICTb, B3aEMOAII0 3
nikapcbkummn 3acobamu, KaHUMPOreHHIiCTb i T.i., 0COBNMBO (POTOTOKCUYHICTL), i € Haa3BU4arHO
ctabinbHolo (ocobnueo meTtaboniTM4HO CTabinbHOK), Ma€e yHiKanbHi hapMakoKiHETUYHI BNACTUBOCTI
(abcopbuis, po3noAineHHsi, MeTaboniam, eKCKpeLis i T.i.) i BUCOKY pPO34MHHICTb, BOHA € KOPUCHOM $IK
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mMegukameHT. Cnonyka npeacrtaBneHoro BMHaxody Mae iHribysanbHy gito wopno ®OE2A y ccasuis
(Hanpuknag, MuLi, WypKu, XOM'sSuKKn, KPoni, KOTU, cobakn, KOpOBU, KOHI, BiBLUi, MaBnu, nwoam i T.i.), i
Moxe ByTu BUKopucTaHa anga npodinakTnku abo nikyBaHHA HAaCTYMHUX 3aXBOPIOBaHb i CUMNTOMIB:
(1) ncuxos (Hanpuknag, KOPOTKOYACHUIA NCUX03, iHAYKOBAHWUI NCUX03),
(2) ncuxos3 BUMKNUKaHWIA ankororem, amdeTamMmiHOM, KaHabicoM, KOKaiHOM, raniouUHOreHamu,
OXMPIHHAM, iHransiHTamu, onioigaMmm abo eHUUKNIgUHOM,
(3) mapeHHs,
(4) TpuBoOTa,
(5) posnagy pyxy,
(6) posnag HacTpoto,
(7) kniHiyHa pgenpecis,
(8) kniHiuHa genpecia HaknageHa Ha NCMxXo3 (BKIYayy MapeHHs i LWM3oMdpeHito),
(9) enisog rmubokoi aenpecii cnabkoro, cepeaHboro abo cknagHoro Tmny,
(10) maHiakanbHWi abo 3MmillaHuin enison posnagy HacTpolo,
(1 1) rinomMaHiakanbHUIN enisoq MaHii i genpecii,
eni3on Aenpecii 3 aTMnoBMMN O3HaKamu,
eni3on genpecii 3 03HakaMn MenaHxonii,
eni3on Aenpecii 3 kKaTaToOHIYHMMK O3HaKaMMU,
eni3on MaHii i genpecii 3 NoOCTTpaBMaTUYHMM NOYATKOM;
(16) nicnsiHcynbTHa aenpecis,
(17) puctumivyHmm posnag,
(18) nomipHu genpecrBHWIA po3nag,
(19) aytunawm;
(20) HapkomaHis,
(21) HenpopgereHepaTBHWIA po3nag,
(22) HempopereHepauis NoB'A3aHa 3 TPaBMOK MO3KY,
(23) HempopereHepauis NoB'A3aHa 3 iHCYNbTOM,
(24) HenpopgereHepauis NoB's3aHa 3 uepebpanbHUM iHapKTOM,
(25)
(26)

vvvv

(12

(13
(14
(15

HenpogereHepauis nos'a3aHa 3 rinormikemieto,
HenpoaereHepauis noe'a3aHa 3 eninenTM4YHMM Hanagom,

(27) HepopereHepauis NoB's3aHa 3 OTPYEHHSAM HEPOTOKCUHOM,

(28) mynbTUCUcTEMHa aTpodis,

(29) xBopoba Anburenmepa,

(30) pemeHuis,

(31) mynbTuiHapkTHa gemeHUis,

(32) ankoronbHa gemeHUid abo gemeHUis 06yMOBNeHa iHLWMMW pevyoBMHaMU,

(33) AemeHuia noB'A3aHa 3 iHTpakpaHianbHUMK NyxnMHamu abo TpaBMOK MO3KY,

(34) pemeHuia nos'sa3aHa 3 xBopobot XaHTiHIToHa abo xBopoboto MapkiHcoHa,

(35) nemeHuis obymosneHa CHIJowm,

(36) NnoGHOCKpPOHEBA AEMEHLLS,

(37) penipin,

(38) amHesis,

(39) nocTTpaBmaTMyHMIN CTPECOBUI po3nag,

(40) po3ymoBa BigcTanicTb,

(41) posnag HaB4yaHHA (Hanpuknag, Po3nag uYWTaHHS, po3naj y BUBYEHHI mMaTemaTukm abo
po3napg nucbma),

(42) pediuunT yBaru 3 rinepakTUBHICTIO;

(43) BikO3armKkHe KOrHITUBHE NOTipPLUEHHS,

(44) npemeHcTypanbHUii ANCHOPUYHNIA po3naa,

(45) nocTNCUXOTUYHUI OenpeCcUBHUIA po3nag Npu WKU3odpeHii,

(46) 6inonspHMn posnag, (Bkntoyatuu binonsapHuii po3nag | i 6inonspHui posnag 1),

(47) uuknoTMMIYHWIA po3nag,

(48) xBopoba lMapkiHCcoHa,

(49) xBopoba XaHTiHITOHa,

(50) napaHos,

(51) wwmsodbpeHia (Hanpuknag, napaHoifanbHa LWn30dpeHisi, Ae30praHisoBaHa LWM30dPEHis,
KaTaToHIYHa WK3odpeHis, HeandepeHLitoBaHa LWN30dpeHisi, 3anuLiKoBa LLIM30dpPEHis),

(52) wunsodpeHonogibHnn posnaga,

(53) wursoadekTMBHMI po3nag 3 MapeHHsAM abo genpecieto,

(54) po3nag ocobuCTOCTi MapaHoiganbHOro Tuny,
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(55) po3nag ocobucToCTi LLIM30igHOro TMNy,

(56) OXMPIiHHS,

(57) meTabonivyHNn CUHOPOM,

(58) He-iHcyniH3anexHui giabet (NIDDM),

(59) TonepaHTHICTb 4O rMKo3N,

(60) nHeBMOHis, i/abo

(61) ocTeoapTpuT.

3okpema, cnonyka MNpPeAcTaBeHOro BWHAaxXOA4y KOpMCHa Ans npodinakTukym abo niKyBaHHSA
Ln30gpeHii i xBopobu Anburenvepa.

Ockinbkn crnonyka npeacTtaBneHoro BMHaxogy Mae HaasBudanHy MeTaboniTuyHy cTabinbHIiCTb,
OYIKYETbCS, WO BOHA Oyae maTu BioMiHHY NiKyBanbHy Ail0 Ha 3rajaHi BuLLE 3aXBOPIOBAHHS HABITb Npu
HU3bKi OO3i.

Ockinbkun cnonyka npeacTaBfeHOro BUHAxXody Ma€ HU3bKY TOKCUYHICTb, OAEPXKYETbCH
dapmaueBTUYHa KOMMO3MLiF, WO MICTUTb CMOMNyKy npeacTaBneHoro BuHaxody (TyT Aani 3ragyetbes
AK "MeOuKaMeHT npeacTaBrieHoro BuMHaxody") sk, Hanpuknag, Tabnetka (Bkmwoudawoun Tabnetky 3
LYKPOBUM MOKPUTTAM, TabneTky 3 MNNiBKOBMM MOKPUTTAM, CyOniHrBanbHy TabneTky, TabneTky, Lo
PYMHYeTbCA y poTi, OykanbHy TabneTtky i T.i.), Mirynke, NMOPOLUOK, rPaHynsT, Kancyna (BKM4dawun
M'SIKy  Kancyny, MiKpokancyny), Tpolle, Cupon, PpiavHy, €eMyrnbCilo, CYyCMeH3iio, peuenTypwu
KOHTPOMNbOBAHOrO BUBINbHEHHSA (Hanpuknag, peuenTypy HEramHoro BWBIMbHEHHS, peLenTypy
TPUBAnoro BWBIMbHEHHA, MIKPOKaMNcyny TPMBAroro BUBINIbHEHHS), aepo30fb, NMiBKM (Hanpuknag,
NNiBKK, WO PYMHYIOTBCA Y POTi, OpanbHi MyKOaAreawsHi MNiBkM), iH'ekuis (Hanpwknag, nigwkipHa
iH'eKLia, BHYTPILUHbOBEHHA iH'EKLisl, BHYTPILHbOM'A30Ba iH'eKUia, iHTpanepiToHeanbHa iH'ekuiq),
KpanenbHa iH(y3ia, TpaHcaepmanbHa abcopbuinHa peuenTypa, Masb, JOCbWOH, aares3vBHa
peuenTypa, Cyno3uTopin (Hanpuknag, pekTanbHUA Cyno3uTOpiv, BariHanbHU Cyno3uTopin), apaxe,
HasanbHa peuenTypa, nereHesa peuentypa (iHransaHT), Kpanni Ans o4en i T.i., BUKOPUCTOBYHOYM
CMonyKy NpeacTaBreHoro BUHaxod4y OKpemMo abo pasom 3 hapMaueBTUYHO MPURHSATHUM HOCIEM,
3rifHO 3 METOAMKOK OAepXKaHHSA hapMaLeBTUYHMX KOMNO3MLiM BiJOMOI Mo CyTi (Hanpuknag, cnocio
onncaHun B AnoHcbkin capmakonei i T.i.). BoHa moxe 6e3nevyHo BBOOUTMCHL oOparnbHO abo
napeHTepanbHO (Hanpuknag, BHYTPILWHLOBEHHO, BHYTPIWHBOM'A30BO, MNIALWKIPHO, Yy  OpraH,
iHTpaHasanbHO, iHTpagepManbHO, 3a [JOMOMOroK KpanenbHuui, iHTpauepebpanbHO, peKkTanbHo,
BariHanbHO, iHTpanepiToHeanbHO, Yy MyXNWHY, BBEAEHHHA Mopsg 3 NyxnAvHow i 6e3nocepefHbo B
ypaKeHui opraH i T.i.).

Mpuknagamn chapmMakonoriyHO NMPUNHATHOTO HOCIS € Pi3Hi OpraHiyHi abo HeopraHivHi pevyoBMHU
HOCIi, WO 3a3BMyai BUKOPUCTOBYKTb SK Marepianu peuenTtyp, WO A0JATbCA sIK HaNoOBHKOBAM,
3MallyBarbHUIN areHT, 3B'A3yBanbHUN areHT abo AesiHTerpaTtop y TBepai peuenTypu; K PO3YNHHUKM,
NMOMIYHUK PO3YMHEHHS, CyCNeHAyBanbHUIA areHT, i30TOHIYHUIA areHT, Bydep, NOM'aKLw Y4 areHT i im
noAibHi y piaki peuentypu. Konm HeobxigHO, B NpuaaTHUX KiNbKOCTAX MOXYTb OyTW BMKOpPUCTaHI, Taki
SIK KOHCEpPBaHT, aHTUOKCUAAHT, 6apBHMK, NiAcONomXyBaB, abcopbeHT, 3BoNoXyBau i T.i.

MpuknagamMmuM  HanoBHOBaYa € JlakTto3a, UuUykpos3a, D-madit, D-copbit, kpoxmans,
npexenaTuHi3oBaHUN Kpoxmanb, KYKYpYA3stHUM Kpoxmarb, OEKCTPUH, MIKpOKpUCTaniyHa Lentonosa,
HM3bKO3aMillleHa rigpoKCUnponinuentonosa, HaTpin kapOokcumeTunuentonosa, rymiapabik, nynynaH,
cBiTna 6e3BogHa KpeMHieBa KMCNOTA, CUHTETUYHUIA CUNiKaT antoMiHito i MarHito anoMomeTacunikar i
T.i.

Mpuknagamn 3MallyBanbHOMO areHTy € cTeapaT MarHilo, cteapaT Kamblilo, Tanbk, KonoigHa
KpemHieBa kucnota i T.i.

Mpuknagamu 3B'A3yBanbHOrO areHTy € npexenaTtuHi3oBaHUM Kpoxmarb, MiKpoKpucTaniyHa
Lennosa, Lykposa, rymiapabik, D-maHiT, Tpexanosa, AeKCTpUH, NynynaH, rigpokcunponinuentonosa,
rigpokcunponinveTunuentonosa, NoniBiHINMIPONigoH, Kpoxmarib, caxapoasa, XenatuH,
MeTWUILEeNonosa, kapboKkCcUMeTUILENONo3a, HaTpi kapbokcumeTunLentonosa i T.i.

Mpuknagamu gesiHTerpaHTa € nakrosa, Lykpo3a, kpoxmarb, kapbokcumeTunuentonosa, KanbLin
KapboKkcMMeTunuentono3a, HaTtpil  KpockapMernosa, HaTpii  kapOoKCUMeTWIKpoxmarb, CBiTna
0e3BoaHa KpeMHieBa KMCNoTa, HU3bko3aMillleHa rigpoKcuMnponinuentonosa i T.i.

Mpuknagamn po3dnHHUKA € Boda Ang iH'ekuii, isionoriyHnin po3ymnH coni, po3vmH PiHrepa, cnupr,
NponineHrnikonb, NOMieTUNEeHrNiKoMnb, Makporosb, KYHXYTOBa Onisl, KYKypyA3sHa onid, onnekoBa onigd i
onist 3 HaciHHA 6aBOBHUKY i T.i.

MpuknagamMmy MOMIYHMKA PO3YMHEHHS € MOoSlieTUNEeHrnikonb, nponinexHrnikons, D-maHiT,
Tpexanosa, 6eH3unbeHsoar, eTaHos, TPic(rigpOKCMMETHI)aMiHOMETaH, XONeCcTepor, TpMeTaHONaMmiH,
kapOoHaT HaTpilo, UMTpaT HaTpito, caniuunar HaTpito, aueTaTt HaTpito i T.i.

Mpuknagamu  cycneHAyBanbHOrO  areHTy €  MNOBEPXHEBO-aKTUMBHI  PEYOBUMHM, Taki  £K
CTeapunTpueTaHonamiH, naypwncynbar HaTtpilo, naypunamiHONponioHoBa KUCMOTa, NeuuTuH,
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OeH3ankoHin xnopua, O6eH3eTOoHIM xnopwua, MOHOCcTeapaT rniuepuHy i iM nodibHi; rigpodinbHi
noniMepu, Taki SK MONIBIHINOBMIA CNWPT, MOMIBIHINNIPONIQOH, HATpin KapbokcMMeTunLenonosa,
MEeTWUENono3a, rigpOKCUMETUILENIONO03a, T[iApOKCUeTUNUEeNtonosa, rigpoKcUnponinuentonosa,
nonicop0at, NoniokcMeTuneH, rigpoBaHa kactopoBa onis i T.i.

Mpuknagamu i30TOHIYHOMO areHTy € rnoko3a, D-copbiT, xnopug HaTpito, rmiuepuH, D-maHiIT i T.i.

Mpuknagamn OydepyBanbHOro areHTa € Oydepu, Taki sk docdaTtn, auetatn, kapboHaTw,
umMTpatun i T.i.

Mpuknagamy NOM'AKLYBaNbHOrO areHTa € 6eH3nNoBUA CMPT i T.i.

Mpuknagamu KoHCepBaHTY € n-okcubeHsoat, xnopbyTtaHon, 6eH3mMnoBuin cnvpT, eHeTUNoBui
cnupT, gerigpoouToBa Knucnora i copbiHoBa kucnora i T.i.

[MepeBaxHUMKU NpuKNagamMmu aHTUOKCUOAHTY € cynbdiTh, ackopbiHoBa KMcnoTa, a-Tokodeponu i
T.i.

Mpuknagamu 6apBHMKa € BOOOPO3YMHHI ICTiBHI 4irTbOBI NirMeHTu (Hanpuknag, xap4yosi 6apBHUKN,
Taki 9k Food Color Red Nos. 2 i 3, Food Color Yellow Nos. 4 i 5, Food Color Blue Nos. 1i 2 i im
noAibHi), BOOOHEPO34MHHI bapbnakoBi NirMeHTW (Hanpuknag, arnioMiHieBi coni 3ragaHux BuLe
BOAOPO3YMHHMX ICTIBHUX [OirTbOBUX MIrMEHTIB), HaTypanbHi NiIrMeHTM (Hanpuknag, [-KapoTwH,
xnopodin, YepBOHUI oKcug 3anisa) i T.i.

Mpuvknagamu NigconoaxyBada € HaTpin caxapwH, AvKanin rmiynupuanHaT, acnaptam i cTesis i T.i.

B TOM yac sk BMIiCT cnonyks npeacTaBrneHoro BUHaxody B MeOUKaMeHTi NpeacTaBeHoro
BUHaXOAY 3MIHIOETbCA B 3aNEXHOCTI Bif 4030BaHOI hopMun, [03M CNOSYKM NpeacTaBieHoro BUHaxoay
i T.i., BiH CTaHOBUTb, Hanpuknag, npmdnumaHo 0,1-100 mac%, nepesaxHo npnbnuaHo 0,1-95 mac%.

B TOM yac sk gosa cnonyku nNpeactaBneHoro BUHaxody 3MIHIOETLCHA B 3anexHOCTi Big cyb'ekTa,
AKOMY BBOAMTbLCS, LUNAXY BBEAEHHS, LiNbOBOro 3axBOPHOBAHHS, CUMNTOMY i T.i., Hanpuknag, ons
OopanbHOro BBEAEHHS nauieHTy 3 wnsodpeHieto (qopocnui, macor npubnuaHo 60 kr), go3a 3aranom
cTtaHoBuUTb NpubnunsHo 0,1 - npubnusHo 20 mr/kr macu Tina, nepesaxHo npnbnusHo 0,2 — NpMbnMaHo
10 mr/kr macu Tina, 6inbw nepeBaxHo npubnmaHo 0,5 — npubnuaHo 10 mr/kr macu Tina, siky 6axaHo
BBOOWUTM BiJ OQHOrO [0 AEKiNbKOX pasiB (Hampuknag, Big O4HOrO OO TPbOX pasiB) NPOTArOM OHA B
3anexHocCTi Big cMMnNTOMY.

Cronyky NpefcTaBreHoro BUHaxo4y MOXHA BBOOUTW SK €QUHY aKTUBHY peyoBMHY abo MOXHa
BBOOUTM y KOMOiHaUil 3 [HWMMM MeAMKaMeHTaMK, TakuMKW $K iHWI nikapcbki 3acobu, wo
BMKOPUCTOBYIOTLCA MpPU NiKyBaHHI NCUXOTUYHWMX po3nagiB (3okpema, wu3odpeHii i GinonsapHoro
po3napgy), 06CecuBHO-KOMMNYNbCUBHOIO po3naay, rmmboka genpecid, xBopoba [NapkiHCoHa, xBopoba
Anburerimepa, KOTHITMBHWWA po3nag, BTpaTta nam'ati i T.i., (TyT gani 3ragyetbCcs K CynpoBigHWN
nikapcbkun 3acib).

Mpuknagamn CynpoBiOHOroO nikapcbKoro 3acoby € aroHIiCTM HIKOTMHY 07, 4acTKOBi aroHicTu
HIKOTUMHY a7, NO3WUTUBHI anoCTEPUYHI MOAYNATOPWU HIKOTUHY a7, iHribiTopy ®OE2, iHribiTopn ®OE4,
iHriditopn OLOES, iHribitopn OOE10, iHwi iHriditopn OOE, ©nokatopu kanbUieBMX KaHani.,
MOOYNATOPM MycKapuHy m1 i m2, mMogynatopu peuentopa afeHOo3uHY, amnakiHu, iHribitopu
TpaHcnopTepa mmiunHy 1, mopgynatopu NMDA-R, mogynatopy mGIuR, mogynstopu gonaminy,
MOOYNATOPM CEPOTOHIHY, CEeNEKTUBHI iHriGiTOpM MOBTOPHOrO 3aXOMSfIEHHA CEPOTOHIHY, iHriGiTopu
MOBTOPHOTO 3axOMSIEHHs1 CEPOTOHIHY | HopeniHedpuHy, IHrGITOPM MNOBTOPHOrO 3axOMNSIEHHS
HopeniHedpUHy i JonamiHy, NOTPINHI IHFGITOPM NOBTOPHOIO 3axoniieHHs, kKaHabiHOIaHI MogynaTopw,
iHriGiTOopM xoniHecTepasu (Hanpuknag, AoHene3ur, pUBacTUrMiH, ranaHTamiH) i T.i.

Kpim Toro, npuknagamm cynpoBigHOro nikapcbkoro 3acoby €, ane He 0OMeXyeTbCs, iHLWi NpuaaTHI
nikapcbki 3acobu ana nikyBaHHA wm3odpeHii (Hanpuknag, Manonepigon, KnosaniH, OnaH3saniH,
PucnepigoH, Apuninpason, 3unpasugoH, MNaninepugoH, KeetianiHy dymapar i T1.i.), nikapcbki 3acobu
Ans nikyBaHHa 6inonsipHoro posnagy (Hanmpuknag, Jlitin, Onan3aniH, Apuninpason, BannpoiHoBa
KMcnoTa i T.i.), nikapcbki 3acobu ans nikyBaHHa xBopobu [MapkiHcoHa (Hanpwknag, JleBogona,
BpomkpunTuH, Mepronig, MNMpaminekcon, TonkanoH, MNpounkniguH, TpurekcudeHignn, BeHaTponiH i
T.i.), areHTn, Wo BMKOPUCTOBYIOTLCS MpKU fikyBaHHSA rnunbokoi aenpecii (Hanpuknag, AMITPUNTUITIH,
IminpamiH, [OecunpamiH, HopTtpuntuniH, [lapokcetnH, ®&nyokceTuH, CepTpaniH, bBynponioH,
EcuuTtanonpam, MipaTt3aniH, BeHnadakcuH, [ynokceTuH i T.i.), areHTn, Wwo BUKOPUCTOBYIOTLCHA NpU
nikyBaHHi xBopobu Anburenmepa (Hanpuknag, [anaHtamiH, TakpuH, [doHenesun, PuBacTurmin,
MewmaHTuH, HeotponiH, CeneriniH, EcTporeH, KniokgiHon i T.i.), areHTu, WO BMKOPUCTOBYIOTLCA MpU
nikyBaHHi AgemeHuii (Hanpuknag, TiopigasuH, [anonepwgon, PucnepugoH, TakpuH, [oHeneawn,
PuBacTurmin i T.i.), areHTu, WO BMKOPUCTOBYIOTBCS NPW NiKyBaHHI eninencii (Hanpuknag, PeHiToiH,
deHobapbitan, KapbamasaniH, BannpoiHoBa kucnota, Etocykcumig, [abaneHtuH, CondpeToH,
denbarton i T.i.), areHTn, WO BMKOPUCTOBYIOTLCS MpPU MiKyBaHHI PO3CITHOro CKrepo3y (Hanpukiag,
TontepoanH, OkcubyTtuHiH, OkcmkopoH, IHTepdepoH Geta-1b, IHTepdepoH OeTa-1a, AsaTtionpuH,
MeToTpekcaT, [maTipamep i T.i.), areHTu, L0 BUKOPUCTOBYIOTHCS MPU IiKyBaHHI XBOPOOM XaHTIHITOHa
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(Hanpuknag, AmiTpunTunid, IminpamiH, [Hdecunpamid, HopTtpunTtuniH, [lapokcetuH, ®nyokceTuH,
CeptpaniH, TetpabeHasuH, [anonepigon, Xnopnpoma3suH, TiopuaasuH, Cynbnipug, KseTtianiH,
Knosanin, PicnepugoH i T.i.), areHTM kopucHi npu nikyBaHHi giabety [Hanpuknag, niraHan PPAR
(Hanpuknag aroHictM abo aHTaroHicTn, Taki sk PoaurnitasoH, TpornitasoH, [liornitasoH i T.i.),
CTUMYNATOPU CceKpeLii iHCyniHy (Hanpuknag, cynbgoHincedoBuHKU, Taki gk nibypug, Mimenipma,
Xnonponamig, Tondytamig, miniang i T.i., i He-CynbOHINbHI CTUMYNSATOPU cekpelii), iHribiTopn a-
rniokosngasun (Hanpuknag, Akapbosa, Mirniton, Bornibos i T.i.), ceHcubinizatopu iHCyniHy
(Hanpuknag, aroHictu PPAR-y (Hanpuknag, rnita3onun); 6iryarigw, iHribitopun PTP-1B, iHriditopn DPP-
IV, inHribitopy 116eta-HSD i T.i.), CnOMykW, WO 3HWXKYIOTb BUBINIbBHEHHS MNEYIHKOBOI [IIHOKO3M
(Hanpuknapg, aHTaroHiCTV rrwKaroHy i MeTdopmiH (Hanpuknag, niokodar, MMiokodar XR i T.i.)),
iHCYNiH i noxigHi iHCYniHy (BKMOYaK4n i AOBroAitodi, i KOpOTKOAIYI hopmu i peuenTypu iHCYNiHY)],
nikapcbki 3acobu Ans nikyBaHHS OXWPIHHA [Hanpuknag, arodictn -3, aroHictu CB-1, iHribiTopum
Henponentugy Y5, UwuniapHuin HenpoTpodiuHuii paktop i noxigHi (Hanpuknag, AKCOKiH),
npurHidysadm anetuty (Hanpuknag, Cibytpamin), iHribiTopu ninasu (Hanpuknag, Opnictar) i T.i.].

[o3oBaHa ¢opmMa cynpoBiAHMX MiKapCbkUX 3acobiB He OOMEXYETbCs | € NMPUAHSATHOK [OOKK
crnonyka npeacTaBneHoro BuHaxody ob'eqHYETbCS 3 CyMpoBIAHMMUK NikapcbkuMy 3acobamu nig yac
BBedeHHS. [Npuknagamu Takmx 0o3oBaHMX OpM € HaCTYMHi:

(1) BBeOEHHSA OKpeMOi peuenTypu, OOepPXaHOoi LUMSAXOM OAHOYaCHOro (POPMYITOBAHHSA CMOMyKU
NpeacTaBNeHoro BUHaxoAay i CynpoBigHOro nikapcbkoro 3acoby,

(2) ogHoyacHe BBeOEHHS ABOX BUAIB peLenTyp OAepXXaHUX LUMSAXOM OKPEMOro (POpPMYIHOBaHHS
CMNOMyKM NPeACTaBNeHOro BUHaxoay i CynpoBigHOro nikapcbKoro 3acoby, BUKOPUCTOBYHUMN OAMH i TON
Xe LWnaxX BBEAEHHS,

(3) posgineHe B 4Yaci BBedEeHHS [OBOX BMWAIB peuenTyp OAepXaHuX LUMSXOM OKPEMOro
POpMynoBaHHA  CMOMYKM MNPEACTaBEHOro BMHaxody 1| CynpoBigAHOMO nikapCbKoro 3acoby,
BUKOPUCTOBYHOUN OAWH | TOW Xe LUNSX BBEAEHHS,

(4) opHovacHe BBeOeHHS OBOX BWAIB PELIENTYP OOEpPXKaHUX LUNSAXOM OKPEMOro oOpMyIIHOBaHHS
CMONYKN NPEeACTaBEHOro BMHAXOAY i CYMNPOBIAHOMO JlikapCbKoro 3acoly, BUKOPUCTOBYHOYM Pi3Hi
LUNSAXWN BBEOEHHS,

(5) pospineHe B uvaci BBedeHHA [OBOX BUAIB peLenTyp oJepXaHWX LUMSXOM OKPemoro
POpPMYINIOBaAHHA  CMONYKU MNPEACTABMEHOr0 BMHAxody | CyMpoBIAHOro mikapcbkoro 3acoby,
BMKOPUCTOBYIOUN Pi3Hi LUNAXW BBEAEHHNA (Hanpuknag, BBeAEeHHS cno4vaTtky Cronyku npeactaBreHoro
BMHaxody i NOTiM CynpoBIgHOro fikapcbkoro 3acoby, abo BBeAeHHS Y 3BOPOTHOMY NOPSAAKY).

Lli cdopmn BBedeHHA ONUCYIOTbCA HMXYe | 3ragyloTbCs SK KOMOGIHOBaHWA nikapcbkun 3acib
npeacTaBneHoOro BUHaxoay.

Konn npusHavaeTbcst KOMGIHOBaHMIM MikapCbkui 3acid npeacTtaBneHoro BUMHaxoA4y, CynpoBiaHWN
nikapcbkunm 3acibé i cnonyky npeAcTaBneHOro BUHAxXody BBOASATb OOHOYACHO. AnbTepHATMBHO,
CMOMyKy nNpeacTaBfieHOro BMHAxXo4y MOXHA BBOAUTWU MNICNS BBEAEHHSA CYMPOBIAHONO NikapCbKOro
3acoby abo cynpoBigHWMIA nikapCcbkuiA  3acid MOXHa BBOAMTW TMiCNs  BBEOEHHS  CrOMyKM
npegcTaeneHoro BuHaxoay. Konu BBOAATCA Y Pi3HUYA Yac, pi3HMUS Yy Yvaci 3anexuTb BiJ akTUBHUX
iHrpenieHTiB, L0 BBOAATLCS, Nikapcbknx opM i cnocobiB BBEAEHHS.

Hanpuknag, konu cnodaTtky BBOASITb CYMpOBIAHWIA Nikapcbkuii 3acib abo noro dpapmaueBTUdHY
KOMMO3WLito, CMOMyKy NpeacTaBneHoro BuHaxogy abo noro dapMaueBTUYHY KOMMO3MLiKD MOXHA
BBOAMTM NpoTarom Big 1 xB. Ao 3 AHiB, nepeBaxHo Big 10 xB Ao 1 AHs i Ginbw nepeBaxHo Big 15 xB
Ao 1 rogvHu nicna BBeOEHHHA CyNpOBIOHOrO Jikapcbkoro 3acoby abo 1oro gapmaueBTUYHOI
komnosuuii. Konn cnovaTtky BBOAUTBHCS Crnoslyka NpencTaBnieHoro BuHaxody abo ii papmaueBTMyHa
KOMMOo3uLUis, CynpoBigHUIA NiKapcbkMi 3acid abo roro papmaueBTUYHY KOMMO3ULK0 MOXHa BBOAUTU
npotsrom Big 1 xB Ao 1 AHA, nepeBaxHo Big 10 xB go 1 gHsa i 6inbw nepeBaxHo Big 15 xB o 1
roovHK Nicnsi BBEAEHHS CNOSYKU NpeacTaBreHoro BuHaxoay abo ii dpapmaueBTUYHOT KOMMNO3uLii.

Akwo BigcyTHI Npobnemun 3 NobivyHMMK edbekTamu CynpoBigHMX Nikapcbknx 3acobiB, Mmoxe OyTu
BMKOpUCTaHa byab-aka gosa. [losa cynpoBigHOro nikapcbkoro 3acoby 3MiHIOETLCHA B 3anexHOCTi Bif
[O3yBaHHSA, cyO'ekTa BBEAEHHS, LUNSAXIB BBEAEHHS, LiNMbOBMX 3axBOpHBaHb, CUMMNTOMIB i T.i.
Hanpuknag, y Bunagky opanbHOro BBeAEHHS nauieHTam 3 Lwu3odpeHielo (gopocni, maca Tina
npubnuaHo 60 «kr), iHTepBan [o03yBaHb CTaHOBUTHL npubnusHo Big 0,1 go 20 mr/kr macu Tina,
nepesaxHo npunbnusHo Big 0,2 go 10 mr/kr macu Tina i 6inbWw nepeBaxHo npubnuaHo Big 0,5 oo 10
Mr/kr macu Tina. lNepeBaxHo, WO Ui O03M BBOOATBHCS Big OQHOMO OO [AOEKINbKOX pasiB Ha OeHb
(Hanpuknag, Big ogHoro Ao 3 pasis).

AKWo cnonyka npeacTaBfEHOro BMHAxXO4y BUKOPUCTOBYETBCS Y KOMOiHaUii i3 CcynmpoBigHUM
nikapcbkum 3acobom, BiAnMoBigHI 403N MOXYTb 3MEHLLYBAaTUCb B MeXax 6e3neyvHoro iHTepeany, LWoao
NPOTUIEXHOI Aii BigNoBigHNX NikapCbKMX 3acobiB.
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Komb6iHoBaHWIi nikapcbkMin 3aci® NpeAcTaBneHOro BMHAxody MPOSIBNSAE HU3OKY TOKCUYHICTb.
Hanpuknag, cnonyka npegcrtaeneHoro BuHaxogy abo(i) cynpoBigHWMA nikapCcbkMn 3acib MOXyTb
o0'egHyBaTUCh 3 hapmaLeBTUHHO NPUAHATHUM HOCIEM 3MiAHO 3 BiAOMMMK crnocobamn 3 oAepXKaHHAM
hapMaLeBTUYHOT KOMMO3WLi, Takoi sk TabneTku (BKMo4varouyn TabneTkm 3 LYKPOBMM MOKPUTTAM i
TabneTtkn 3 MNNIBKOBMM MOKPUTTAM), MOPOLUKW, TPaHynsTW, Kancynu (BKIHOYaluM M'AKi Kymncynwu),
PiAVNHK, PO3YMHUT ANa iH'eKUin, cynoauTopil, peLuenTypyu TpuBanoro BuBINbHEHHA i T.i. Lli komnosunuii
MOXHa 0e3neyHO BBOAMTU OpanbHO abo [HWMM LWAAXOM (HampuKnag, BKYakuyM NOKaNbHUR,
peKTanbHUN, IHTPABEHO3HWUI LUNAXM i T.i.).

dapMaueBTUHHO MPUMAHTSAHI  HOCIii, WO MOXyTb OyTM BUKOPUCTAHI Ans  BUIOTOBMEHHS
KOMBIHOBaHOrO fikapcbkoro 3acoby nNpeacTaBneHoro BUHaxony, MoXyTb ByTu Takmm X camnumn K Ti,
LLIO BUKOPUCTOBYIOTLCS B MeAMKaMeHTi NpeacTaBneHoro BMHaxoay, sik arafjaHo BuLLe.

CniBBiOHOLLEHHST CMOMNYKM MNpeAcTaBneHOoro BMHaxody i CynpoBIiAHOro nikapcbkoro 3acoby B
KomMbBiHOBaHOMY rikapCcbKOoMy 3acobi MpeacTaBrneHoro BMHAaxody MOXe BUOUpATUCh MPUNAHATHUM
YMHOM B 3aneXHOCTI Bif cyb'ekTiB BBEAEHHS, LUNSAXIB BBEAEHHS, 3aXBOPIOBaHb i T.i.

CynpoBigHuii nikapcbkuii 3acidé B komGiHOBaHOMY JlikapcbkoMy 3acobi npeAcTaBneHoro BUHaxoay
MOXe 00'egHyBaTUCb B MPURHATHIN nponopuii, skwo ob6'eaHyoTbes ABa abo Ginblle NikapCbKuX
3acobiB.

[o3a cynpoBigHOro nikapcbkoro 3acoby Moxe BMbupaTtucb NPUAHATHUM YMHOM B 3aneXHOCTI Bif
KNiHIYHO BMKOPUCTOBYBAHOro 403yBaHHsA. KpiM Toro, cniBBigHOLWEHHS MidK CMOMYKOK NpeacTaBreHoro
BMHaxoAy i CynpoBigHUM fikapCbKUM 3acob0OM MOXe BUOMpPaTUCh MPUAHATHMM YMHOM B 3aNEXHOCTI
Bi Cy0'ekTiB BBEOEHHS, LUNAXIB BBEAEHHS, LiNbOBUX 3aXBOPIOBaHb, CUMMNTOMIB, KOMOGiHaUiA i T.i.
Hanpuknag, €Kkwo cyB'ekToM BBEAEHHS € JloAMHA, CYNPOBIAHUA nikapcbkui 3acié  moxe
BMKOPUCTOBYBATUCH B KiNbKOCTi B iHTepBani npubnusHo Big 0,01 go 100 macoBux YactuH Ha 1 macoBy
YaCTUHY CMOJSTyKU NpeacTaBneHoro BUHaxoay.

Hanpuknag, BMIiCT Cnonyku npeacTaBneHoro BvHaxogy B KOMOGIHOBaHOMY rikapcbkomy 3acobi
npeacTaBneHoOro BMHaxody 3MIHIOETbCS i3 3MiHOKW peuenTyp. 3aranom, BiH NPUCYTHIA B iHTepBani
npunbnusHo Big 0,01 go 99,9 mac%, nepeBaxHo Big npmbnmsHo 0,1 go npmbnmsHo 50 mac% i GinbLu
nepeBaxHo Big npubnusHo 0,5 go npmbnmaHo 20 mac% CTOCOBHO BCI€El peLenTypu.

BwmicT cynposigHoro nikapcekoro 3acoby B komMGiHOBaHOMY fikapcbkomy 3acobi npeacTaBneHoro
BMHaxoy 3MIHIOETbCA i3 3MiHOI peLenTyp. 3aranom, BiH MPUCYTHIN B iHTepBani npubnusHo Big 0,01
no 99,9 mac%, nepeBaxHo Big npubnuaHo 0,1 oo npubnuaHo 50 Mac% i Ginbll NepeBaxHO BiA
npunbnusHo 0,5 go npubnmaHo 20 mac% CTOCOBHO BCi€i peuenTypu.

Bmict nobaBku, Takoi sik HOCIi, B KOMGIHOBaHOMY fikapCbKOMY 3acobi npeacTaBneHoro BUHaxony
3MIHIOETLCS i3 3MiHOW peLenTyp. 3aranom, BOHa MPUCYTHS B iHTepBani npubnusHo Big 1 go 99,99
mMac% i nepesaxHo Big NpnbnumaHo 10 go npubnusHo 90 mac% CTOCOBHO BCi€l peLenTypu.

Konn cnonyka npegctaBneHOro BWHaxody i CynpoBiAHMI nikapCbkui 3acid opMynioTbCH
He3anexHo, Moxe 6yTn BUKOPUCTaHWI OOQHaKOBUI BMICT.

Ockinbkn 0031 MOXYTb 3MiHIOBaTUCh 3a Pi3HMX YMOB 3ragaHux Bulle, Moxe OyTn goctatHsa gosa
MeHLLa, HiX 3aranbHe 4o3yBaHHs, abo Moxe Byt HeobxigHO BBOAWTM JO3Y NEPEBULLIYE iHTEpBar.

Mpuknag

MpencTaBneHni BUHaxia po3KpuBaeTbes Oinbll geTanbHO 3 nocunaHHAM Ha HacTynHi Mpuknaaw,
Mpuknagn peuentyp i EkcnepumeHTanbHi npuknagu i ki TiNbkW € NpUKNagoM i He MOBWHHI
po3rnsgaTuch Sk obMexXeHHs, | BUHaxig Moxe 6yTu 3MiHEHMI B paMKkax NpeacTaBneHoro BuHaxoay. B
HacTynHux [lpuknagax, "kiMvHaTHa Temnepartypa" 3aranom os3Hadae Big npubnmaHo 10 °C go
npmbnmaHo 35 °C. CniBBigHOWEHHS npvBedeHi AN  3MillaHuX PO3YMHHWKIB € 06'€eMHUMM
CNiBBiQHOLWEHHAMU, SKLWO He BKa3aHo iHwe. % o3Ha4Yae Mac%, SIKLLO He BKa3aHO iHLUeE.

B konoHkoBin xpomartorpadiii Ha cwunikareni, no3HadyeHHs NH o03Hayae 3acTocyBaHHs
amiHonponincunaH-3B'as3aHoro curnikarento. B BEPX (BucokoedektnBHa pignHHa xpomartorpadis),
nosHayeHHs C18 o03Havae 3acToCyBaHHA OKTagelun-3s'a3aHoro cunikarento. CniBBigHOLWEHHS
PO34YMHHUKIB €/0BaHHS, SIKLLIO HEe BKa3aHo iHle, € 06'eMHMM CniBBiOHOLLEHHSIM.

'H ampP (cnekTp A4epHOro MarHiTHOro pes3oHaHCy Ha NpoToHax) 3HiManu 3a gonomorow AMP 3
nepeTBoptoBaHHsaM ®yp'e. [yxe cnabki Mk NPOTOHIB TAPOKCUNBHOI rpynu, amiHO rpynu i T.i. He
onvcysanm.

B HactynHux [onomikHux npuknagax i [lNpuknagax, maccnektpu (MC), cnektpu saepHoro
MarHiTHoOro pesoHaHcy (AAMP) i TemnepaTtypu nnaBneHHs 3HiMany Ha HacTYNMHUX MPUCTPOSX.

3Himanu MC (maccnekTp) 3a gonomoroto PX/MC (piguHHUIA xpomaTorpad 3 MacCrnekTpoMeTpomMm).
Ak cnoci6 ioHisauii BukopuctoByBanm crocib IAT (ioHi3auis npu aTtmMocgepHOMy TUCKY, XiMidHa
ioHi3auia npu atmocdepHomy Tucky) ado ECI (Enektpocnpeii ioHizauis). [aHi nokasyTb BUMIpSHI
3Ha4eHHs (3HangeHo). 3aranom, cnocTepiranu Mk MoOneKynapHOro ioHy. Y BUMNagKy Cnosyku, Wo Mae
amiHo rpyny (-NH,), Mmoxe cnocrtepiratuch nik nicna enimiHyBaHHs NH; gk doparmeHTapHuiA ioH. Y
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BMMNaAKy COMi, 3a3BU4aln CNoCcTepiraeTbCs Mk MOMEKynsipHoro ioHy abo nik pparMeHTapHOro ioHy
BiNbHOI hopmu.

Mpuknag 1

N-(1-(4-meTokcudpeHin)nponin)-2-okco-2,3-aurigpo[2,3-b]nipasuH-4(1H)-kapbokcamig

A) meTtun N-(3-HiTponipnanH-2-in)rniymMHaT

[o posunHy metunrniuuHaty rigpoxnopugy (1,98 r) i 2-xnop-3-HiTponipnanHy (2,50 r) B N, N-
anvetundopmamigi (16,0 mn) gogaBanu Tpuetunamid (5,50 mn). PeakuiinHy cymiw nepemiwyBanu
nNpoTAroM Hodi npu 80°C i pO3YMHHMK ynapioBanu fnpu MNOHWXEHOMY TUCKY. 3anuvLiOK pO3YMHANN B
eTunaueTari, eTunaueTtaTHUA PO3YMH MOCMIAOBHO MPOMUBaNM BOAOK i HACMYEHUM pPO3COJSIOM,
cywunu Hag 6e3BogHMM CynbdaToM HaTpilo i PO3YMHHUK ynaproBanu MNpW MOHMKEHOMY TUCKY.
3anuLoKk ouunLiany KOMOHKOBOK XpoMaTorpadieto Ha cunikareni (eTunauertat/rekcaH), o4epXytoun
BKa3aHy B 3aronosky cnonyky (2,25 r).

MC (IAT+): [M+H]" 212,0.

B) 3,4-gurigponipnao[2,3-b]nipasnH-2(1H)-oH

o posunHy metun N-(3-HiTponipugunH-2-in)rmiumHaty (50,0 mr) B etaHoni (3,00 mn) gogasanu
10 % nanagin-syrinna (mictute 50 % Boaw, 50,0 mr). PeakuinHy cymiw nepemiwlyBanu npu KiMHaTHIN
TemnepaTypi 2 r B atmocdepi BOAHIO i kaTanizatop BigdinbTpoByBanu. ®inbtpar nepemiwysanm
npoTtaroM Houi npu 70°C i pO3YMHHMK ynapioBanu npyv MOHWXKEHOMY TUCKY. 3anuoK oyuwanu
KONMOHKOBOK Xxpomatorpacpieto Ha cwunikareni (meTaHon/eTunaueTtaT), OOEPXYyKuUM BKasaHy B
3aronoBKy crnonyky (23,5 wr).

MC (IAT+): [M+H]" 150,2.

C) N-rigpokcu-1-(4-meTokcudpeHin)nponaH-1-iMiH

Ho pos3unHy 1-(4-meTokcudpeHin)nponan-1-oHy (25,0 r) B etaHoni (300 mn) pgogasanu
rigpokcunaminy rigpoxnopug (11,6 r) i Tpuetunamin (17,0 r). PeakuinHy cymiw HarpiBanm i3 3BOPOTHIM
XOMNOAWMBHUKOM MPOTAroM 3 i PO3YMHHMK YyMNaproBanu npu MOHWXEHOMY Tucky. [do 3anuwky
Aofasanv Bogy i Cymill ekcTparyBanu etunagetraTtom. EKCTpakT npoMuBanm HaCcM4EHUM PO3COMOM,
cywunn Hag 6e3BogHMM CynbdaTtoM HaTPilo i PO3YMHHUK ynaproBanu Mpu MOHWXEHOMY TUCKY,
OflepXKytoumn BKazaHy B 3aronosky cnonyky (26,7 r).

MC (IAT+): [M+H]" 180,0.

D) 1-(4-meTokcudeHin)nponaH-1-amin

[o po3uunHy N-rigpokcu-1-(4-meTokcudeHin)nponaH-1-imiHy (12,4 r) B etaHoni (300 mn) gogasanu
10 % nanagin-yrinna (mictutb 50 % Boan, 8,19 r). PeakuinHy cymill nepemiwlyBanu nNpoTAroM Houi
npu KiMHaTHIn TemnepaTypi B aTMocdepi BOOHIO, HEPO3UYUHHY PpeyvyoBUHY BigdinbTpoByBanu i
inbTpaT KOHUEHTPYBaNM Npu NOHWKEHOMY TUCKY. 3anuLLIOK O4uMLLIanmM KOJIOHKOBOK XpomaTtorpadieto
Ha cunikareni (NH, rekcaHn/eTnnauerar), ogepXyroun BkasaHy B 3arofioBky cnonyky (7,56 r).

'H AMP (300 My, AMCO-ds) 8 0,76 (3H, T, J=7,4 'u), 1,30-1,64 (2H, m), 1,87 (2H, wc), 3,63 (1H,
T,J=6,7T'u), 3,72 (3H, ¢), 6,74-6,91 (2H, m), 7,15-7,29 (2H, m).

E) 1-(4-meTokcudeHin)nponax-1-amiHy rigpoxnopug

[o po3unHy 1-(4-meTokcudeHin)nponaH-1-amiHy (6,74 r) B etunauetarti (20 mn) gogasanm 1 M
po3unH xnopway BogHto/gietunosun etep (50 mn). PeakuinHy cymiw po3Boaunu etunauvertaToMm i
ocap 36vpanu cinbTpyBaHHsaM. OpepaHy TBepAy PEeyvOBMHY MPOMMBAaNM eTunauetaToM i Cyuvmnm
NpY NOHMXEHOMY TUCKY, OOEPXKYIOUN BKa3aHy B 3arofioBKy crnonyky (7,46 r).

'H AMP (300 My, AMCO-dg) 5 0,73 (3H, T, J=7,4 L), 1,66-1,87 (1H, m), 1,89-2,10 (1H, m), 3,76
(3H, c¢), 3,96-4,11 (1H, m), 6,91-7,03 (2H, m), 7,36-7,50 (2H, m), 8,51 (3H, wc).

F) N-(1-(4-meTokcudpeHin)nponin)-2-okco-2,3-gurigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamia

Ho posuvHy 3,4-gurigponipnao[2,3-blnipasmH-2(1H)-oHy (23,5 Mr) B 3MillaHOMy PO3YMHHUKY
TeTparigpodypaH (5 mn) i N, N-aumetnnauetamig (1 mn) gopasanu Tpuetunamid (65,9 mkn) i
Bic(TpuxnopmeTtun)kapboHat (46,8 mr) npyu 0°C. PeakuiHy cymiw nepemiwysanu npu 0°C 2 r i
ponasanu npu 0°C TpueTtunamid (65,9 mkn) i 1-(4-meTokcundpeHin)nponaH-1-aminy rigpoxnopug (159
mr). PeakuinHy cymiw nepemiwyBanv npu KiMHaTHIin Temnepatypi 2 r, 40 Hel godasanu BoAy i CyMil
eKkcTparyBanu etunaueratoMm. EKCTpakT npommuBanu HacnM4eHMM pPO3COMoM, Cylnnu Hag 6e3BoaHUM
cynbaTtoM HaTpIto i PO3YNHHUK yrnapioBanu Npy NOHKEHOMY TUCKY. 3anMLIOK O4MLLANM KONIOHKOBOH)
xpomatorpadieto Ha cunikareni (NH, eTunaueTat/rekcaH), i KpuctanidyBanu 3 rekcas/isaonponinoBui
eTep, 0OepXKyUn BKazaHy B 3arofioBKy cnonyky (6,3 mr).

MC (IAT-): [M-H] 339,0.

'H AMP (300 MI'u, CDCl3) 5 0,79-1,00 (3H, m), 1,76-1,97 (2H, m), 3,78 (3H, c), 4,68 (2H, c), 4,83
(1H, k, J=7,2Tu), 6,86 (2H, o, J=8,7 T'u), 6,96 (1H, oA, J=7,7, 5,1 I'u), 7,08-7,37 (3H, m), 7,97 (1H, AA,
J=5,1,1,3 T'u), 9,69 (1H, wc), 10,35 (1H, A, J=7,6 T'w).

Mpuknag 2
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2-okco-N-(1-(4-(TpudTopmeTokcu)dpeHin)nponin)-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-
kapbokcamig

A) 4-(TpudpTopmeToKkcK)beH30inxnopug

Ho cycneHsii 4-(TpudTopmeTokcn)beH3onHoi kncrotn (25,0 r) B Tonyoni (300 mn) gmogaeanu
TioHinxnopua (17,3 r) npu kKiMHaTHIn Temnepatypi. [o peakuiiHoi cymiwi gopasanmm N, N-
anvetunauetamig (1 mn), cymiw nepemiwysanu npu 60°C 2 r i pO3YMHHUMK ynapioBanu npwu
NMOHWKEHOMY TUCKY, OOEPXYHUM BKa3aHy B 3arofoBKy crnonyky (25,1 r).

'H AMP (300 My, AMCO-ds) d 7,39-7,52 (2H, m), 8,01-8,11 (2H, m).

B) N-meTokcu-N-meTun-4-(TpudptopmeTokcu)beHsamin

[o po3uunHy 4-(TpudptopmeTtokcu)densoinxnopugy (25,0 r) B Tonyoni (240 mn) gogaeanu N-
mMeTokcumeTaHamiHy rigpoxnopua (13,0 r) i N-etun-N-(nponaH-2-in)nponaH-2-amiH (36,0 r) npwu
KiMHaTHIN TemnepaTypi. PeakuinHy cymiw nepemiwyBanu npu 60°C 1 r, oo Hei gogaBanu Boay i
CyMill eKkcTparysanu etunaueTatoM. EkcTpakT npomuBany HacuyYeHWM pO3COSioM i Cylumnu Hag
6e3BogHMM cynbdaToM HaTpilo. 3anuoK ouuLLiann KONOHKOBOK Xpomatorpadieto Ha cunikareni
(NH, eTunauetaT) i pO34MHHUK ynaproBanu Npy NOHMXEHOMY TUCKY, OOEPXYIOUN BKa3aHy B 3arofoBKy
cnonyky (16,1 r).

'H AMP (300 My, AMCO-ds) d 3,27 (3H, c), 3,55 (3H, c), 7,35-7,51 (2H, m), 7,64-7,83 (2H, m).

C) 1-(4-(TpudbTopmeToKkcu)deHin)nponaH-1-oH

Ho po3umHy N-meTtokcu-N-meTtun-4-(tpudtopmeTtokcn)dersamigy (16,1 r) B TeTparigpodypaHi
(200 mn) popgaBanu 1 M po3uuH eTunmarHinbpomig/tretparigpodyparH (97 MI) Npu OXONOMAXKEHHI
nbogom. PeakuiHy cymiw nepemiwyBanu npu KiMHaTHIA TemnepaTypi npotsarom 3 r, gogasanu 0,5 M
XITOPBOAHEBY KUCAOTY i CyMill ekcTparyBanu etunaueTtatoM. EkctpakT nocnigosHo npommanu 0,5 M
XJIOPBOAHEBOK KUCMOTOK i HAaCMYEHMM PO3CONIOM, CyLIMnM Hag 6e3BoAHMM cynbgaTom HaTpito i
PO3YMHHUK yrapioBasnu npy NOHWXEHOMY TUCKY. 3anuLLOK O4MLLan KONTOHKOBOK XxpoMaTorpadieto Ha
cunikareni (rekcan/eTnnaueTar), OAepXKyr4M BKa3aHy B 3aronoBKy cnonyky (12,7 r).

'H AMP (300 My, AMCO-dg) & 1,09 (3H, T, J=7,2 '), 3,07 (2H, k, J=7,2 T'u), 7,45-7,56 (2H, m),
8,04-8,15 (2H, m).

D) N-rigpokcu-1-(4-(TpudTopMeToKcu)peHin)nponaH-1-iMiH

[o posuuHy 1-(4-(TpudpTopmeTtokcu)deHin)nponaH-1-oHy (12,7 r) B etaHoni (120 mn) gopasanu
rigpokcunaminy rigpoxnopug (4,86 r) i Tpuetnnamin (7,08 r). PeakuiiHy cyMill HarpiBanu i3 3BOPOTHIM
XOMNOAWIMBbHUKOM MPOTAroM 4 r i PO3YMHHMK YyMnapitoBanu Mnpu MOHWXKEHOMY Tucky. [o 3anuiky
AofaBanu BoAy i CyMill ekcTparyBanu etunagetatom. EKCTpakT cywmnu Hag 6e3BogHUM cynbdaTom
HaTPil0 | PO3YMHHUK yrnaploBanu Npu NMOHWKEHOMY TUCKY, OOEPXKYHUM BKasaHy B 3arofloBKYy CMOMyKy
(13,81).

'H AMP (300 My, AMCO-dg) & 1,04 (3H, T, J=7,6 ['u), 2,72 (2H, k, J=7,6 Tu), 7,32-7,44 (2H, m),
7,71-7,81 (2H, m), 11,31 (1H, c).

E) 1-[4-(TpudTOpMeTOKCH)heHin]nponaH-1-amiH

o po3umHy N-rigpokeu-1-(4-(TpudTopmeTokem)deHrin)nponaH-1-imiHy (13,8 r) B etaHoni (130 mn)
popgasann 10 % nanagin-syrinna (mictute 50 % Bogw, 3,0 r). PeakuinHy cymiw nepemiwyBanu
NPOTAroM HoOYi Mpu KIMHaTHIA Temnepatypi B aTMocdepi BOOHIO, HEPO3YMHHY PEYOBUHY
BiAdiNbTpoBYBanM i inNbTpaT KOHLEHTPyBanu npu MOHWKEHOMY TUCKY, OOEPXYKuUW BKasaHy B
3aronosky cnonyky (11,3 r).

'H AMP (400 MIy, AMCO-dg) 8 0,77 (3H, T, J=7,2 ), 1,48-1,63 (2H, m), 3,76 (1H, T, J=6,8 L),
7,27 (2H, g, J=8,4 T'u), 7,45 (2H, g, J=8,4 T'w).

F) 1-(4-(TpucTopmeTokcu)dpeHin)nponaH-1-aminy rigpoxnopug

Ho po3unHy 1-(4-(TpndTopmeTokcun)deHrin)nponaH-1-amiHy (11,3 r) B 3MillaHOMY PO3YMHHUKY
etunauetat (70 mn) i metadon (10 mn) gogaeanu 4 M po3unH xnopua BogHto/eTunauetart (40 mn).
PeakuinHy cymiw nepemiwysanun 20 XB, pO34YMHHMK yrnaptoBanu npu nOHWKEHOMY TUCKY i Jofasanu
gietunosui etep. Ocag 36vpann ¢inbTpyBaHHAM, NpoMmBany OieTUIOBMUM €TEPOM i Cyunu npu
MOHWKEHOMY TUCKY, OOEPXY4n BKa3aHy B 3aronoBky crnonyky (10,12 r).

'H AMP (300 My, AMCO-dg) 5 0,76 (3H, T, J=7,4 y), 1,70-2,11 (2H, m), 4,20 (1H, aa, J=9,1, 5,7
Mu), 7,39-7,53 (2H, m), 7,61-7,71 (2H, m), 8,63 (3H, wc).

G) 2-okco-N-(1-(4-(TpudTopmeTokcu)dpeHin)nponin)-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-
kapbokcamig

BkasaHy B 3aronoBKy CronyKy oepXyBanu Takum xxe cammm YvHoM sk i Ha Ctagii F Mpuknagy 1.

MC (IAT+): [M+H]" 395,2.

'H AMP (300 Mru, CDCl3) 8 0,96 (3H, T, J=7,4 T'u), 1,76-1,96 (2H, m), 4,67 (2H, c), 4,90 (1H, k,
J=7,2 T'u), 6,99 (1H, ga, J=7,6, 4,9 Tu), 7,12-7,25 (3H, m), 7,30-7,42 (2H, m), 7,99 (1H, oa, J=5,1,1,7
Mu), 9,91 (1H, ¢), 10,46 (1H, A, J=7,2 l"u).

Mpuknag 3

63



10

15

20

25

30

35

40

45

50

55

60

UA 115057 C2

N-(1-(4-meTokcudeHin)nponin)-7-meTun-2-okco-2,3-gurigponipnao[2,3-blnipasunH-4(1H)-
kapbokcamig

A) meTtun N-(5-metnn-3-HiTponipngnH-2-in)rniymMHaT

BkasaHy B 3arofioBKy CronyKy odep)XyBanu Takum Xe cammm YMHOM sik i Ha Ctagii A MNpuknagy 1.

MC (IAT+): [M+H]" 226,1.

B) 7-meTtun-3,4-gurigponipnao[2,3-b]nipasuH-2(1H)-oHy rigpoxnopua

[o etaHonbHoro po3umHy (100 mn) metun N-(5-metun-3-HiTponipngnH-2-in)rniunHaty (1,16 1)
popgasanu 10 % nanagin-syrinnga (mictute 50 % Bogm, 1,00 r). PeakuiiHy cymiw nepemiwysanv npu
KiMHaTHIN TemnepaTypi 2 r B aTtmocdepi BOAHWO | kaTanizatop BiadinsTpoByBanu. dinbtpat
nepemiwysanu npu 70°C npotsrom 4 r, gogasanu 5-10 % po3ymH XOpBOAHEBA KMCMoOTa/MeTaHon
(10 mn) i cymiw nepemiwyBanu NpoTsroM Hodi npy 70°C. PO34YMHHMK ynaproBanu npu noHmxXeHoMy
TUCKY | ofepXaHni 3anuLIOoK KpucTanisyBanu 3 rekcaH/etunauerar, OAepXyloumn BKasaHy B 3arofioBky
cnonyky (1,02 r).

MC (IAT+): [M+H]" 164,2.

C) N-(1-(4-meTokcudeHin)nponin)-7-meTunn-2-okco-2,3-gurigponipnaol2,3-bnipasmH-4(1H)-
kapbokcamig,

BkasaHy B 3aronoBky Cnonyky ogepxyBanv TakuMm ke camum YmHom sk i Ha Ctagaii F Mpuknaay 1.

MC (IAT+): [M+H]" 355,1.

'H AMP (300 My, IMCO-dg) 8 0,82 (3H, T, J=7,2 '), 1,67-1,83 (2H, M), 2,24 (3H, c), 3,72 (3H,
c), 4,39 (2H, g, J=0,8 T'y), 4,70 (1H, k, J=7,1 T'u), 6,83-6,92 (2H, m), 7,12 (1H, g, J=1,5Tu), 7,17-7,26
(2H, m), 7,81-7,88 (1H, m), 10,11 (1H, g, J=7,6 'u), 10,78 (1H, wc).

Mpuknag 4

7-meTun-2-okco-N-(1-(4-(TpucpTopmeTokcu)deHin)nponin)-2,3-aurigponipnao[2,3-b]nipasuH-
4(1H)-kapbokcamig

[o posunnHy 7-metun-3,4-gurigponipngo[2,3-blnipasuH-2(1H)-oHy rigpoxnopuay (200 wmr) B
3MillaHOMy po34MHHKKY TeTparigpodypaH (10 mn) i N, N-gumetunauetamig (10 mn) gogasanu
TpuetunamiH (838 mkn) i posumH Bic(TpmuxnopmeTun)kapboHaty (297 mr) B TeTparigpodypari (3 mn)
npu 0°C. PeakuiiHy cymiw nepemiwysanu npu 0°C npotarom 3 r i gogasanu npu 0°C Tpnetunamin
(698 mkn) i po3uunH 1-[4-(TpudTopmeToKkcK)deHin]nponaH-1-amiHy rigpoxnopugy (1,28 r) B 3miluaHomy
po3unHHUKy TeTtparigpodypaH (3 mn) i N, N-gumetunauetamig (5 mn). PeakuinHy cymiw
nepemiwysanu npw KiMHaTHIM TemnepaTypi npotarom 1 r, OO Hel AodaBanu Body i CyMmill
eKkcTparyBanu etunauetatom. EKcTpakT nocnigoBHO npoMuBany BOLOK i HaCMYEHMM pPO3COJSIOM,
cywunu Hag 6e3BogHMM CynbgaToM HaTPilo i PO3YMHHUK ynaprBany MNpu MOHWKEHOMY TUCKY.
3anuwok ouuanu KOMOHKOBOKW XpomaTorpacdpieto Ha cunikareni (eTunaueTtart), OOEpXYuu
HeouulleHnn npoaykT. HeouuweHnn npogykt ouvwanm BEPX (C18, Pyxoma ¢asa:
Boaa/aueTtoHiTpun (Mictute 10 MM NH,HCO3)), ogepxxaHy dpakuito KOHLEHTpYyBanu npu noHWXeHoOMy
TUCKY i 3anuWOK KpucTarnisyBanu 3 rekcaH/etunauerar, OOepXylun BKasaHy B 3arofioBKy CMOMyKy
(56,3 wmr).

MC (IAT+): [M+H]" 409,2.

'"H AMP (300 Mru, AMCO-ds) 5 0,76-0,95 (3H, m), 1,78 (2H, ksiH, J=7,2 '), 2,25 (3H, c), 4,38
(2H, ¢), 4,80 (1H, k, J=7,2Tw), 7,13 (1H, g, J=1,9 l'u), 7,28-7,37 (2H, m), 7,38-7,48 (2H, m), 7,86 (1H,
a,J=1,5Tu), 10,21 (1H, g, J=7,2 u),10,81 (1H, wc).

Mpuknag 5

OnTtuyHo aKTUBHUN 7-meTnn-2-okco-N-(1-(4-(TpudpTopmeTokeu)deHin)nponin)-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamin

PauemidHnin 7-meTunn-2-okco-N-(1-(4-(TpudptopmeTtokecu)eHin)nponin)-2,3-gurigponipuao[2,3-
blnipasuH-4(1H)-kapbokcamia (56,3 mr) posginanu 3a gonomoroto BEPX (konoHka: CHIRALPAK AD,
50 mmBOx500 mm[, Burotoensetbcs Daicel Chemical Industries, Ltd., Pyxoma ¢asa: rekcaH/2-
nponaHon = 850/150), ogepxxytoumn BKazaHy B 3aroJfloBKy CMOJSyKy, O Mae KOPOTLUMI Yac YTPUMAHHS
(10,2 wr).

MC (IAT+): [M+H]" 409,1.

'"H AMP (300 Mru, CDCl;) & 0,95 (3H, 7, J=7,4 Tu), 1,85 (2H, k8iH, J=7,3 L), 2,31 (3H, c), 4,66
(2H, c), 4,89 (1H, k, J=6,9 I'u), 7,03 (1H, g, J=1,5Tu), 7,16 (2H, g, J=8,0 '), 7,30-7,39 (2H, m), 7,83
(1H, g, J=1,1Tu), 9,31 (1H, c), 10,33 (1H, g, J=7,2 T'y).

Mpuknag 6

OnTnyHo aKTUBHUN 7-meTun-2-okco-N-(1-(4-(TpudpTopmeTokeun)dpeHin)nponin)-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

PauemivHuin 7-meTunn-2-okco-N-(1-(4-(TpudptopmeTtokcu)eHin)nponin)-2,3-gurigponipuao[2,3-
b]nipasuH-4(1H)-kapbokcamig (56,3 mr) po3ginsnu 3a gonomoroto BEPX (konoHka: CHIRALPAK AD,
50 mmB[Ox500 mm[, Burotoensietbcsi Daicel Chemical Industries, Ltd., Pyxoma ¢hasa: rekcan/2-
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nponaHon = 850/150), ogepXyo4n BKkasaHy B 3arofioBKy Cromyky, WO Mae AOBLUMM Yac YyTPUMaHHSA
(9,00 wr).

MC (IAT+): [M+H]" 409,1.

'H AMP (300 Mru, CDCl,) 8 0,95 (3H, T, J=7,4 Tu), 1,85 (2H, k8iH, J=7,3 'u), 2,31 (3H, c), 4,66
(2H, c), 4,89 (1H, k, J=6,9 T'y), 7,04 (1H, g, J=1,5Tu), 7,16 (2H, g, J=8,0 'u), 7,29-7,38 (2H, m), 7,83
(1H, g, J=1,1Tu), 9,49 (1H, c), 10,33(1H, g, J=7,2 T'y).

Mpuknag 7

N-(2-meTokcu-1-(4-(TpudpTopmeToKCH)dbeHin)eTnn)-2-okco-2,3-gurigponipmuaol2,3-b]nipasuH-
4(1H)-kapbokcamig

A) 4-enoTumindeHinTpndpTOopMETUNOBUIA E€TEP

[o cycneHsii kanin 2-meTtunnponaH-2-onaty (6,10 r) B TeTparigpodypaHni (80 mn) gogasanu
nogua metun(tpudeHin)gocdoHito (22,1 r) npotarom 5 XB Npu OXONOMAXEHHI NboAoM. PeakuinHy
cymiw nepemiwysanu 30 xB i NOBINLHO AoAaBanu po34vnH 4-(TpudTopmeTokcn)beHsansaerigy (8,00 r)
B TeTparigpodypaHi (20 mn). PeakuinHy cymilw nepemillyBanu Npu KiMmHaTHIn TemnepaTypi NpoTarom
1,5 r, 4O Hel gogasanu BOAY i CyMill ekcTparyBanun etunaudeTaTtomM. EKCTpakT nocnigoBHO npomuBanmu
BOZOI0 | HACUYEHNM PO3CONOM, CyluMnu Hag 6e3BogHMM CyrnbaToM HaTPIilo | PO3YMHHKK yraptoBanu
Npyv MOHWXEHOMY TUCKY. 3anuoK OouYManu KOSFIOHKOBOK Xxpomartorpadiieto Ha cunikareni
(neTponenHuii edpip), o4epXKyoun BKasaHy B 3aronoBky cnonyky (5,30 r).

'"H AMP (300 Mru, CDCly) & 5,30 (1H, A, J=10,8 Tw), 5,75 (1H, A, J=17,7 Tu), 6,72 (1H, aa,
J=17,7,10,8 '), 7,19 (2H, @, J=7,8 '), 7,44 (2H, g, J=6,9 I'u).

B) 2-(4-(TpudpTopmeToKkcmn)deHin)okeupan

o posunHy 4-enotumindenintpudgptopmetunosoro etepy (5,30 r) B xnopodopmi (50 mn)
popgasanu 3-xnopnepbeHsonHy kucnoty (11,4 r) npu KiMHaTHIM Temnepatypi. PeakuiiHy cymiw
nepemiwysanuM npv KiMHaTHIW TemnepaTtypi 2 r i MNOCNIQOBHO MNpOMMBanNy BOAHWM PO34YMHOM
Tiocynbdarty HaTpilo i Hacu4eHnm poscornom. OpraHiyHUi Wwap cywunu Hag 6e3BogHUM CynbdaTom
HaTpilo i PO3YMHHMK YynapioBanv Mpyv MNOHWKEHOMY TUCKY. 3anuiOK OYULLANM  KOJIOHKOBOH)
XpomaTtorpadieto Ha cunikareni (neTponenHuin eip/anxnopMeTaH), 04epPXKyUN BkazaHy B 3arofioBKY
crnonyky (4,20 r).

'H AMP (400 MIy, CDCl3) & 2,76 (1H, ap, J=5,6, 2,4 I'u), 3,16 (1H, an, J=5,2, 4,0 I'u), 3,87 (1H,
aa, J=4,0, 2,8 'y), 7,20 (2H, g, J=8,0 'y), 7,31 (2H, g, J=8,0 I'y).

C) 2-meTokcu-1-(4-(TpudTopMeToKCH)heHin)etaHon

o posudnHy 2-(4-(tpudTopmeTtokcn)denin)okcmpaHy (4,20 r) B N, N-gumetunauetamigi (20 mn)
AofdaBanu mMeTokcup Hatpito (5,56 r) npu KiMHaTHIM Temnepatypi. PeakuinHy cymiw nepemiwysanu
npu 60°C npoTarom 3 r. PeakuiiHy cymill oxonogxysanu o KiMHaTHOI TemnepaTypu i gogasanu
etunauetat. Cymil nocnigoBHO NPOMMBANM BOAOK i HACUYEHUM PO3COMOM, CyLIMN Hag 6e3BogHNM
CcynbaTtoM HaTpIlo i PO3YMHHUK yraptoBanu Npu NOHMXEHOMY TUCKY. 3anuLwoK oYmLany KONIOHKOBOKO
XpomaTorpadieto Ha cwunikareni (auMxnopMmeTad/eTunaueTtaT), OAEPXKYHUM BKasaHy B 3arorioBKY
crnonyky (2,75r).

'H AMP (300 My, CDCly) & 2,87 (1H, A, J=2,7 T'u), 3,33-3,45 (4H, m), 3,55 (1H, aa, J=9,6, 3,0
Mu), 4,92 (1H, @, J=8,7 'u), 7,22 (2H, g, J=8,1T'u), 7,43 (2H, g, J=8,7 'u).

D) 2-meTtokcu-1-(4-(TpncTopMeToKkeu)dpeHin)eTaHoH

[o posunHy 2-meTokcu-1-(4-(TpudptopmeTtokeu)perin)etaHony (2,70 r) B auxnopmeTtaHi (50 mn)
popjasanu  1,1,1-TpuaueTokcu-1,1-gurigpo-1,2-6eHsnogokcon-3(1H)-oH (6,28 r) npu  KiMHaTHIN
TemnepaTypi. PeakuiiHy cymiwl nepemiwlyBanu npu KiMHATHIW TemnepaTypi 2 © i HEPO3YMHHY
peyoBuMHY BigdinbTpoByBanu. dinbTpaTt NOCMiAOBHO NpOMMBaNM TiocynbdaToM HaTpilo i HACUYEHNM
pO3COMOM, CylnnM Hag 6e3BoAHUM CynbdaToM HaTpilo i PO3YMHHMK yrNaploBanu Mpu MOHWXEHOMY
TUCKY. 3anuLIoK o4MLLanM KOJIOHKOBOK XpoMaTorpacpieto Ha cunikareni (amxnopmeTaH), O4epXKyun
BKasaHy B 3aronoBky cronyky (2,00 r).

'H AMP (400 My, CDCl5) & 3,51 (3H, ¢), 4,68 (2H, c), 7,30 (2H, a, J=8,0 'y), 8,02 (2H, A, J=9,2
).

E) 2-meTokcn-1-(4-(TpudTopMeTOKCH)dheHin)eTaHamiH

[o posumHy 2-meTokcu-1-(4-(TpudtopmeTokcun)deHrin)etaHoHy (2,00 r) B etaHoni (80 mn)
Aofasanu kapboHart kanito (4,70 r) i rigpokcunaminy rigpoxnopua (1,18 r) npu kiMHaTHIn TeMnepaTypi.
PeakuinHy cymiwl HarpiBanu i3 3BOPOTHIM XONOAUNBHUKOM MPOTSArOM HOYi i PO3YMHHKK ynaptoBanu
npv NOHWXKeHOMY TUCKY. [lo 3anuwKy gogaBanu eTunaueTar, CyMill MOCniA0BHO NpOMMBany Bogoto i
HacCM4YeHVM pO3CONIOM, CyLWMnM Hag 6e3BogHUM cynbdaToM HaTpilo i PO3YMHHUK ynaproBanu npu
MOHMXKEHOMY TWUCKY, OOepXytunm HeoumweHnn npogykt (1,50 r), N-rigpokcu-2-meTokcu-1-(4-
(TpudTOpMETOKCH)hEHIN)eTaHiMiH. [0 pOo3uMHy opepxaHoro HeouuwieHoro npoaykty (1,50 r), N-
rigpoKcu-2-meTokcu-1-(4-(TpudTopmeToken)deHin)etarimiH, y metaHoni (50 mn) gogaBanm 10 %
nanagin-syrinna (mictute 50 % Boaw, 0,20 r) nmpu KiMHaTHIN Temnepatypi. PeakuinHy cymiw
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nepemillyBann MpPOTArOM HOYI NpU KiMHATHIN TemnepaTtypi B aTmocdepi BogHw. HeposumHHy
peyvyoBuHY BiodINbTpPOBYBanNM i iNbTpaT KOHUEHTPYBanM MNpuv MOHWXKEHOMY TUCKY, OOepXyrumn
BKasaHy B 3arofoBky cronyky (1,3 r).

'H AMP (300 My, CDCly) & 3,72-3,40 (4H, m), 3,49 (1H, aa, J=9,0, 3,0 I'u), 4,22 (1H, aa, J=8,1,
3,6 ), 7,20 (2H, g, J=8,1Twu), 7,42 (2H, g, J=8,1Tw).

F) 4-HiTpodbeHin 2-okco-2,3-aurigponipnao[2,3-b]nipasun-4(1H)-kapbokcunat

[o posuunny 3,4-gurigponipnao[2,3-b]nipasmH-2(1H)-oHy (1,00 r) B 3miwaHoMy po3dmHHUKY N, N-
anvetunauetamig (60 mn) i nipuamH (10 mn) noBinNbHO AoaaBanu 4-HiTpodeHinxnopdopmiat (1,62 r)
npyv OXONOMKEHHi NboaoM. PeakuinHy cymilw nepemilyBanu npy KiMHaTHI TemnepaTypi NpoTsirom
1,5 r i po Hei gopmasanu Bopgy. Ocag 36upann iNbTpyBaHHAM i NPOMMBaNU BOOOK, OLAEPXKYHOUM
BKa3aHy B 3aronosky cnonyky (2,09 r).

MC (IAT+): [M+H]" 315,0.

G) N-(2-meTokcu-1-(4-(TpudTOopMeETOKCH)peHin)eTun)-2-okco-2,3-aurigponipnao[2,3-blnipasun-
4(1H)-kapbokcamig

o po3unHy 4-HiTpodbeHin 2-okco-2,3-gurigponipmnao[2,3-blnipa3uH-4(1H)-kapbokcunaTty (157 mr)
B N, N-gumeTtunauetamigi (5 mn) gogasanu 2-metokcu-1-[4-(TpudTopmeTokcm)deHinjetaHamid (118
Mr) i Tpuetunamin (191 Mkn) npu KiMHaTHIN Temnepatypi. PeakuinHy cymiw nepemiwyBanu npu
KiMHaTHIA TemnepaTypi npoTtarom 3 I, godaBanu BOOHUM PO34YMH rigpokapboHaTy HaTpito i cymill
eKkcTparyBanu etunaueTtatoM. EkctpakT nocnigoBHo npomuBanu 1 M XxnopBOOHEBOK KUCMOTOH) i
HacM4YeHMM pO3COSIOM, CyLMNM Hag 6e3BogHuM cynbdaToM HaTpilo | PO3YMHHMK ynaproBanu npu
MOHWKEHOMY  TWUCKY. 3anuwoK ouuwiann  KOMOHKOBOK  XpomaTtorpadpiero Ha  cunikareni
(rekcaH/eTnnaueTar), 04epXKyun BKasaHy B 3aronosky crnonyky (102 wr).

MC (IAT+): [M+H]" 411,1.

'H AMP (300 My, AMCO-ds) 5 3,28 (3H, c), 3,55-3,71 (2H, m), 4,33-4,50 (2H, m), 4,99-5,13 (1H,
m), 7,11 (1H, ag, J=7,9, 4,9 l'u), 7,27-7,39 (3H, m), 7,42-7,53 (2H, m), 8,00 (1H, oa, J=4,9, 1,7 Tv),
10,51 (1H, g, J=7,4 T'y), 10,83 (1H, wc).

Mpuknag 8

ONTUYHO  aKkTMBHWMWA  2-0kco-N-(1-(4-(TpudpTopmeTokcu)deHin)nponin)-2,3-gurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

PauemiyHunin  2-okco-N-(1-(4-(TpudpTopmeTtokeu)deHin)nponin)-2,3-gurigponipuaol2,3-blnipasuH-
4(1H)-kapbokcamig (907 wmr) posginanu 3a pgonomoroto BEPX (konoHka: CHIRALPAK IC, 50
mmB[x500 mm[, surotoensietbca Daicel Chemical Industries, Ltd., Pyxoma ¢asa: rekcan/etaHon =
400/600), ogepxytoum BkasaHy B 3arofioBKy CromnykKy, O Mae KOPOTLUWUIA Yac yTpuMaHHs (429 wr).

MC (IAT+): [M+H]" 395,1.

'H AMP (300 My, IMCO-dg) 8 0,88 (3H, T, J=7,3 '), 1,70-1,90 (2H, m), 4,41 (2H, c), 4,81 (1H,
K, J=7,0 l'w), 7,11 (1H, pg, J=7,7, 5,1 T'y), 7,26-7,38 (3H, m), 7,38-7,51 (2H, m), 8,02 (1H, aog, J=4,9,
1,51Tu), 10,35 (1H, A, J=7,2 "u), 10,83 (1H, wc).

Mpuknag 9

ONTMYHO  aKTUBHUN 2-okco-N-(1-(4-(TpudptopmeTokeun)deHin)nponin)-2,3-gurigponipnaol2,3-
b]nipa3nH-4(1H)-kapbokcamig

PauemiyHunin  2-okco-N-(1-(4-(TpudpTopmeTtokeu)deHin)nponin)-2,3-gurigponipuaol2,3-blnipasuH-
4(1H)-kapbokcamig (907 wmr) posginanu 3a pgonomoroto BEPX (konoHka: CHIRALPAK IC, 50
mmB[1x500 mm[, Burotoensietbca Daicel Chemical Industries, Ltd., Pyxoma ¢asa: rekcan/etaHon =
400/600), ogepxytoum BkazaHy B 3arofloBKy CromnyKy, O Mae AOBLUMI Yac yTpumaHHs (439 wmr).

MC (IAT+): [M+H]" 395,1.

'H AMP (300 My, IMCO-dg) 8 0,88 (3H, T, J=7,3 ), 1,70-1,89 (2H, m), 4,41 (2H, c), 4,81 (1H,
K, J=6,9 T'y), 7,10 (1H, pa, J=7,7, 5,1 lu), 7,25-7,37 (3H, m), 7,38-7,51 (2H, m), 8,02 (1H, pg,
J=5,1,1,7T'y), 10,34 (1H, g, J=7,5Ty), 10,82 (1H, wc).

Mpuknag 10

8-meTunn-2-okco-N-(1-(4-(TpudpTopmeTtokcu)peHin)nponin)-2,3-gurigponipnaol2,3-blnipasuH-
4(1H)-kapbokcamig

A) meTtun N-(4-metnn-3-HiTponipnanH-2-in)rniumMHaT

BkasaHy B 3aronoBKy CronyKy oepXyBanu Takum xxe cammm YvHoM sk i Ha Ctagaii A lMpuknagy 1.

MC (IAT+): [M+H]" 226,1.

B) 8-meTtun-3,4-gurigponipnao[2,3-b]nipasmH-2(1H)-oH

[o etaHonbHoro po3umHy (120 mn) metun N-(4-metun-3-HiTponipngunH-2-in)rniumHaty (1,31 1)
popgasanu 10 % nanagin-syrinnga (mictute 50 % Boam, 1,00 r). PeakuiiHy cymiw nepemiwyBanv npuv
KiMHaTHIN TemnepaTypi 2 r B aTmocdepi BogHi i kaTtanisatop BigdinsTpoByBanu. inbtpart
nepemiwysanu npoTarom Hodi npu 80°C i PO3UYMHHWMK YynaproBanu Mpu MNOHWKEHOMY TUCKY.

66



10

15

20

25

30

35

40

45

50

55

60

UA 115057 C2

OpepxXaHuin 3anuWOK KpucTanidyBanu 3 rekcaH/eTunauerar, OZepXyluu BKasaHy B 3arorioBKy
cnonyky (870 wr).

MC (IAT+): [M+H]" 164,2.

C)  8-metun-2-okco-N-(1-(4-(TpudTopmeTokcn)deHin)nponin)-2,3-aurigponipnao[2,3-b]nipasunH-
4(1H)-kapbokcamia

BkasaHy B 3aronoBKy CMosyky ogepXyBanu Takum ke camum YmHom sk Ha Ctagisx F-G MNpwuknagy
7.

MC (IAT+): [M+H]" 409,1.

'H AMP (300 Mru, CDCl3) 8 0,95 (3H, T, J=7,4 Tu), 1,75-1,95 (2H, m), 2,32 (3H, c), 4,54-4,74 (2H,
m), 4,89 (1H, k, J=7,2 T'u), 6,82-6,91 (1H, m), 7,16 (2H, g, J=7,7 T'u), 7,29-7,40 (2H, m), 7,90 (1H, 4,
J=5,1Tu), 8,33 (1H, wc), 10,33 (1H, g, J=7,4 T'w).

Mpuknag 11

6-meTunn-2-okco-N-(1-(4-(TpuctopmeTtokeu)deHin)nponin)-2,3-gurigponipunao[2,3-bjnipasux-
4(1H)-kapbokcamig

A) 4-HiTpodbeHin 6-meTun-2-okco-2,3-gurigponipmaol2,3-blnipasnH-4(1H)-kapbokcmunat

BkasaHy B 3aronoBKy Cnonyky ogep:XyBanu TakMMm e caMmm YMHoM sk i Ha CTtagaii A MNpuknagy 1,
Cragii B MNpuknaay 10 i Ctagii F Mpuknaay 7.

MC (IAT+): [M+H]" 164,2.

B) 6-meTun-2-okco-N-(1-(4-(TpudpTopmeTokcm)deHin)nponin)-2,3-gurigponipnao[2,3-b]nipa3vH-
4(1H)-kapbokcamia

BkasaHy B 3aronoBKy Cnonyky ogepxxyBarnu Takmm xe camum 4YvHoMm sk i Ha Ctagii G Mpuknaagy 7.

MC (IAT+): [M+H]" 409,1.

'H AMP (300 My, CDCl3) 8 0,96 (3H, T, J=7,5 Tw), 1,77-1,97 (2H, m), 2,47 (3H, c), 4,65 (2H, c),
4,90 (1H, k, J=7,0 l'u), 6,83 (1H, A, J=7,9 l'u), 7,17 (2H, g, J=7,9 l'u), 7,31-7,39 (2H, m), 7,50-7,58
(1H, m), 8,79 (1H, wc), 10,65 (1H, g, J=7,2 T'w).

Mpuknag 12

N-(2-meTun-1-(4-(TpudTopmeToKcH)eHin)nponin)-2-okco-2,3-aurigponipnao[2,3-b]nipasuH-
4(1H)-kapbokcamig

A) 2-meTtnn-1-[4-(TpudTopmMeToKcU)dpeHinnponaH-1-aminy rigpoxnopug

BkasaHy B 3aronoBKy CMonyky ogepxxyBanu Takum xe camum YnHom ik Ha Ctagisax C-F MNpuknagy
2.

MC (IAT+), sHangeHo: 217,1.

B) N-(2-meTun-1-(4-(TpucTopmeToKcH)deHin)nponin)-2-okco-2,3-aurigponipnao[2,3-b]nipasuH-
4(1H)-kapbokcamig

BkasaHy B 3aronoBky Cnonyky ogepxxyBanu Takum xe caMmum 4YmHoMm sk i Ha Ctagii G Mpuknaagy 7.

MC (IAT+): [M+H]" 409,1.

'H AMP (300 Mru, CDCl;) & 0,89-1,02 (6H, m), 1,92-2,18 (1H, m), 4,57-4,73 (2H, ™), 4,76-4,92
(1H, m), 6,96-7,06 (1H, m), 7,09-7,22 (3H, m), 7,24-7,35 (2H, m), 8,03 (1H, g, J=5,1,1,7 Tu), 8,74 (1H,
wc), 10,60 (1H, g, J=7,9 'u).

Mpuknag 13

N-(2-rigpokcu-1-(4-(TpucTopmeTokeu)deHin)eTunn)-2-okco-2,3-gurigponipnao[2,3-blnipasunH-
4(1H)-kapbokcamig

A) eTun amiHo (4-(TpudTopmeTokcu)deHin)aueTat

[o po3unHy 1-6pom-4-(TpudTopmeToken)oeHnsony (10 r) B TeTparigpodypaHi (200 mn) gogasanu
1,6 M po3uuH H-OyTunnitii/rekcad (31,1 mn) npu -78°C i cymiw nepemillyBanu Npu Npu Ui e camin
TemnepaTypi 50 xB B aTtmocdepi asoTy. [pu uin Xe Temnepatypi gopgasanu eTun 2-xnop-2-
okcoaueTar (6,23 r) i peakuiHy CyMmill nepeMiwyBanu NPOTArOM HOYi NpW KiMHaTHIN TemnepaTypi.
PeakuinHy cymiw pgopaBanm o 1 M XnOpBOOHEBOI KUCMAOTM NPU OXONOMXKEHHI NbOAOM i CyMmill
eKkcTparyBanu etunauetatom. EkcTpakt nocnigoBHO npomvBany BOAOK i HaCMYEeHMM pPO3COJSIOM,
cywunu Hag 6e3BogHMM CynbaToM MarHilo i PO3YMHHUK ynaploBanuv NPy MOHMKEHOMY TUCKY.
3anuwok o4umLanu KONOHKOBOK XpomaTorpacdpieto Ha cunikareni (eTvnaueTtaT/rekcaH), ooepXytoun
HeouuLeHnn npoaykT (2,50 r), eTun okco-(4-(TpudTopmeTokcu)deHin)aLeraT. BkazaHy B 3aronoBky
cnonyky (590 Mr) ogepxyBanu Takmm e caMmum YMHoM sik Ha Ctagiax D-E lMpuknagy 2 3 ogepxaHoro
HEOYULLEHOrO NPOAYKTY

MC (IAT+): [M+H]" 264,1.

B) etun ((TpeT-0yTOKCcMKapOOHin)amiHo)(4-(TpudTopmeToKeH)dhbeHin)auerar

[o posunHy eTun amiHo (4-(TpudpTopmeTokcu)deHin)auetaty (590 mr) B TeTparigpodypaHi (20
M) gopaBanu TpeT-OytunaukapooHaT (430 mr). PeakuinHy cymiw nepemiwyBanu npu KiMHaTHIN
TemnepaTypi NPOTAroM 2 AHIB i PO34YNHHUK ynaptoBasnv npu NOHMWKEHOMY TUCKY, OAEPXKYIOYM BKasaHy
B 3arosioBKy crnonyky (952 wmr).
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'H AMP (300 Mru, CDCls) & 1,22 (3H, 7, J=7,2 Tu), 1,53 (9H, c), 3,99-4,33 (2H, m), 5,32 (1H, A,
J=6,8I'u), 5,63 (1H, wc), 7,19 (2H, g, J=7,9 T'u), 7,41 (2H, g, J=8,7 l'u).

C) TpeT-0yTnn (2-rigpokcun-1-(4-(tpudTopmeTokcH)dpeHin)etun)kapbamart

Ho cycneHsii antomorigpugy nitito (41,8 mr) B Tetparigpodypani (5 mn) gogasanu etun ((Tpet-
OyTokcukapboHin)amiHo)(4-(TpudTopmeToken)deHin)auetar (100 Mr) nNpy OXONOMKEHHI NbOAOM i
CyMilWl nepemiwyBanu npu npu uii xe camin temnepatypi 30 xB. [logaBanu 6e3BogHun cynbdat
MarHito i NoTiM MNOCnigoOBHO AofaBanu OAHY Kpanslo BoAM i eTunaueTaT i HEePO3UYMHHY PEeYOBUHY
BiadinbTpoByBanu BuKopucToBytoun Llenit. PinbTpaT KOHUEHTpyBanu Mpu MOHMKEHOMY TUCKY,
OflepXKytoun BKaszaHy B 3arofnosky cnonyky (54,8 wmr).

MC (IAT-): [M-H] 320,1.

D)  N-(2-rigppokcu-1-(4-(TpudTopmeToKemn)deHin)etun)-2-okco-2,3-gurigponipnao(2,3-blnipasuH-
4(1H)-kapbokcamig

TpeTt-6yTun (2-rigpokcn-1-(4-(TpudptopmeTokcu)deHin)etun)kapbamar (52 mr) gogasanun go 2 M
pPO34MHY xnopug BogHw/eTaHon (2 mn). PeakuinHy cymiw nepemiwysanu npu 60°C npoTarom 2 xB i
PO3YMHHUK ynapioBanu npu noHwxeHomy Tucky. o sanvuwky gogasanu N, N-aunmetundopmamig (2
mn), TpuetunamiH (0,045 wmn) i 4-HiTpodeHin 2-okco-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-
kap6okcunat (50,9 Mr) npu kiMHaTHIN Temnepatypi. PeakuiHy cymill nepemiwyBanu NpoTAroM Houi
npu KiMHaTHIA TemnepaTypi, AOAaBanu HacUYeHUW PO3Cin i Cymill ekcTparyBanum eTtunaueTtaTom.
EkcTpakT npomuBanuM HacMYeHMM pO3CONOM, CywunuM Hag 6e3BogHuM cynbdatoM MarHiio i
PO34YMHHUK yraploBarnu nNpy NOHMXEHOMY TUCKY. 3anuLLOK o4MLLany KONTOHKOBOK XpoMaTorpadieto Ha
cunikareni (eTunaueTtaT/rekcaH), O4EepPXYHUYM HEOUULLLEHUIA NPOAYKT, Wo mictute N-(2-rigpokeu-1-(4-
(TpudpTopmeTokeu)heHin)eTnn)-2-okco-2,3-gurigponipnao[2,3-blnipasunH-4(1H)-kapbokcamia.
OpepxaHun HeounweHHMN NpoaykT ounwanu BEPX (C18, Pyxoma cdhasa: Boga/aueToHiTpun (MicTuTthb
0,1 % TFA)), oo ogepxaHoi dpakuii AogaBany HaCMYEHUn BOAHUA PO34MH KapBoHaTy HaTpito i Cymil
eKkcTparyBanu etunauertatoMm. EKCTpakT npomuBanu HacM4eHMM PO3CONOM, CyLUMNW Hag 6e3BoaHMM
cynbhaTtoM MarHito i PO3YMHHUK YynaprBanu MNpu MOHWXKEHOMY TWUCKY, OOEpXYyluu BKasaHy B
3aronoBky cnonyky (32,2 wr).

MC (IAT+): [M+H]" 397,1.

'H AMP (300 My, AMCO-dg) & 3,51-3,80 (2H, ™), 4,29-4,53 (2H, m), 5,09 (1H, T, J=5,1 '), 7,11
(1H, pg, J=7,7, 5,1 l'u), 7,28-7,35 (4H, m), 7,40-7,51 (2H, m), 8,01 (1H, oa, J=4,9, 1,5 T'y), 10,39 (1H,
a, J=7,2Tu), 10,79 (1H, wc).

Mpuknag 14

N-(2-rigpokcu-2-meTun-1-(4-(TpudpTopmeTokeu)eHin)nponin)-2-okco-2,3-gurigponipnao[2, 3-
b]nipasuH-4(1H)-kapbokcamig

A) TpeT-6yTun (2-rigpokcu-2-meTnn-1-(4-(tpudpTopmeTokecu)dpeHin)nponin)kapbamat

1 M MeTtunmarHinbpomig/TetparigpodypaHosuii PO34MH (2,20 M)  po3Boaunu
TeTparigpodypaHom (5 Mn) i go Heoro npu 0°C popaBanueTtun ((TpeT-OyTokcMKapOOHin)amiHo)(4-
(TpudpTopmeTokeun)penin)auetatr (200 wmr). PeakuiiHy cymiw nepemiwyBanu npu Tid Xe camin
TemnepaTypi 2 r, gogaBanu HacM4YeHWN BOAHWUA PO3YMH XNOPUAY aMOHI0 i CyMill ekcTparyBanu
eTunauetatoMm. EkcTpakT npomuBanu HacMyYeHMM pO3COMOM, Cylmnu Hag 6e3BogHuUM CcynbgaTom
MarHito i pPO3YMHHMK yMaploBanu nNpuv MOHWKEHOMY TUCKY. 3anuoK OYULLANM  KOJIOHKOBO
XpomaTtorpadieto Ha cunikareni (eTunavertat/rekcaH), O4epXyoUun BKasaHy B 3arofioBky crionyky (78
Mr).

MC (IAT-): [M-H] 348,2.

B) N-(2-rigpokcu-2-metun-1-(4-(TpudTopmeToKcH)heHin)nponin)-2-okco-2,3-gurigponipuaol2,3-
b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CnonyKy ogepxxyBanu TakuMm e camum YmHom sik Ha Ctagii D Mpuknagy 13

MC (IAT+): [M+H]" 425,0.

'H AMP (300 My, CDCl3) & 1,16 (3H, c), 1,37 (3H, c), 1,70 (1H, c), 4,55-4,76 (2H, m), 4,91 (1H,
a, J=8,3 I'y), 7,02 (1H, pg, J=7,9, 4,9 I'y), 7,13-7,22 (3H, m), 7,37-7,46 (2H, m), 8,07 (1H, oa, J=4,9,
1,5u), 8,51 (1H, ¢), 10,93 (1H, A, J=8,3 I'u).

Mpuknag 15

N-(umknonponin(4-(TpudTopmeTokecu)beHin)MeTun)-2-okco-2,3-gurigponipnaol2,3-blnipasun-
4(1H)-kapbokcamig

A) 1-unknonponin-N-rigpokcu-1-(4-(TpnudTopMeToKen)peHin)MeTaHiMiH

BkasaHy B 3aronoBKy CrOnyKy oAepXXyBanu Takum e cammm YmHoM sik i Ha Ctagii D MNMpuknagy 2.

MC (IAT+): [M+H]" 246,1.

B) 1-uuknonponin-1-(4-(TpucpTopmeToKkcu)peHin)metTaHamiH

[o posumHy 1-umknonponin-N-rigpokcu-1-(4-(TpucptopmeTtokcun)peHin)metaHimivy (4,2 1) B
etaHoni (100 mn) gogaBanu 10 % nanagin-syrinnsa (mictute 50 % Boawn, 1,823 r). PeakuinHy cymiw

68



10

15

20

25

30

35

40

45

50

55

60

UA 115057 C2

nepemillysanu npu KiMHaTHIN TemnepaTypi NnpoTarom 1 r B atmocdepi BogHw0, gogasanu 2 M posunH
xnopsogHeBa kucrnota/etaHon (1 mn) i cymilw nepemiwyBanu NpOTAroOM HOYi B aTMocdepi BOAHIO.
Hepo3umHHy pedoBUHY BiadINbTPoOBYBanu i inbTpaT KOHUEHTPYBanu npu NOHMXKXEHOMY Tucky. [o
3anuwKky godasanu 4 M po3uuH xnopup BogHwo/etunauetar (45 mn) i po3ynmHHMK ynaptoBanu npu
NOHWXXEHOMY TUCKY. [1Oo 3anuiiKy godasanu AiisonponinoBui etep i TBepaumn ocag ouunwanu BEPX
(C18, Pyxoma chasa: Boga/aueTtoHitpun (mictute 0,1 % TFA)). o ogepxaHoi cpakuii gogasanm
HacM4eHWIn BOOHUI PO34YMH rigpokapOoHaTy HaTpilo i CyMill ekcTparyBanu etunauetaTtoMm. Ekctpakr
cywunu Hag 6e3Bo4HUM CynbgaToM MarHito i KOHLEHTpYBanu Npu NOHWXEHOMY TUCKY, odepXytoun 1-
umknonponin-1-(4-(tpudtopmeTtokcu)deHin)metaHamin (0,924 r).

MC (IAT+), sHangeHo: 215,2.

C) 1-umknonponin-1-(4-(TpucpTopmeTokcu)peHin)metTaHamiHy rigpoxnopua

BkasaHy B 3aronoBKy Cnonyky oaepxyBanu TakMM ke camum YmHoM sk i Ha Ctagaii F Mpuknaay 2.

MC (IAT+), sHangeHo: 215,1.

D) N-(uuknonponin(4-(TpudpTopmeTokcu)deHin)metun)-2-okco-2,3-gurigponipnao[2,3-blnipasuH-
4(1H)-kapbokcamia

BkasaHy B 3aronoBKy CrosyKy oAep)XyBanu TakMM XXe camum YnHoM sik | Ha Ctagii G MNpuknaay 7.

MC (IAT+): [M+H]" 407,0.

'H AMP (300 Mru, CDCl3) & 0,35-0,55 (2H, m), 0,55-0,69 (2H, m), 1,14-1,31 (1H, m), 4,43-4,55
(1H, m), 4,59-4,77 (2H, m), 7,00 (1H, g, J=7,9, 4,9 T'w), 7,11-7,22 (3H, m), 7,38-7,48 (2H, m), 8,01
(1H, o, J=5,1,1,7 T'y), 8,38 (1H, wc), 10,44 (1H, g, J=7,5Tu).

Mpuknag 16

2-0kco-N-(1-(4-(TpudTopmeToken)derin)byTtnn)-2,3-gurigponipugo([2,3-b]nipasunH-4(1H)-
kapbokcamig,

A) 1-(4-(TpubTopmeTokcn)deHin)byTtaH-1-amiH

o posunHy 1-6ytnn-N-rigpokcu-1-(4-(TpucdTopmeTokecun)deHin)meTaHiminy (4,2 r) B etanoni (100
mn) gogasanu 10 % nanagin-syrinns (mictuts 50 % Boawn, 1,823 r). PeakuinHy cymilw nepemiwysanm
npu KiMHaTHIn Temnepatypi npotarom 1 © B artmocdepi BoaHw, godasanm 2 M xnopug
BOAHIO/eTaHONbHUA po3dmH (1 Mn) i cymill nepemiwlyBany NPOTArOM HOYi B atMocdepi BOAHHO.
HeposunHHy peyoBuHY BiodinbTpoByBanu i (pinbTpaT KOHUEHTpYBanu npu noHwXeHoMmy Tucky. o
3anuuwky gofasanuv 4 M posuuH xnopuza BofHwo/eTunauetar (45 mn) i po3unHHUK ynaptoBanu npu
NMOHWXeHOMY TUCKY. [Jo 3anuiiky aogasanu fiisonponinosun etep i TBepaun ocag ouuwann BEPX
(C18, Pyxoma cbasa: Boga/aueTtoHitpun (mictute 0,1 % TFA)). Jo ogepxaHoi pakuii gogasanm
Hacu4yeHUn BOOHWM PO34uH rigpokapboHaTy HaTpilo i CyMmill ekcTparyBanu etunauetatom. Exkcrpakr
cywmnu Hag 6e3Bo4HUM CynbaToOM MarHito i KOHLEHTPYBanu Npu NOHWXEHOMY TUCKY, OaepXytoum 1-
(4-(TpndpTopmeTokeu)deHin)byTtaH-1-amiH (0,524 r).

MC (IAT+), sHangeHo: 217,2.

B) 1-(4-(TpudpTopmeTokcu)deHin)byTaH-1-amiHy rigpoxnopuva

BkasaHy B 3aronoBKy Cronyky ogepXxysanu Takum e camum YmHoMm sk i Ha Ctagii F Mpuknagy 2.

MC (IAT+), sHangeHo: 233,2.

(03] 2-okco-N-(1-(4-(TpudTopmeTokcn)deHin)oyTtun)-2,3-gurigponipmnao[2,3-blnipasux-4(1H)-
kapbokcamig

BkasaHy B 3aronoBKy CronyKy oAepXyBanu Takum xxe cammm YvHoM sik i Ha Ctaaii G MNpuknagy 7.

MC (IAT+): [M+H]" 409,0.

'H AMP (300 My, CDCl3) & 0,86-1,01 (3H, m), 1,23-1,51 (2H, m), 1,68-1,94 (2H, m), 4,58-4,75
(2H, m), 4,96 (1H, k, J=7,5Twu), 7,00 (1H, pg, J=7,7, 5,1 'y), 7,10-7,22 (3H, m), 7,31-7,38 (2H, m), 8,00
(1H, g, J=4,9, 1,5 T'y), 8,99 (1H, c), 10,40 (1H, g, J=7,5Tu).

Mpuknag 17

1-meTnn-2-okco-N-(1-(4-(TpudTopmeToken)deHin)nponin)-2,3-gurigponipnao[2,3-blnipasuH-
4(1H)-kapbokcamig

A) 1-metnn-3,4-gurigponipnao[2,3-bjnipasuH-2(1H)-oH

Jo posunHy 3,4-gurigponipnao[2,3-bjnipasuH-2(1H)-oHy (1,40 r) B8 N, N-gumetundopmamigi (15
Mn) nosinbHO agogasanu 1 M posunH 1,1,1,3,3,3-rekcameTunamcunasaHy kanito/tretparigpodypaH (6,6
MIT) NPY OXONOMAXEHHI NbogoM. PeakuiriHy cymiw nepemiwysany npu 0°C npotarom 30 XB i MOBINBHO
ponasanu metunnoaug (2,00 r) npu Tin xe camin Temnepatypi. PeakuinHy cymiw nepemiwysanu
NPOTAroM HOYi MpW KiMHaTHI TemnepaTypi i PO3UYMHHMK ynaptoBanu npu MOHWXEHOMY TuUcky. o
3anuwIKy gogaBanu BoAy i Cymill ekcTparyBanu etunaudeTtatoM. EKCTpakT nocnigoBHO npomuBanu
BOAOM0 i HACMYEHVM PO3COJSIOM i PO3YMHHUK yrapioBanu npy NOHWXKEHOMY TUCKY, OAEPXYo4YM BKa3aHy
B 3aronoeky cnonyky (1,10 r).

'H AMP (400 MI'y, CDCI3) & 3,33 (3H, c), 4,18 (2H, c), 6,73 (1H, aa, J=8,0, 5,2 T'u), 7,06 (1H, A,
J=7,2Tu), 7,78 (1H, g, J=4,4 T'u).
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B) 4-HiTpodheHin 1-meTun-2-okco-2,3-aurigponipnao[2,3-b]nipasuH-4(1H)-kapbokcunat

o posuunHy 1-meTtun-3,4-gurigponipnao[2,3-blnipasnnH-2(1H)-oH (0,40 r) B 3MilLaHOMY PO3YMHHUKY
N, N-gumetunauetamig (2 mn) i nipuamH (1 mn) gogaBanu 4-HiTpodeHinxnopdopmiat (0,75 ).
PeakuinHy cymiw nepemiwysanu npu 45°C npotsirom 30 XB i pO3YMHHKK yriaptoBanu npy NOHWKEHOMY
Tucky. [o 3anuwky godaBanu Body i CyMill ekcTparyBanu eTtunauetaTom. EkcTpakT npomwuBanu
HacM4YeHVM pO3CONIOM, CyWMnM Hag 6e3BogHUM cynbdaToM HaTpilo i PO3YMHHUK ynaproBanu npu
MOHMKXEHOMY TUCKY. 3anuLIOK oumLianu KONOHKOBOK XpoMaTtorpadieto Ha cunikareni (neTponenHni
edoip/eTunaueTar), o4epXXyoun BkasaHy B 3aronioBky cnonyky (0,30 r).

'"H AMP (300 Mru, CDCl3) d 3,43 (3H, c), 4,67 (2H, c), 7,28 (1H, aa, J=8,1, 4,8 T'u), 7,42-7,47
(3H, m), 8,26-8,33 (3H, m).

C)  1-metun-2-okco-N-(1-(4-(TpudptopmeTtokcun)dbeHin)nponin)-2,3-aurigponipnao[2,3-blnipasun-
4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CronyKy ogepXXyBanu Takum xxe cammm YmHoM sk i Ha Ctagaii G MNMpuknagy 7.

'H AMP (300 Mru, CDCl3) 8 0,97 (3H, T, J=7,5 'u) 1,83-1,93 (2H, m), 3,36 (3H, c), 4,69 (2H, c),
4,91 (1H, k, J=6,9 l'u), 7,09 (1H, pa, J=7.,8, 5,1 T'y), 7,18 (2H, g, J=8,4 '), 7,27-7,37 (3H, m), 8,02
(1H, g, J=4,8 T'u), 10,31 (1H, g, J=7,5Tu).

Mpuknag 18

N-(1-(4-(andTopmeToKcm)deHin)nponin)-2-okco-2,3-aurigponipnaol2,3-b]nipasun-4(1H)-
kapbokcamig,

A) 4-(N-rigpokcunponaHimigoin)deHon

BkasaHy B 3aronoBKy CronyKy odep)XyBanu TakuMm Xe cammm YmHoM sik | Ha Ctagii C MNMpuknagy 1.

MC (IAT+): [M+H]" 166,1.

B) 4-(1-amiHonponin)deHon

BkasaHy B 3aronoBky Cnonyky ogepxyBanu Takum e camum YmHom sk i Ha Ctagii D MNpwuknagy 1.

'H AMP (300 MIy, AMCO-dg) 8 0,74 (3H, T, J=7,5 '), 1,36-1,62 (2H, m), 3,56 (1H, T, J=6,6 L),
6,59-6,72 (2H, m), 7,02-7,14 (2H, m).

C) Tpet-6yTnn (1-(4-rigpokcmdeHin)nponin)kapbamat

Ho posunHy 4-(1-amiHonponin)derony (10,4 r) B TeTparigpodypaHi (200 mn) gopgasanu
Tpuetunamid (11,5 mn) i gu-TpeT-0yTunagmkap6oHat (19,1 mn). PeakuiiHy cyMill nepemiwyBany npu
KiMHaTHIM TemnepaTypi 2 r, 4O Hel gofaBanu BoAy i CyMill ekcTparyBanu etunaueTtatom. EkctpakT
NpoOMMBanuM HaCUYEHUM pO3COSIOM, CylWWMnM Hag 6e3BoAHMM CynbdaToM HaTpilo | PO3YMHHMK
ynaptoBanu npu noHmxeHomy Tucky. OgepxaHy TBepAy PevOBMHY po3Tupanu 3 rekcaH/etunauerar i
npoMuBanu rekcaH/eTunaueTar, O4epXy4m BKasaHy B 3arofnoBky crnonyky (13,8 r).

MC (IAT-): [M-H] 250,2.

D) tpet-6yTun (1-(4-(audpropmeTtokecun)dpeHin)nponin)kapbamat

B aTmocdepi xnopandgropmeTany, o pO34nHYy TpeT-6yTun (1-(4-
rigpokcudpeHin)nponin)kapbamaty (833 wr) i xnopuagy OeH3unTpueTunamoHito (226 wmr) B
TeTparigpodypaHi (20 mn) nosinbHO Aodasann 8 M BOOHWW PO3YMH TiApOKCUAy HaTpilo npwu
OXONOMKEeHHI NboAoM. PeakuinHy cymill nepemiwyBanu npw KiMHaTHIN TemnepaTtypi 2 r, Oo Hel
AofaBanu Bogdy i CyMmill ekcTparyBanu eturauetratom. EKCTpakT npoMuBanyM HaCcM4EHUM PO3COSOM,
cywunu Hag 6e3BogHMM cynbgaToM HaTPilo i PO3YMHHUK ynaproBanu Mpu MOHWXKEHOMY TUCKY.
3anuwok ouuvLanu KONMOHKOBOK XpomaTorpacdpieto Ha cunikareni (rekcaH/eTunaueTtar), oOepXytun
BKa3saHy B 3aronoBky crnonyky (832 wr).

'H AMP (300 My, AMCO-dg) 8 0,81 (3H, T, J=7,3 Ty), 1,35 (9H, c), 1,49-1,71 (2H, m), 4,26-4,45
(1H, m), 6,90-7,47 (6H, m).

E) TpeT-6yTnn 1-(4-(audptopmeTtokcu)eHin)nponaH-1-amiHy rigpoxnopug

[o po3unHy TpeT-6yTun (1-(4-(amdptopmeTokcn)deHin)nponin)kapbamaTty (830 mr) B eTunaueTaTi
(5 mn) gogaBanun 4 M po3uunH xnopuvg BogHwo/etunaugeTar (10 mn). PeakuiviHy cymiw nepemilyBanu
npu KiMHaTHIN TemnepaTtypi NpOTAroM 3 T i PO3YMHHUK ynaproBanu MNpu MOHMKEHOMY TUCKY,
op,eE»Kyroqm BKasaHy B 3arosioBKy crnosnyky (643 mr).

H AMP (300 Ml'u, AMCO-dg) 6 0,75 (3H, T, J=7,3 1), 1,67-2,10 (2H, m), 4,06-4,24 (1H, m), 6,99-
7,62 (5H, m), 8,51 (3H, wc).

F) N-(1-(4-(andpTopmeTokeu)dbeHin)nponin)-2-okco-2,3-aurigponipnao[2,3-bjnipasuH-4(1H)-
kapbokcamig

BkasaHy B 3aronoBKy CronyKy oAepXyBanu Takum xxe cammm YmHoM sk i Ha Ctagaii G Mpuknagy 7.

MC (IAT+): [M+H]" 377,1.

'H AMP (300 My, IMCO-dg) 8 0,86 (3H, T, J=7,3 T'u), 1,67-1,91 (2H, m), 4,41 (2H, c), 4,77 (1H,
K, J=7,0 'u), 6,91-7,50 (7H, m), 7,94-8,10 (1H, m), 10,30 (1H, A, J=7,5u), 10,82 (1H, wc).

Mpuknag 19
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2-okco-N-(1-(4-(TpudTopmeTokcu)deHin)nponin)-7-(tpucptopmetnn)-2,3-gurigponipnao[2, 3-
b]nipasnH-4(1H)-kapbokcamig

A) meTtun N-(3-HiTpo-5-(TpudpTopmeTmn)nipugnH-2-in)rniunHaT

[o posunHy rigpoxnopuay MmetunrmiiumHaty (13,9 r) i 2-xnop-3-HiTpo-5-(TpudTopMeTUN)NipuanHy
(5,0 r) B etaHoni (100 mn) gopmaeanu TpuetunamiH (15,4 mn). PeakuiiHy cymiw HarpiBanu i3
3BOPOTHIM XOMNOAWMBLHUKOM MPOTSrOM 5 1 i pPO34YMHHMK ynaploBanu nNpu NOHWXKEHOMY TUCKY. 3anuLiok
po3Tupanu 3 BOAOK | TBepAy PeYoBMHY 30upanu QiNnbTPyBaHHAM | MNpOMMBanyM e€TaHoMIoM,
op,eg»Kyrqu BKasaHy B 3arosioBky cnonyky (5,09 r).

H AMP (400 Mlru, CDCIy) & 3,82 (3H, ¢), 4,43 (2H, g, J=5,2 '), 8,63 (1H, A, J=2,0 'u), 8,68 (1H,
a,J=2,4Tu), 8,74 (1H, c).

B) 7-(TpucdbtopmeTnn)-3,4-aurigponipnao([2,3-blnipasunH-2(1H)-oH

o posunHy metun N-(3-HiTpo-5-(TpudTopmeTun)nipnauH-2-in)rniumHaty (5,09 r) B etaHoni (200
M) gogasanu gurigpat xnopuay onosa (1) (20,6 r). PeakuinHy cymiw nepemiwysanu npu 80°C 2 r i
PO3YMHHUK ynapioBanu npy MOHMXEHOMY TUCKY. 3anuoK po34vMHAnM B eTunaueTat/etaHon, pH
po3uMHy [oBOAMAM A0 9 HacMYEeHUM BOAHUM PO3YMHOM amiaky i HEpPO3YMHHY pPeqOBUHY
BiadinbTpoByBanM BMKOpUCTOBYHOUM Llenit. ®inbTpaT KOHUEHTpyBanuM MNpu MNOHUXKEHOMY TUCKY,
ofiepXKytoum BkazaHy B 3aronosky cnonyky (1,10 r).

'H AMP (400 Mru, AMCO-dg) 5 4,04 (2H, c), 7,05 (1H, 4, J=1,6 I'u), 7,61 (1H, c), 7,93 (1H, c),
10,61 (1H, wc).

C) 4-HiTpodpeHin 2-okco-7-(TpudTopmeTun)-2,3-gurigponipngo[2,3-b]nipasnH-4(1H)-kapbokcunat

o po3uunHy 7-(TpudptopmeTnn)-3,4-aurigponipnao[2,3-bJnipasmH-2(1H)-oHy (300 Mr) B 3MiluaHoMy
po3unHHuKy N, N-gumetunauetamig (2 mn) i nipnamd (0,5 mn) gogasanu 4-HitpodeHinxnopdgopmiat
(418 wr). PeakuiiHy cymiw nepemilyBanu npoTaroM Hodi npu 45°C i po34MHHUK ynapioBanu npu
MOHMWKEHOMY TUCKY. 3anuLoK oYMLan KOMOHKOBOK Xpomartorpadieto Ha cunikareni (netponenHun
edip/eTunaueTar), ogepXKyloumn BkazaHy B 3arofioBky cnonyky (220 wmr).

'H AMP (400 My, CDCl5) 5 4,63 (2H, c), 7,45 (2H, a, J=8,8 T'u), 7,57 (1H, c), 8,31 (2H, A, J=9,2
M), 8,44 (1H, c).

D)  2-okco-N-(1-(4-(TpudpTopmeTtokcu)deHin)nponin)-7-(tpudtopmeTn)-2,3-gurigponipmao(2,3-
b]nipa3nH-4(1H)-kapbokcamig

[o posdnHy 4-HiTpodeHin 2-okco-7-(TpudTopmeTun)-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-
kapbokcunaty (220 wmr) B N, N-gumetundopmamigi (3 wmn) gogasanm  1-(4-
(TpudTOPpMETOKCH)heHin)nponaH-1-amiHy rigpoxnopug (191 mr) i Tpuetunamin (0,3 M) Npu KIMHaTHIN
TeMmnepaTypi. PeakuiiHy cymiw nepemiwyBanyM nNpoOTAroM HOYi Mpu KiMHaTHIK TemnepaTypi i
PO34YMHHUK yraploBarnu Npy NOHMXEHOMY TUCKY. 3anuLLOK o4MLLanmu KOSTOHKOBOK XpoMaTorpadieto Ha
cunikareni (netponevHun edip/eTvnaueTar), OOEPXYHYM HEOYMLLEeHUNn npoaykT. HeouvweHun
npogykt ouuwanu BEPX (C18, Pyxoma da3sa: Bopga/auetoHitpun (mictutb 0,1 % TFA)), mo
ofepXaHoi dpakuii gogaBanu Hacu4YeHWA BOAHWWA PO3YuMH rigpokapboHaTy HaTtpito i cymiw
ekcTparyBanu etunaudetatom. Ekctpakt cywwunm  Hag 6e3BogHuM  cynbdatom  HaTpito i
KOHLEHTpYBanu npu NOHMXeHOMY TUCKY, OAEPXKYHO4M BKa3aHy B 3arofioBKy CNonyky (72 mr).

MC (IAT+): [M+H]" 463,2.

'H AMP (400 My, CDCl3) 5 0,97 (3H, T, J=4,0 'u) 1,84-1,92 (2H, m), 4,71 (2H, c), 4,91 (1H, K,
J=6,8 '), 7,17 (1H, g, J=8,0 I'y), 7,33-7,36 (3H, m), 8,28 (1H, c), 9,62 (1H, c), 10,33 (1H, g, J=7,2
).

Mpuknag 20

2-okco-7-deHin-N-(1-(4-(TpucTopmeTokeun)deHin)nponin)-2,3-aurigponipnao[2,3-blnipasun-4(1H)-
kapbokcamipg,

o po3unHy  7-nopa-2-okco-N-(1-(4-(TpudbTopmeTokem)deHin)nponin)-2,3-gurigponipngo[2,3-
blnipasuH-4(1H)-kapbokcamigy (140 M), deHinbopoHoBoi KNcnoTu (49 M) [
TeTpakic(Tpuderindgocdin)nanagio (0) (37 mr) B 1,2-gumeTtokcueTtadi (4 mn) gogasanvn 2 M BogHui
po3unH kapboHaTy HaTpito (2 mn) npu KiMHaTHIN TemnepaTtypi. PeakuinHy cymiw nepemiwyBanm
NPOTAroM HOYi NPW HarpiBaHHi i3 3BOPOTHIM XONOAUNBHUKOM i ekcTparysanu etunauetaTtom. EkcTpakr
NpOMMBanyM HaCUYEHUM pPO3COSIOM, CYWWUNIM Hag 0e3BOAHMM CynbgaToM HaTpild i PO3YMHHMK
yrnaptoBanu npu MOHMWKEHOMY TUCKY. 3anuok ouuwiany npenapatumsHoo TLIX (neTtponenHun
edip/eTunaueTar), O4ePXYUN BKa3aHy B 3aronoBky cnonyky (72 wmr).

MC (IAT+): [M+H]" 471,3.

'H AMP (400 Mru, CDCl5) 8 0,98 (3H, T, J=7,2 T'u), 1,87-1,93 (2H, m), 4,71 (1H, A, J=1,2 1), 4,92
(1H, x, J=6,8 T'u), 7,18 (2H, g, J=7,6 Tu), 7,36-7,38 (3H, m), 7,41-7,45 (1H, m), 7,47-7,51 (2H, m),
7,55-7,57 (2H, m), 8,24 (1H, g, J=2,0 T'u), 8,79 (1H, c¢), 10,41 (1H, g, J=7,2 'w).

Mpuknapg 21
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6-6pom-3-okco-N-(1-(4-(TpncptopmeTokecu)peHin)nponin)-3,4-agurigponipasunHo[2,3-b]nipasuH-
1(2H)-kapbokcamig

A) etun N-(3,5-gmbpomnipasunH-2-in)rniunHar

[o posunHy 3,5-anbpomnipasuH-2-amiHy (16,0 r) i kapboHaTy wuesio (26,7 r) B N, N-
anvetundgopmamigi (90 mMn) nosinbHO pgopaBanu 2-xnopetunauetaT (8,1 mMn) npu KiMHaTHI
TemnepaTypi. PeakuiiHy cymiw nepemiwyBanm npoTsaroMm Houi npu 65°C B atmocdepi a3oTy, Ao Hei
AofdaBanu Body i CyMmill ekcTparyBanu eTtunauetratom. EkcTpakT mocnigoBHO mpomMuBanu BOAOHO i
HacM4YeHVM pO3CONIOM, CyLWMnM Hag 6e3BogHUM cynbdaToM HaTpilo i PO3YMHHUK ynaproBanu npu
MOHMXEHOMY TUCKY. 3anuLIOK oumLLani KONOHKOBOK XpoMatorpadieto Ha cunikareni (neTponenHni
egoip/eTunaueTar), O4epPXKYUN BKasaHy B 3arofoBky cnonyky (8,6 r).

'H AMP (400 Mry, CDCl3) 8 1,31 (3H, T, J=7,2 Tu), 4,16 (2H, A, J=5,6 '), 4,25 (2H, K, J=7,2 ['w),
5,75 (1H, wc), 8,04 (1H, c).

B) 7-6pom-1-(2,4-gumeTokcnbeHsnn)-3,4-aurigponipasnHol2,3-b]nipasuH-2(1H)-oH

o posuuHy etun N-(3,5-gnbpomnipasuH-2-in)rniunHaty (4,20 r) i 2,4-gumeTokcnbeHsnnamiHy
(2,20 r) B gumeTuncynbdokengi (5 mn) gogasanu N, N-giisonponinetunamid (5 mn) npy KiMHaTHIN
TemnepaTtypi. PeakuinHy cymiw nepewmiwysanm npu 135°C npoTtarom 2,5 r BUKOPUCTOBYHOYU
MIKPOXBMITbOBKY i OXOMOMAXyBanu A0 KiMHaTHOI TemnepaTypu, A0 Hei gojaBanv Bogy i cymiw
eKkcTparyBanu etunauetaTtom. EKCTpakT nocnigoBHO npoMuBany BOAOK i HaCMYEHMM pPO3COJIOM,
cywunu Hag 6e3BogHMM CynbgaToM HaTpilo i PO3YMHHUK ynaproBanu NpW MOHMKEHOMY TUCKY.
3anuvuok KpucTaniayBanu 3 MeTaHosy, O4epPXYun BKadaHy B 3arofioBky cnonyky (1,2 r).

'H AMP (300 Mru, CDCl3) & 3,77 (3H, c), 3,81 (3H, c), 4,29 (2H, c), 4,92 (1H, c), 5,22 (2H, c),
6,38-6,42 (2H, m), 7,10 (1H, g, J=8,1 T'u), 7,67 (1H, c).

C) 6-6pom-4-(2,4-gumeTokcmbeH3nn)-3-okco-N-(1-(4-(TpudTopmeToken)deHin)nponin)-3,4-
avrigponipasuHo(2,3-b]nipa3sunH-1(2H)-kapbokcamia

B artmocdepi asoty, 0o po3umHy 7-6pom-1-(2,4-gumeTokcmbeHsun)-3,4-gurigponipasnHol2,3-
blnipasuH-2(1H)-ony (1,7 r) B TeTparigpodypaHi (45 mn) nosinbHo gogasanu TpudocreH (0,81 r) npu
KiMHaTHIN TemnepaTtypi. PeakuiiHy cymiw nepemiwysanu npu 50°C npotdrom 2,5 r i pO34YMHHUKK
ynaptoBanu npu MOHMWKEHOMY TUCKY. 3anuvwiok possogunu TeTparigpodypaHom (30 mn) i cymiw
NoBINbHO AofaBanu A0 po3yunHy 1-(4-(TpudTopmeTokcn)deHin)nponaH-1-aminy rigpoxnopuay (1,26 r)
i TpmeTunaminy (2,15 mn) B TetparigpodypaHi (45 mn) npu KiMHaTHIN TemnepaTypi. PeakuinHy cymiLu
nepemiwysanu npu 60°C npotarom 30 XB i PO34YMHHMK ynapioBanu npu NOHMKEHOMY TUCKY. 3anuLuok
ouuLLanM KONOHKOBOK XpoMaTorpadieto Ha cunikareni (netponenHui edip/etunauerar), ogepxyo4m
BKasaHy B 3aronoBky cnonyky (2,5 r).

'H AMP (400 MIy, CDCl3) 8 0,93 (3H, T, J=7,2 Tw), 1,79-1,91 (2H, m), 3,77 (3H, c), 3,79 (3H, c),
4,72 (2H, po, J=18,8, 14,8 T'u), 4,86 (1H, k, J=7,2 'u), 5,23 (2H, pg, J=16,8, 14,4 '), 6,38-6,41 (2H,
M), 7,15-7,20 (3H, m), 7,27-7,33 (2H, m), 7,88 (1H, c), 9,69 (1H, g, J=7,2 Tw).

D) 6-6poM-3-okco-N-(1-(4-(TpudTopmeTokcu)deHin)nponin)-3,4-gurigponipasunHo[2,3-blnipasuH-
1(2H)-kapbokcamig

o 6-6pom-4-(2,4-aumeTtokcnbeHsnn)-3-okco-N-(1-(4-(TpudpTopmeTokeun)dpeHin)nponin)-3,4-
avrigponipasuHo(2,3-b]nipa3unH-1(2H)-kapbokcamigy (300 mr) gogasanu TpudTopouToBy Kncnoty (3
MM) nNpu KiMHaTHIA TemnepaTypi. PeakuinHy cymiw nepemiwysanu npu 75°C npotarom 1 r B
aTtmocdepi a3oTy, 4o Hel gogasanu Boay. pH cymiwi gosogmnu go 10 BukopuctoBytoun 2 M BogHMI
PO34YMH rigpoKCcuay HaTpilo i CyMill ekcTparyBanu etunauetrartoM. EKCTpakT nocnifgoBHO npomuBanmu
BOAOIO | HACUYEHVM PO3COMOM, CYLUMMM Hag 6e3BoAHMM CynbdaToM HaTPIlo i PO3YMHHMK ynaproBanu
Npyv MOHWXKEHOMY TUCKY. 3aluoK ouYMany KOMOHKOBOK xpomartorpadieto Ha cunikareni
(neTponenHuin ecbip/eTunavueTaT), O4epPXKyUM BKasaHy B 3aronosky crnonyky (40 wmr).

MC (IAT-): [M-H] 471,9.

'H AMP (400 Mru, CDClg) & 0,94 (3H, T, J=7,2 Tu), 1,83-1,91 (2H, m), 4,71 (2H, c), 4,87 (1H, K,
J=7,2Tu), 7,17 (2H, g, J=8,4 '), 7,31 (2H, g, J=8,4 I'u), 8,00 (1H, c), 8,42 (1H, c¢), 9,70 (1H, g1, J=6,8
).

Mpuknapg 22

3-okco-N-(1-(4-(TpudTopmeTokcu)deHin)nponin)-3,4-avrigponipasnHo[2,3-b]nipasnH-1(2H)-
kapbokcamipg,

A) 4-(2,4-pumeTokcnbeHsnn)-3-okco-N-(1-(4-(TpudTopmeToken)deHin)nponin)-3,4-
avrigponipa3unHo[2,3-b]nipa3nH-1(2H)-kapbokcamis

[o posunHy 6-6pom-4-(2,4-gnmeTokcndeHsmnn)-3-okco-N-(1-(4-(TpudpTopmeTokeu)deHin)nponin)-
3,4-gurigponipa3uHo[2,3-b]nipasuH-1(2H)-kapbokcamigy (800 Mr) B 3MiWl@HOMY  PO3YMHHUKY
TeTparigpodypaH (10 mn) i metanon (10 mn) gogasanu 10 % nanagin-syrinnsa (Mictute 50 % Boaw,
120 wr). PeakuivHy cymiw nepemiwyBanu npotarom Hodi npyu 30°C B aTmMocdepi BogHt0, KaTanizatop
BiAdINbTpOBYBanM i iNbTpaT KOHUEHTpyBanNM nNpu MOHWXKEHOMY TWUCKY. 3anuwiok ouuwianmu
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KOMNOHKOBO XpomaTorpadieto Ha cunikareni (netponenHui edip/etTunageTar), O4EPXKYOUYN BKa3aHy B
3aronoeky crnonyky (610 wmr).

'H AMP (400 MIy, CDCI3) 8 0,95 (3H, T, J=6,4 Tu), 1,85-1,91 (2H, m), 3,76 (3H, c), 3,79 (3H, c),
4,77 (2H, c), 4,90 (1H, k, J=7,2 Tv), 5,27 (2H, c), 6,35 (1H, ag, J=11,2, 3,2 Tu), 6,43 (1H, g, J=3,2 '),
6,94 (1H, g, J=11,2Tu), 7,17 (2H, g, J=10,8 T'y), 7,34 (2H, g, J=10,8 l'y), 7,81 (1H, g, J=3,6 l'y), 7,93
(1H, g, J=3,6 T'u), 10,12 (1H, A, J=10,0 'y).

B) 3-okco-N-(1-(4-(TpndbTopmeTokcun)derin)nponin)-3,4-aurigponipasunHo[2,3-b]nipasnH-1(2H)-
kapbokcamig,

BkasaHy B 3aronoBKy CMOMyKy oAepXyBanu Takum e camuMm YuHom sk i Ha Ctagaii D MNpuknagy
21.

MC (IAT-): [M-H] 394,0.

'H AMP (400 Mru, CDCl3) 8 0,96 (3H, T, J=7,6 Tu), 1,84-1,93 (2H, m), 4,72 (2H, c), 4,89 (1H, K,
J=7,6 '), 7,17 (2H, g, J=8,8 'u), 7,33 (2H, g, J=8,8 I'u), 7,91 (1H, A, J=2,8 T'y), 7,94 (1H, A, J=2,8
i), 9,01 (1H, ¢), 10,09 (1H, A, J=7,2 T"L).

Mpuknag 23

6-meTun-3-okco-N-(1-(4-(TpucpTopmeTokecu)deHin)nponin)-3,4-aurigponipasvHo[2,3-b]nipa3vH-
1(2H)-kapbokcamig

A) 4-(2,4-pumeTokcnbeH3unn)-6-meTun-3-okco-N-(1-(4-(TpudpTtopmeTokem)deHin)nponin)-3,4-
avrigponipa3snHo[2,3-b]nipa3nH-1(2H)-kapbokcamia

B armocdepi asory, [o po3unMHy  6-6pom-4-(2,4-oumeTtokcnbeHsnn)-3-okco-N-(1-(4-
(TpudpTopmeTokeu)beHin)nponin)-3,4-gurigponipasvHo[2,3-b]nipa3nH-1(2H)-kapbokcamigy (1,0 1) i
(1,1-6ic(amdeHindocaiHo)depoueH)anxnopnanagito (I1) (150 mr) B 1,4-giokcani (15 mn) gogasanu 1
M posunH aumetunumHk (ll)/rekcan (4 wmn) npu KiMHaTHIA Temnepatypi. PeakuinHy cymiw
nepemiwyeann npu 80°C npotsrom 30 xB B atMocdepi a3oTy, OO Hei gogaBanu BoAy i cymiw
eKkcTparyBanu etunaudetatom. EkcTpakt nocnigoBHO npoMvBany BOAOK i HaCMYEeHMM pPO3COSIOM,
cywunn Hag 6e3BogHMM CynbdaToM HaTPilo i PO3YMHHUK YynaproBanu NpuW MOHMKEHOMY TUCKY.
Banuuwok ounwanu npenapatumsHoto TLUX (neTponenHun edip/eTunauerar), ogepXyoun BKkasaHy B
3aronoBky crnonyky (730 wmr).

'H AMP (400 MIy, CDCl3) 8 0,93 (3H, T, J=7,2 Tu), 1,83-1,88 (2H, m), 2,39 (3H, c), 3,76 (3H, c),
3,79 (3H, ¢), 4,73 (2H, c), 4,89 (1H, k, J=7,2 T'u), 5,27 (2H, c), 6,36 (1H, og, J=8,0, 2,4 T'y), 6,41 (1H,
a, J=2,4Tu), 7,03 (1H, g, J=8,8 'y), 7,16 (2H, g, J=8,0 l'y), 7,32 (2H, g, J=8,0 I'y), 7,66 (1H, c), 10,0
(1H, g, J=7,2 T'u).

B) 6-meTtun-3-okco-N-(1-(4-(TpudTopmeTokcn)deHin)nponin)-3,4-aurigponipasnHol2,3-b]nipasuk-
1(2H)-kapbokcamig

Oo 4-(2,4-pumeToKkcnbeH3nn)-6-metnn-3-okco-N-(1-(4-(tpucpTopmeTtokcm)peHin)nponin)-3,4-
avrigponipasuHo[2,3-b]nipa3uH-1(2H)-kapbokcamigy (730 mr) gogasanu TpudTopouTtoBy kucnoty (10
M) Apu KIMHaTHIN TemnepaTypi. PeakuinHy cymiw nepemiwysanu npu 70°C npotarom 15 xB i Ao Heil
popgasanu Bogdy. pH cymiwi goBogunu go 10 abo Ginbw BukopucTOBYHOUM 4 M BOAHMIM PO3YMH
rigpoKkCMay HaTpilo i Cymiw ekcTparysanmu puxrnopmetraHom. EkcTpakt cywwunu Hag 6e3sogHuM
cynbaTtoM HaTpIlo i PO3YMHHMK yNaproBanu Npu NOHMXEHOMY TUCKY. 3anunwok ounwanm BEPX (C18,
Pyxoma pasa: Boga/aueTtoHitpun (mictutb 0,1 % TFA)), oo ogepxaHoi cdpakuii fogaBany HacuyeHui
BOAHUI PO34UH rigpokapboHaTy HaTPIl i CyMill ekcTparyBanu etunauetaTom. EKCTpakT cywmnu Hag
©e3BogHUM cynbdaTtoM HaTpild i KOHUEHTpyBanu Mnpu MOHWXEHOMY TUCKY, OLEPXYHUM BKasaHy B
3aronosky crnonyky (150 mr).

MC (IAT+): [M+H]" 410,2.

'H AMP (400 Mly, CDCI3) 8 0,94 (3H, T, J=7,2 Tu), 1,82-1,90 (2H, m), 2,45 (3H, c), 4,70 (2H, c),
4,88 (1H, x, J=7,2 Tu), 7,17 (2H, g, J=8,4 I'u), 7,32 (2H, g, J=8,4 T'u), 7,77 (1H, c), 8,56 (1H, c), 9,98
(1H, @, J=6,8 I'u).

Mpuknapg 24

N-((1R)-2-meToKCK-1-(4-(TprdTopMETOKCH)dheHin)eTnn)-2-okco-2,3-aurigponipugo|[2,3-b]nipasvH-
4(1H)-kapbokcamig

PauemidHnin N-(2-meTokcu-1-(4-(TpudTopMeToKeH )dpeHin)eTunn)-2-okco-2,3-aurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamia (548 mr) posainsnu 3a gonomoroto BEPX (konoHka: CHIRALPAK IC, 50
mmB[Ox500 mm[, surotoensietbca Daicel Chemical Industries, Ltd., Pyxoma cpasa: rekcaH/etaHon =
400/600), ogepxxytoum BKasaHy B 3arofioBky CMosyky, Lo Mae KOPOTLLMI Yac YTPUMaHHS (265 wmr).

MC (IAT+): [M+H]" 411,2.

'H AMP (300 Mru, IMCO-ds) & 3,28 (3H, c), 3,54-3,73 (2H, M), 4,31-4,53 (2H, m), 4,97-5,14 (1H,
m), 7,11 (1H, g, J=7,9, 4,9 Tu), 7,25-7,39 (3H, m), 7,40-7,54 (2H, m), 8,00 (1H, oa, J=4,9, 1,5 l'u),
10,51 (1H, g, J=7,5Twu), 10,83 (1H, wc).

Mpuknag 25
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N-((1S)-2-meTokcu-1-(4-(TpudTopmeTokemn)deHin)etun)-2-okco-2,3-gurigponipuao[2,3-blnipasuH-
4(1H)-kapbokcamig

PauemiyHuin N-(2-meTokcu-1-(4-(TpudTopmeTokecK ))dbeHin)eTnn)-2-okco-2,3-aurigponipnao[2,3-
b]nipasunH-4(1H)-kapbokcamig (548 mr) posainanu 3a gonomoroto BEPX (konoHka: CHIRALPAK IC, 50
mmB[x500 mm[, Burotoensietbca Daicel Chemical Industries, Ltd., Pyxoma ¢asa: rekcan/etaHon =
400/600), ogepxytoum BKasaHy B 3arosfioBKy CMOSyKy, WO Ma€e AOBLUNIA Yac yTpuMaHHs (273 mr).

MC (IAT+): [M+H]" 411,1.

'H AMP (300 My, AMCO-ds) 5 3,28 (3H, c), 3,55-3,71 (2H, m), 4,33-4,51 (2H, m), 4,99-5,14 (1H,
m), 7,11 (1H, aa, J=7,7, 5,1 Tu), 7,26-7,37 (3H, m), 7,42-7,53 (2H, m), 8,00 (1H, oa, J=4,9, 1,9 L),
10,51 (1H, g, J=7,5Twu), 10,83 (1H, wc).

Mpuknag 26

7-oa-2-okco-N-(1-(4-(TpudTopmeToken)deHrin)nponin)-2,3-aurigponipnao[2,3-blnipa3uH-4(1H)-
kapbokcamig

A) metun N-(5-noa-3-HiTponipnavH-2-in)rniuuHaT

BkasaHy B 3aronoBKy CMOJlyKy oAep)KyBarnu TakuM e caMuM YMHOM sk | Ha Ctagii A MNpuknagy
19.

'H AMP (400 My, CDCly) & 3,81 (3H, c), 4,37 (2H, a, J=7,6 T'u), 8,45 (1H, c), 8,54 (1H, A, J=2,8
Mu), 8,71 (1H, g, J=2,8 I'u).

B) 7-op-3,4-gurigponipngo[2,3-b]nipasnH-2(1H)-oH

BkasaHy B 3arofioBKy CrosyKy odep)XyBasnu Takum ke cammm YmHoMm sik Ha Ctagii B Mpuknagy 19

'H AMP (400 My, AMCO-dg) & 4,00 (2H, ¢), 7,17 (1H, A, J=1,6 Tu), 7,50 (1H, wc), 7,77 (1H, A,
J=1,6"u), 10,66 (1H, c).

C) 7-noa-1-((2-(tpumeTtuncunin)eTokcm)metun)-3,4-gurigponipnao[2,3-b]nipasmn-2(1H)-oH

B atrmocdepi asoty, Ao posuuHy 7-noa-3,4-gurigponipmaol2,3-blnipasuH-2(1H)-oHy (12,5 1) B
3miwaHomMy po3dnHHuky N, N-gumetundopmamig (200 mn) i gumeTtuncynedokeng (600 mn) noBinNbHO
pogasann 1 M posunH 1,1,1,3,3,3-rekcametungucunasaH kanito/tetparigpodypaH (63,6 mn) npu
0XOrogKeHHi nbogoM. PeakuiiHy cymiw nepemiwysanu npu 0°C npotarom 30 xB i NOBiNbHO Npw Tin
Xe camii Temnepatypi gogasanu [2-(xnopmeTtokcu)etun](tpumeTtun)cmnad (11,3 mn). PeakuinHy
CyMill nepemiyBany Npu KiMHATHIN TemnepaTypi 2 r i pO34YMHHMK ynaproBanu npu MOHWXKEHOMY
TMcky. [o 3anuwky pJofdaBanv BOAHMI po3dMH  KapboHaTy HaTtpito i Cymiw ekcTparysanu
eTunaueTtatoM. EkcTpakT nocnigoBHO MpomMuBanM BOAOK i HACUYEHUM PO3COMIOM | PO3YMHHUK
ynaptoBanu npv NOHWXeHOMY TUCKY. 3anu1LLIOK o4YmLLany KONTOHKOBOK XxpoMaTorpadieto Ha curmikareni
(onxnopmeTaH/eTnnaueTar), o4epXyrodn BkazaHy B 3aronoBkKy cnonyky (6,86 r).

'H AMP (400 Mru, AMCO-ds) 8 0,01 (9H, c), 0,90 (2H, T, J=7,6 T'u), 3,59 (2H, T, J=8,0 I'y), 4,07
(2H, g, J=1,6 T'u), 5,31 (2H, c¢), 7,55 (1H, g, J=1,6 T'u), 7,92 (1H, g, J=2,0 'u).

D) 7-nopa-2-okco-N-(1-(4-(tpudTopmeToken)deHin)nponin)-1-((2-(TpyuMeTnncunin)eTokcn)MeTun)-
2,3-gurigponipvao[2,3-blnipasuH-4(1H)-kapbokcamig

B armoccepi  asoty, [0  po3dmHy  7-nog-1-((2-(tpymetuncunin)etokcu)meTtun)-3,4-
avrigponipnao[2,3-blnipasunH-2(1H)-oHy (4,05 r) B TeTparigpodypaHi (150 mn) nosineHoO Aogasanu
po3uuH TpudcbocreHy (2,37 r) B TeTparigpodypaHi (15 mn) npu KiMHaTHIn Temnepatypi. PeakuiiHy
cymiw nepemiwyBanu npu 40°C 2 r i PO3YMHHUK ynapitoBanu Mpu MOHWKEHOMY TUCKY. 3anuiiok
possoaunu TeTparigpodypaHom (40 mn) i cymilw nMOBiINbHO Jojasanu [0 pPO3dnHy  1-(4-
(TpudTOpMETOKCH)heHIN)NponaH-1-amiHy rigpoxnopuay (3,07 r) i TpuetunamiHy (3,03 r) B
TeTparigpodypaHi (50 mMn) npu KiMHaTHIM TemnepaTypi. PeakuiinHy cymill nepemillyBanu nNpoTArom
Houi npu 60°C i pO3YMHHUK ynaploBanu nNpu MOHWKEHOMY TMCKY. 3arulioK O4YuMLLanM KOJIOHKOBOI
XpomaTtorpadieto Ha cunikareni (neTponerMHun edip/eTunaveTar), O4epXyUuM BKazaHy B 3arofioBky
cnonyky (4,08 r).

'H AMP (400 Mru, CDCl;) & 0,01 (9H, c), 0,93 (3H, T, J=9,2 I'u), 1,80-1,86 (2H, m), 3,65 (1H, T,
J=8,0 l'u), 4,66 (2H, pg, J=17,6, 7,6 T'u), 4,87 (1H, k, J=6,8 I'u), 5,27 (2H, ga, J=16,8, 10,8 l'y), 7,16
(2H, g, J=8,0 I'y), 7,31 (2H, g, J=8,8 T'u), 7,95 (1H, A, J=1,6 I'u), 8,24 (1H, g, J=1,6 I'u), 9,86 (1H, 4,
J=7,2Tu).

E) 7-nog-2-okco-N-(1-(4-(TpudpTopmeTokcmn)deHin)nponin)-2,3-gurigponipngo[2,3-b]nipa3vH-
4(1H)-kapbokcamig

Ho 7-ropn-2-okco-N-(1-(4-(TpudTopmeTokeH)dbeHin)nponin)-1-((2-(TpMMeTUncunin)eTokcn)MeTun)-
2,3-purigponipnao[2,3-blnipasuH-4(1H)-kapbokcamiay (4,08 r) gogasanu TpudTOpOUTOBY KMCNOTY (18
M) i Body (2 mmn) npu KiMHaTHIM TemnepaTypi. Peakuiviny cymilw nepemiwlyBany npu KiMHaTHIN
TemnepaTypi NpoTAroMm 1 r i PO3YMHHMK ynapioBanu npu NOHWXEHOMY TUCKy. [lo 3anuwiky gogasanu
BOOHWUI PO34MH rigpokapboHaTy HaTpito i cymill ekcTparyBanu eTunauetatom. EkcTpakt npomusanm
HacM4YeHVM pO3CONIOM, CyLWMNM Hag 6e3BogHuM CynbdaToM HaTPilo | PO3YMHHUK ynaproBanu npu
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MOHVXXEHOMY TUCKY. 3anuLUOK ouuLLani KONMOHKOBOK XpoMaTtorpadieto Ha cunikareni (netponenHui
edip/eTunauerar), o4epXKytoun BKazaHy B 3arofioBky cnonyky (2,64 r).

MC (IAT+): [M+H]" 521,1.

'H AMP (400 Mru, CDCl3) 8 0,95 (3H, T, J=7,2 I'y), 1,81-1,87 (2H, m), 4,67 (1H, g, J=2,0 I'u), 4,87
(1H, x, J=6,8 T'y), 7,17 (2H, g, J=8,0 T'u), 7,32 (2H, g, J=8,4 T'u), 7,44 (1H, g, J=2,0 T'y), 8,19 (1H, A,
J=2,0u), 9,20 (1H, c¢), 10,07 (1H, @, J=7,2 T'u).

Mpuknag 27

2-okco-N-(1-(4-(TpudTopmeToKeH)doeHin)nponin)-7-BiHin-2,3-gurigponipnao[2,3-b]nipasuH-4(1H)-
kapbokcamig

Jo pPO34nNHY 7-nopa-2-okco-N-(1-(4-(TpucbtopmeTokeu)deHin)nponin)-2,3-gurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamigy (520 mr), 2-enotumin-4,4,5,5-tetpameTtun-1,3,2-giokcaboponaHy (231
Mr) i TeTpakicTpudeHindocdiHnanagio (0) (116 wmr) B 1,2-gumeTtokcunetani (12 mn) gogasanu 2 M
BOOHUM pO34YuH KapboHaTy HaTtpito (4 wmn) npu KiMHaTHIn TemnepaTypi. PeakuinHy cymiw
nepemillyBany nNPOTArOM HOYi MPW HarpiBaHHi i3 3BOPOTHIM XOMOAWMBHUKOM | eKkcTparysanmu
eTunauetatoMm. EkcTpakTt npomuBanu HacM4YeHMM pPO3COSIOM, CyluMnu Hag 6e3BOAHUM CynbgaTom
HaTpilo i PO3YMHHMK YynapioBanv Mpu MOHWKEHOMY TUCKY. 3anuoK OuYMwanu KOFIOHKOBO
XpomaTorpadieto Ha cunikareni (neTponenHui edgip/eTunauerar), O4epXyl4dn BKasaHy B 3arofioBKy
crnonyky (372 wr).

MC (IAT+): [M+H]" 421,1.

'H AMP (400 Mru, CDCl3) 8 0,96 (3H, T, J=7,2 I'y), 1,83-1,90 (2H, m), 4,80 (1H, g, J=0,8 I'y), 4,90
(1H, k, J=6,8 T'u), 5,38 (1H, @, J=10,8 l"'u), 5,76 (1H, g, J=17,6 'u), 6,65 (1H, oa, J=18,0, 10,8 '),
717 (2H, g, J=7,6 Tv), 7,24 (1H, g, J=1,6 T'y), 7,34 (2H, A, J=8,8 I'u), 8,00 (1H, g, J=1,6 T'y), 9,12
(1H, ¢), 10,38 (1H, g, J=7,2 T'w).

Mpuknag 28

N-(1-(6idpeHin-4-in)nponin)-2-okco-2,3-gurigponipngo[2,3-b]nipasunH-4(1H)-kapbokcamis

A) 4-(1-(((2-okco-2,3-gurigponipnao[2,3-b]nipa3uH-4(1H)-in)kapOoHin)amiHo)nponin)deHin
TpudpTopmeTaHcynbgoHaT

o pPO34nHYy N-(1-(4-rigpokcudpeHin)nponin)-2-okco-2,3-gurigponipnaol2,3-blnipasuH-4(1H)-
kap6okcamigy (1,00 r) B nipuaumHi (30 mn) noBinbHO AofaBany TpudTopMeTaHCyNnb(OHOBUI aHrigpua
(0,621 mn) npu oxonomxeHHi NbogoM. PeakuiiHy cymill nepemilyBany Npu KiMHaTHIN Temnepartypi
NpOTAroM 3 T i PO3YMHHMK yNapoBanu Npu MOHWXeHOMY TUCKy. [lo 3anuwiky gogasanu BoAy, Cymill
npommBanu 0,5 M XxnopBoAHEBOK KWCNOTOW, cywwnu Hag 6e3BogHMM cynbdatom HaTtpilo i
PO3YMHHUK yrapioBanu npy NOHWXEHOMY TUCKY. 3anuLLIOK O4YULLanu KOMOHKOBOK XpomMaTorpadieto Ha
cunikareni (rekcaH/eTunaueTtar), 04epXKyrun Bka3aHy B 3aronioBky cnonyky (1,34 r).

MC (IAT+): [M+H]" 459,1.

B) N-(1-(biceHin-4-in)nponin)-2-okco-2,3-gurigponipmuao[2,3-blnipasuH-4(1H)-kapbokcamia

o pO34nHYy 4-(1-(((2-okco-2,3-gurigponipngo|2,3-blnipasuH-4(1H)-
in)kapboHin)amiHo)nponin)deHin TpudTopmeTaHcynbdoHaTy (125 Mr) B 3milLaHOMy pO34YMHHUKY BoAa
(1,5 mn) i 1,2-gumeTokcueTaH (3 mn) gogasanu deHinbopoHoBy kucnoty (36,5 mr), kapboHaT Kanito
(150 wmr) i TeTpakicTpudpeHindocdiHnanagito (0) (15,7 mr) npu KiMHaTHIn TemnepaTtypi. PeakuiniHy
cymiw nepemiwyBann npu 150°C npotarom 20 xB B aTmocdepi asoTy BUKOPUCTOBYIOYM
MIKpOXBUITbOBKY, A0 HeT fofaBanu BoAy i CyMmill ekcTparyBanu etunauetaTtoM. EKCTpakT cywmnu Hag
0e3BogHUM cynbdaToM HaTPIl0 i PO3YMHHMK yNaproBanu npu NOHMWKEHOMY TUCKY. 3anuLwoK o4YuLLanm
KOMOHKOBOK XpoMaTorpadpieto Ha cunikareni (rekcaH/eTvnauerar), OOEpPXYHUM HeouULLEHNIA
npoaykT. HeounweHnnn npogykt oumwanu BEPX (C18, Pyxoma dasa: Boga/aueToHiTpun (MicTutb
0,1 % TFA)), oo ogepxaHoi dpakuii gogaBanu HaCMYEHUN BOAHUW PO3YMH rigpokapOoHaTy HaTpito i
CyMilWl ekcTparyBanu etunaueTtaTom. EkcTpakT cywunm Hag 6e3BogHuM cynbdaTtoM HaTpito i
KOHLUEHTpYBanu nNpu NOHMXEHOMY TUCKY, OAEPXKYIO4YM BKa3aHy B 3arofoBKy cnonyky (29,8 mr).

MC (IAT+): [M+H]" 387,2.

'H AMP (300 My, IMCO-dg) 8 0,90 (3H, T, J=7,3 Tw), 1,73-1,94 (2H, m), 4,43 (2H, c), 4,82 (1H,
K, J=6,9 l'u), 7,11 (1H, gg, J=7,5, 4,9 T'y), 7,26-7,52 (6H, m), 7,56-7,71 (4H, m), 8,03 (1H, aa, J=4,9,
1,5Tu), 10,36 (1H, g, J=7,9 'u), 10,82 (1H, wc).

Mpuknag 29

7-eTun-2-okco-N-(1-(4-(TpudTopmeToken)deHin)nponin)-2,3-aurigponipnao[2,3-bnipasuH-4(1H)-
kapbokcamig

HOo  posumHy  2-okco-N-(1-(4-(TpudTopmeToKcH)deHin)nponin)-7-BiHin-2,3-gurigponipnao[2,3-
blnipasun-4(1H)-kapbokcamigy (177 wmr) y metaHoni (25 wmn) gogasanu 10 % nanagin-syrinns
(mictute 50 % Boawn, 18 wmr) B atmocdepi a3oTy. PeakuiiHy cymill nepemiwyBanu npu KiMHaTHIu
TemnepaTypi 2 r B aTMocdepi BOAHIO, kKaTanizaTop BiadinbTpoByBanu i inbTpaTt KOHUEHTpyBanu npu
NMOHWMXeHOMY Tucky. 3anmwok oumwanu BEPX (C18, Pyxoma dasa: Boga/aueToHiTpun (Mictutb 0,1 %
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TFA)), oo ogepxaHoi pakuii gogaBanu HaCUYEHUM BOAHWIA PO3YMH rigpokapboHaTy HaTpito i cymiLl
ekcTparyBanu eTtunaueTtatom. Ekctpakt cywwvnu Hap 6e3BogHuUM  cynbdaTtoM  HaTpilo i
KOHLIEHTPYBanu nNpu NOHWKEHOMY TUCKY, OAEPXKYyuM BKa3aHy B 3arofioBky cnonyky (135 mr).

MC (IAT+): [M+H]" 423,1.

'H AMP (400 Mru, CDCl5) 5 0,95 (3H, T, J=7,2 T'u), 1,26 (3H, T, J=7,6 '), 1,82-1,89 (2H, m), 2,63
(2H, k, J=7,6 T'wn), 4,66 (2H, oa, J=20,0, 18,4 'y), 4,90 (1H, «k, J=7,2 Ty), 7,04 (1H, g, J=1,6 T'u), 7,16
(1H, a, J=8,4 I'u), 7,34 (2H, A, J=8,8 'u), 7,85 (1H, A, J=1,6 I'u), 9,32 (1H, wc), 10,38 (1H, A, J=7,2
).

Mpwuknag 30

N-(1-(6-meTokcunipngasuH-3-in)nponin)-2-okco-2,3-gurigponipuao[2,3-blnipasunH-4(1H)-
kapbokcamig

A) 6-meTokcunipnaasnH-3-kapboHiTpun

[o po3uunHy 3-xnop-6-metokcunipuaasuHy (5 r) i uianigy umHky (4,87 r) B N, N-gumetundopmamigi
(100 M) Jonasanu 1,1'-6ic(andeningocdiHo)depoLeH (1,917 r) i
Tpic(anbeHsumnigeHaueToH)amnanagin (0) (1,584 r). PeakuiiHy cymiw nepemiwysanu npu 100°C
npoTarom 2 pAHiB B aTtmocdepi asoTy, [odaBann HaCMYEHUW po3Cin i Cymil ekcTparysanu
eTunaueTtaTtom i TeTparigpodypaHoM. EKCTpakT npoMuBanu HacuM4eHWM PO3COMOM, CYLUMAW Hag
6e3BoaHUM CynbdaToM MarHito i PO3YMHHMK ynaploBanu npu NOHWXEHOMY TUCKY. 3anuLLOK oyunwanm
KOJTOHKOBOI XpomMaTorpadieto Ha cunikareni (eTunauertaT/rekcaH), 0OAepXXylun BKasaHy B 3arofoBKy
cnonyky (3,20 r).

'H AMP (300 Mru, CDCl5) & 4,19-4,28 (3H, m), 7,03-7,15 (1H, m), 7,64-7,73 (1H, m).

B) 1-(6-meTokcunipngasmH-3-in)nponaH-1-oH

o po3uunHy 6-meTokcunipngasuH-3-kapboHitpune (1,9 r) B TeTparigpodypani (30 mn) gogasanu 3
M po3suunH eTunmarHinbpomig/gietnnosuii etep (5,62 M) Npu OXONOAXEHHI NbOAOM. PeakuiiHy cymill
nepemiwysanu npu 0°C npotarom 1 r B aTMocdepi a3oTy, Npu Til XXe camin TemnepaTypi gogasanu 1
M xnopsBogHeBYy KUCFOTY i CyMill nepemillyBanu npy KiMHaTHIn TemnepaTypi NpoTaroMm we 5 xs.
PeakuinHy cymiw HewTpanisyBany Hacu4YeHVM BOAHMM pPO34YMHOM rigpokapboHaTy HaTtpito i
eKkcTparyBanu etunauertatoMm. EKCTpakT npommBanu HacvyeHMM PO3COrMoM, Cywunn Hag 6e3sogHUM
CcynbdaToM MarHito i PO3UYMHHMK ynaproBanu Npu NOHWKEHOMY TUCKY. 3anmLLoK o4MLLanm KOSIOHKOBO
xpomaTtorpadieto Ha cunikareni (eTunaueTaTt/rekcaH), OOepXYun BKasaHy B 3arofioBKy CrOMyky
(0,323 ).

'H AMP (300 Mry, CDCls) 8 1,25 (3H, T, J=7,2 T'u), 3,35 (2H, k, J=7,4 ), 4,23 (3H, c), 7,06 (1H,
A, J=9,4Tu), 8,05 (1H, g, J=9,0 I'u).

C) 1-(6-meTokcunipnaasuH-3-in)nponax-1-ami

BkasaHy B 3aronoBky Crnosyky ogepyBanu Takum ke camum 4YmHom sk Ha Ctagisx D-E MNpuknagy
2.

MC (IAT+): [M+H]" 168,2.

D) N-(1-(6-meTokcunipngasuH-3-in)nponin)-2-okco-2,3-gurigponipmnaol2,3-b]nipasnnH-4(1H)-
kapbokcamig,

BkasaHy B 3aronoBky Cnonyky ogepxxyBanu Takum xe caMmum 4YmHoMm sk i Ha Ctagii G Mpuknaagy 7.

MC (IAT+): [M+H]" 343,2.

'H AMP (300 My, AMCO-dg) 8 0,86 (3H, T, J=7,3 I'u), 1,70-1,99 (2H, m), 4,01 (3H, c), 4,43 (2H,
c), 5,01 (1H, x, J=7,2Tu), 7,11 (1H, ag, J=7,9, 4,9 T'u), 7,18 (1H, A, J=9,0 T'u), 7,32 (1H, g, J=7,9, 1,5
Mu), 7,62 (1H, g, J=9,0 l'y), 8,02 (1H, aa, J=4,9, 1,5Tu), 10,42 (1H, A, J=7,5u), 10,81 (1H, c).

Mpuknag 31

N-(1-(3-dpTop-4-(TpudTopmeToKCU)dheHin)nponin)-2-okco-2,3-gurigponipngo[2,3-b]nipasvH-4(1H)-
kapbokcamipg,

A) 3-dpTop-N-meToken-N-meTun-4-(TpudpropmeTokcn)beHsamia

[o po3unHy 3-cpTop-4-(TpudTopmeToken)oeH3onHoi kucnotu (20 r), N, O-gumeTunrigpokcnnamiHy
rigpoxnopuay (10,5 r) i Tpuetnnaminy (24,9 mn) B N, N-gumetnndopmawmiai (300 mn) gogasanu
MoHorigpaT  1-rigpokcubensoTpuasony (16,4 r) i rigpoxnopug 1-(3-aMmeTunamiHonponin)-3-
eTunkapbogiimigy (20,5 r) npu kiMHaTHIN TemnepaTypi. PeakuiiHy cymiw nepemiyBani npoTsirom
HOYi MpKW KiIMHATHIN TemnepaTtypi, 4of4aBanyM HAacMYEHUI BOAHWMW PO3YMH TigpokapboHaTy HaTpito i
CyMmill ekcTparyBanu eTunauetatoM. EkcTpakT npomuBanyM Hacv4YeHUM pO3COMOM, CYLWWNWM Hag
6e3BogHUM CcynbdaTtoM MarHilo i PO3YMHHUK ynaprBanu Mnpu MOHWKEHOMY TUCKY, OAEpXylun
BKa3aHy B 3arofnosky cnonyky (22,9 r).

'H AMP (300 Mru, CDCls) & 3,38 (3H, c), 3,56 (3H, c¢), 7,30-7,42 (1H, m), 7,51-7,65 (2H, m).

B) 1-(3-¢pTop-4-(TpncdTopMeToKCUH)deHin)nponaH-1-aminy rigpoxnopua

BkasaHy B 3arofioBKy CrNosnyky OAepXyBanu Takum e camum YnHom sik Ha Ctagisx C-F MNpuknagy
2.
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MC (IAT+), sHangeHo: 221,1.

C) N-(1-(3-dpTOp-4-(TpUdTopMeTOKCH)heHin)nponin)-2-okco-2,3-aurigponipnao[2,3-b]nipasux-
4(1H)-kapbokcamia

BkasaHy B 3arofioBKy CrosiyKy ogep:XyBasnu Takum ke cammm YmHoM sik i Ha Ctagii G MNMpuknagy 7.

MC (IAT+): [M+H]" 413,1.

'H AMP (300 Mru, AMCO-dg) 8 0,77-0,95 (3H, m), 1,81 (2H, kBiH, J=7,3 Tu), 4,35-4,47 (2H, m),
4,81 (1H, k, J=7,2 Tu), 7,11 (1H, pg, J=7,7, 5,1 '), 7,27 (1H, g, J=8,3 I'u), 7,32 (1H, ga, J=7,9, 1,5
lu), 7,44-7,58 (2H, m), 8,02 (1H, og, J=4,9, 1,5Tu), 10,30 (1H, g, J=7,2 'u), 10,81 (1H, c).

Mpuknag 32

N-(1-(2-meTokcu-4-(TpudpTopmeTokeun)deHin)nponin)-2-okco-2,3-gurigponipnao[2,3-blnipasuH-
4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CMOMyKy ofep)KyBanu TakMm e caMum YmMHoM sk | Ha Ctagii A MNpuknagy
31, Cragiax C-F lNpuknagy 2 i Ctagaii G MNMpuknagy 7.

MC (IAT+): [M+H]" 425,1.

'H AMP (300 MIy, CDCl3) 8 0,92 (3H, T, J=7,5 '), 1,71-1,95 (2H, m), 3,88 (3H, c), 4,68 (2H, c),
5,05-5,26 (1H, m), 6,71 (1H, c), 6,77 (1H, g, J=9,4 l'y), 6,94-7,03 (1H, m), 7,13 (1H, wc), 7,22 (1H, g,
J=8,3Tu), 8,02 (1H, g, J=4,9 I'u), 10,43 (1H, wc).

Mpuknag 33

N-(1-(4-rigpokcudpeHin)nponin)-2-okco-2,3-gurigponipnao[2,3-b]nipasunH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CrosyKy oAep)XyBanu Takum xxe camnm YmHoM sik | Ha Ctagaii G MNMpuknaay 7.

MC (IAT+): [M+H]" 327,1.

Mpuknapg 34

N-(1-(2-dpTop-4-(TpudTopmeToKCU)heHin)nponin)-2-okco-2,3-gurigponipnao[2,3-blnipasuH-4(1H)-
kapbokcamig,

BkasaHy B 3aronoBKy CnonyKy ogepXyBanu TakuM xe caMmuMm YnHoM sk Ha Ctagisx A-B MNpuknagy
30, Cragisix D-E lMNpuknagy 2 i Ctagii G Npuknagy 7.

MC (IAT+): [M+H]" 413,2.

'H AMP (300 My, IMCO-dg) 8 0,89 (3H, T, J=7,2 L), 1,70-1,88 (2H, m), 4,40 (2H, c), 5,00 (1H,
K, J=7,4Tu), 7,11 (1H, pa, J=7,9,4,9 Tu), 7,22 (1H, g, J=8,7 l'u), 7,27-7,42 (2H, m), 7,49 (1H, 1, J=8,5
lu), 8,02 (1H, pa, J=4,9, 1,9 T'y), 10,43 (1H, g, J=7,5Ty), 10,81 (1H, c).

Mpuknag 35

7-umknonponin-2-okco-N-(1-(4-(TpudTopmeTokeu)deHin)nponin)-2,3-gurigponipnaol2,3-
b]nipasuH-4(1H)-kapbokcamig

Ho posunHy N-meTtun-N-HiTposoceyoBuHun (577 wmr) B gietunosomy etepi (10 mn) nosinbHO
pogasany 3 M po3uuH rigpokeugy kanito (6 mMn) npu OXOMOMKEHHI nbodoMm. PeakuiviHy cymiw
nepemiwysanu npv npu Uin xe camin Temnepatypi 30 XB, OpraHiyHWi Wwap cywunun Hag 6e3sogHNM
cynbdartom HaTpito i NoBiNbHO aogasanu o pPO34nHY 2-okco-N-(1-(4-
(TpudpTopmeTokeu)deHin)nponin)-7-BiHin-2,3-gurigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamigy (118
Mr) B amxnopmeTtaHi (10 mn) npu oxonomkeHHi nbogoM. NMoTim, goaasanu auetat nanagito (ll) (25
Mr), peakuiiHy cymill nepemillyBanu npu KiMHaTHIN Temnepatypi npoTtarom 1 r i gogaBanu Aekinbka
Kpanernb ouTOBOI KUCNOTU. HepO3UnHHY pevyoBUHY BiAdINbLTpoOBYBanu i inbTpaTt KOHLEHTpYyBanu npu
NoHWxeHoMy Tucky. 3anuwok ounwanu BEPX (C18, Pyxoma ¢asa: Boga/auetoHitTpun (Mictutb 0,1 %
TFA)), oo ogepxaHoi dpakuii gogaBanu HaCMYEHUA BOAHWI PO34YMH rigpokapboHaTy HaTPilo i CyMiLw
ekcTparyBanu eTtunaueTtatom. EkcTpakt cywwunu Hag ©6e3BogHUM  cynbdaToM  HaTpilo i
KOHLUEHTpYBanu npu NOHMWXeHOMY TUCKY, OAEPXYH4YM BKa3aHy B 3arofloBKy Cronyky (43 mr).

MC (IAT+): [M+H]" 435,1.

'"H AMP (400 Mru, CDCl3) & 0,69-0,73 (2H, m), 0,95 (3H, T, J=7,2 Iy), 1,00-1,05 (2H, m), 1,82-
1,90 (3H, m), 4,60-4,71 (2H, m), 4,89 (1H, k, J=6,8 T'u), 6,85 (1H, g, J=2,0 l'u), 7,16 (1H, A, J=7,6 'u),
7,34 (2H, g, J=8,4Ty), 7,81 (1H, o, J=2,0 l'y), 9,31 (1H, ¢), 10,30 (1H, g, J=7,2 'y).

Mpuknag 36

7-izonponin-2-okco-N-(1-(4-(TpudpTopMeTokcH)dbeHin)nponin)-2,3-aurigponipnao[2,3-blnipa3uH-
4(1H)-kapbokcamig

A) 2-okco-7-(npon-1-eH-2-in)-N-(1-[4-(TpndTopmeTokeu)dpeHin]nponin)-2,3-gurigponipuaol2,3-
b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3arofioBKy CrnosiyKy ogepxxyBasiv Takum e camum YMHOM sk B MNpuknagi 27.

'H AMP (400 Mru, CDCls) & 0,97 (3H, T, J=3,9 'u), 1,84-1,93 (2H, m), 2,17 (3H, c), 4,69 (1H, o,
J=3,9 I'y), 4,92 (1H, k, J=6,9 I'u), 5,19 (1H, c), 5,41(1H, c), 7,18 (2H, g, J=7,8 T'u), 7,24 (1H, g, J=2,1
Mu), 7,34-7,38 (2H, m), 8,11 (1H, g, J=2,1Tw), 8,82 (1H, c¢), 10,41 (1H, g, J=7,5Tw).

B) 7-isonponin-2-okco-N-(1-(4-(TpudpTopmeTtokeu)deHin)nponin)-2,3-gurigponipmuao[2,3-b]nipasuH-
4(1H)-kapbokcamig
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BkasaHy B 3aronoBKy CronyKy ogepXyBanu Takum xe cammm YvHoM sk B [Npuknagi 29.

MC (IAT+): [M+H]" 437,2.

Mpwuknag 37

6-xnop-2-okco-N-(1-(4-(TpudpTopmeTtokeu)derin)nponin)-2,3-gurigponipngo[2,3-b]nipasunH-4(1H)-
kapbokcamig,

A) meTtun N-(6-xnop-3-HiTponipuanH-2-in)rniunHaT

[o posuunHy rigpoxnopugy metunrniumHaty (15,0 1) i 2,6-guxnop-3-HiTponipuamHy (21,0 1) B
etaHoni (100 mn) popaBanu TpuetunamiH (30,9 mn). PeakuinHy cymiw HarpiBanu i3 3BOPOTHIM
XONOAUINMBHUKOM MNPOTArOM HOMi i PO3YMHHMK YynaptoBanuM MNpu MOHMXEHOMY TUCKY. 3anuuiok
po3BoaAMnM eTunaueTaToM, CyMill MOCMI4OBHO MpOMMBaNM BOAOK | HACMYEHUMM pPO3COMOM i
PO3YMHHUK yrapioBasui nNpu NOHWKEHOMY TUCKY. 3anuLLOK OYMLLAnNu KOSTOHKOBOK XpoMaTorpadieto Ha
cunikareni (netTponenHun edip/eTunaveraT), OAEPXKYOUM BKa3aHy B 3aronoBky cnonyky (16,3 r).

'H AMP (400 My, AMCO-dg) & 3,67 (3H, c), 4,26 (2H, A, J=5,6 I'u), 6,87 (1H, 4, J=8,8 I'L), 8,48
(1H, g, J=8,8 T'u), 8,98 (1H, 1, J=5,2 ).

B) 6-xnop-3,4-gurigponipnao[2,3-b]nipa3nH-2(1H)-oH

Ho po3unHy wmetun N-(6-xnop-3-HiTponipnanH-2-in)rniguHaty (13,3 r) B etaHoni (650 mn)
popjasanu gurigpat xnopugy onosa (Il) (98,0 r). PeakuiiHy cymiw HarpiBanu i3 3BOPOTHIM
XONOAWIMBbHMKOM MPOTSAroM HoMi, ocaf 30vpanu ginbTpyBaHHAM i CYLUMAN NPU MOHMXEHOMY TUCKY,
OlepXXytoumn BKaszaHy B 3arofioBky cnonyky (9,4 r).

'H AMP (400 My, AMCO-dg) d 3,95 (2H, c), 6,56 (1H, a, J=8,0 I'y), 6,91 (1H, A, J=7.6 ), 7,22
(1H, ¢), 10,49 (1H, c).

C) 6-xnop-1-((2-(TpumeTuncunin)etokcm)metun)-3,4-aurigponipnao[2,3-blnipasvH-2(1H)-oH

BkasaHy B 3aronoBKy Cnonyky ogepxyBanu Takmm e camuMm yYmHoM siK i Ha Cragii C lMpuknagy
26.

'H AMP (400 Mru, AMCO-ds) 5 0,01 (9H, c), 0,90 (2H, T, J=8,4 'u), 3,58 (2H, T, J=8,0 '), 4,09
(2H, ¢), 5,29 (2H, c), 6,74 (1H, g, J=7,6 T'y), 7,34 (1H, g, J=8,0 'y), 7,39 (1H, wc).

D) 6-xnop-2-okco-N-(1-(4-(TpudTopmeTokcm)eHin)nponin)-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnaol2,3-bJnipasvH-4(1H)-kapbokcamig

B armocdepi asoTry, [go posunHy  6-xnop-1-((2-(TpumeTtuncunin)etokcu)meTun)-3,4-
avrigponipnao[2,3-blnipasunH-2(1H)-oHy (7,9 1) i Tpuetnnaminy (7,63 r) B TeTparigpodypati (150 mn)
noBiNbHO Aodasanu TpudocreH (5,98 r) npu KiMHaTHIN TemnepaTypi. PeakuinHy cymill nepemiwysanu
npu 45°C 2 r, pogasanu 1-(4-(tTpudTopmeTokcu)deHin)nponan-1-amiH rigpoxnopua (7,72 r) i cymiw
nepemiwysanu npu 60°C npotdarom we 12 r. PeakuinHy CyMmill KOHLEHTPYBanu Mpu MOHMKEHOMY
TUCKY | oflepXXaHuUIi 3anuLLIOK oyuLlanu KOMOHKOBOK XpomaTtorpaduieto Ha cunikareni (neTponenHui
edip/eTunaueTar), O4EePXYUN BKa3aHy B 3aronoBky cnonyky (7,0 r).

'"H AMP (400 Mru, AMCO-dg) 5 0,02 (9H, c), 0,90-1,01 (5H, m), 1,86-1,92 (2H, m), 3,65 (2H, T,
J=11,2Tu), 4,68 (2H, T, J=6,4 T'y), 4,88-4,90 (1H, m), 5,30 (2H, A, J=4,0 l'y), 7,07 (1H, g, J=11,2 I'u),
7,19 (2H, g, J=10,8 'u), 7,35-7,39 (2H, m), 7,67 (1H, g, J=11,6 'u), 9,80 (1H, A, J=9,2 I'L).

E) 6-xnop-2-okco-N-(1-(4-(TpudbTopmeTokcm)deHin)nponin)-2,3-gurigponipngo[2,3-b]nipasvH-
4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CMOMyKy ofepXyBanu Takum e caMuMm YmMHOM sK | Ha Ctagii E MNpuknagy
26.

MC (IAT+): [M+H]" 429,1.

'H AMP (300 Mly, CDCls) & 0,97 (3H, T, J=7,2 I'y), 1,84-1,93 (2H, m), 4,64 (2H, o, J=2,0 Tu),
4,85-4,90 (1H, m), 6,98 (1H, g, J=7,6 I'w), 7,17-7,19 (3H, m), 7,36 (2H, g, J=8,4 '), 9,81 (1H, c), 9,96
(1H, g, J=7,2 T'w).

Mpuknag 38

N-(1-(4-(1-meTtunn-1H-nipason-4-in)deHin)nponin)-2-okco-2,3-gurigponipnao[2,3-blnipasunH-4(1H)-
kapbokcamifg,

BkasaHy B 3aronoBKy Cronyky ogepXyBanu Takum Xe camumm YuHoM sk i Ha Ctagii B MNpuknagy
28.

MC (IAT+): [M+H]" 391,2.

Mpuknag 39

2-okco-N-(1-(4-(npon-1-eH-2-in)deHin)nponin)-2,3-gurigponipmuao[2,3-b]nipasuH-4(1H)-
kapbokcamig

BkasaHy B 3aronoBKy CMOMyKy oAepXKyBarnu TakMm e caMum YMHOM sk | Ha Ctagii B MNpuknagy
28.

MC (IAT+): [M+H]" 351,2.

Mpuknag 40

N-(1-(4-i3onponindeHin)nponin)-2-okco-2,3-gurigponipmnaol2,3-b]nipasuH-4(1H)-kapbokcamig,
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o  posumHy  2-okco-N-(1-(4-(npon-1-eH-2-in)ceHin)nponin)-2,3-gurigponipnao[2,3-b]nipasux-
4(1H)-kapbokcamigy (46 mr) y metaHoni (3 Mn) gogaBany KOMMNEKC nanagivi-Byrinng-etunengiamid
(15 wmr). PeakuiiHy cymill nepemiwyBanu npu KiMHaTHIN TemnepaTypi 2 r B aTMocdepi BOAHHO i
HEpPO34MHHY pe4vyoBMHY BigdineTpoByBanu. ®inbTpaT KOHUEHTPYBanu MNpuU MOHMKEHOMY TUCKY,
3anuUWoK po3vmHAnu y metanoni (3 mn) i gogasanu 10 % nanagin-yrinnsa (mictute 50 % Bogn, 15
Mmr). PeakuinHy cymiw nepemiwyBanu nNpy KiMHaATHIM TemnepaTtypi 2 r B aTtMocdepi BOAHIO,
HEPO3YNHHY pedvyoBUMHY BiAdINbLTPOBYBaNU i iNbTpaT KOHUEHTPYBanM MpU MOHMXEHOMY TUCKY.
3anvwok ounwanu BEPX (C18, Pyxoma ca3sa: Boga/auetoHitpun (mictute 0,1 % TFA)), mo
ofepxaHoi dpakuii gogaBanyM HaCUYEHUn BOOHWA PO3YMH rigpokapboHaTy HaTpilo i cymiw
ekcTparyBanu eTtunaueTtatom. Ekctpakt cywwvnu Hap 6e3BogHuUM  cynbdaTtoM  HATpilo i
KOHLUEHTpYBanu npun NOHMXeHOMY TUCKY, OAEPXYI04M BKa3aHy B 3arofioBKy cnonyky (22,0 mr).

MC (IAT+): [M+H]" 353,2.

'H AMP (300 My, AMCO-dg) & 0,85 (3H, T, J=7,3 '), 1,18 (6H, A, J=6,8 I'u), 1,68-1,85 (2H, m),
2,75-2,94 (1H, m), 4,41 (2H, ¢), 4,73 (1H, k, J=7,0 T'u), 7,09 (1H, aAQ, J=7,9, 4,9 T'y), 7,15-7,25 (4H, m),
7,31 (1H, pg, J=7,9, 1,5Tw), 8,01 (1H, og, J=4,9, 1,5Tu), 10,29 (1H, g, J=7,5Tu), 10,81 (1H, wc).

Mpuknapg 41

N-(1-(4-(3,6-gurigpo-2H-nipan-4-in)deHin)nponin)-2-okco-2,3-gurigponipnao[2,3-b]nipasvH-4(1H)-
kapbokcamig

BkasaHy B 3aronoBKy CMOJyKy oAep)KyBarnu Takum ke camum YmHoM sk i Ha Ctagii B lMpuknagy
28.

MC (IAT+): [M+H]" 393,2.

Mpuknapg 42

N-(2-amiHO-2-0kco-1-(4-(TpudpTopmeTokeun)dbeHin)eTnn)-2-okco-2,3-gurigponipngo[2,3-b]nipasuH-
4(1H)-kapbokcamig

A) amiHo (4-(TpudTopMeTOoKCH)DEHIN)aLeToHITPUNY rigpoxnopua

4-(TpudpTopmeTokem)bensanegerig (10 r) posunHanu B 2 M posunHi amiak/metaHon (105 mn) i
pofasanu TeTpaizonponokcug TutaHy (IV) (15,4 Mn) nNpy oxonomKeHHi nbogom. PeakuinHy cymil
nepemiwyBanu npu npu Ui xe camin temnepatypi 10 xB, gogaBann TPUMETUIICUNAHKAPOOHITPUN
(7,83 r) i cymiw nepemiwyBanu MNPOTAroOM HOYi Mpu KiMHaTHIW TemnepaTypi. [oTim, gogasanu
Hacu4YeHWn BOAHMW PO34YMH TigpoKapboHaTy HaTpilo, HEPO3YMHHY PEYOoBMHY BigdINbLTPOBYBANU
BUKOpUcToBYtoUM LleniT i ginbTpaTt ekcTparyBanu etunauetraTtoM. EKCTpakT nocnigoBHO npomMuBanu
BOAOIO | HACUYEHVM PO3COMOM, CYLLUMIN Hag 6e3BOAHUM CynbdaToOM MarHilo i PO34YMHHMK ynapoBanm
npv NOHWXeHoMy TUCKyY. [lo 3anuuwky gogasanu 4 M po3umH xnopug BogHo/etunaueTat (20 mn) npu
OXONOMKEHHI NbOAOM i PO3YMHHMK ynaproBanu Mpu MOHWKEHOMY TUCKY, OAEPXYKuu BKasaHy B
3aronosky crnonyky (10,0 r).

MC (IAT+), s3nangeHo: 200,0.

'H AMP (300 Mru, AMCO-dg) 8 5,91-6,12 (1H, m), 7,47-7,62 (2H, m), 7,74-7,95 (2H, m), 9,61 (3H,
wc).

B) 2-amiHo-2-(4-(TpudTopMeTOoKCU )DeHin)aueTamia

o cymiwi amiHo (4-(TpucpTopmeToKkcu)deHin)aueToHiTpuny rigpoxnopuay (3 r), kapboHaty kanito
(4,92 1) i aumeTtuncynbdokengy (30 mn) gopasanu 35 % BOAHUIW nepokcup BoAHwo (3,12 mn) npu
OXONOoMKeHHI NboaoM. PeakuiiHy cymill nepemillysanu nNpoTAroM Houi Npu KiMHATHIN Temnepatypi,
AofaBsany HacuYeHUW BOOHWUW PO3YMH TiocynbdaTty HaTpilo i Cymill nepemiwysanu nNpu KiMHaTHIA
TemnepaTypi npotarom we 5 xB. PeakuinHy cymiw gogasanv 0O HacUYEHOro pos3cony i cymill
eKkcTparyBanu etunaueratoMm. EKCTpakT npommuBanu HacnM4eHMM pPo3COMoM, Cylunu Hag 6e3BoaHUM
cynbhaTtoM MarHito i PO3YMHHMK YynaploBanu MNpy MOHMWKEHOMY TUCKY, OAEPXYyluM BKasaHy B
3arosloBKy crnonyky (2,15 ).

MC (IAT+): [M+H]" 235,1.

C) N-(2-amiHo-2-0kco-1-(4-(TpudTopMeETOKCH )eHin)eTnn)-2-okco-2,3-aurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CronyKy oAepXyBanu TakuMm xe camum YnHoM sk i Ha Ctagii G MNpuknaay 7.

MC (IAT+): [M+H]" 410,1.

'H AMP (300 My, AMCO-dg) 5 4,28-4,50 (2H, m), 5,45 (1H, o, J=6,8 '), 7,12 (1H, aa, J=7.,9, 4,9
Mu), 7,24-7,41 (4H, m), 7,51-7,60 (2H, m), 7,87 (1H, c), 8,01 (1H, ga, J=4,9, 1,5 'y), 10,66 (1H, g,
J=6,8 I'u), 10,81 (1H, c).

Mpuknag 43

N-(uiaHo(4-(TpudTopmeTokeu)peHin)meTnn)-2-okco-2,3-gurigponipnao[2,3-bnipasnH-4(1H)-
kapbokcamif,

BkasaHy B 3arofioBKy Crosnyky ogepXyBasnu Takum xe cammm YvHoM sk | Ha Ctagii G MNMpuknagy 7.

MC (IAT+): [M+H]" 392,1.
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'H AMP (300 Mru, IMCO-ds) 5 4,46 (2H, c), 6,30 (1H, 4, J=7,5Tu), 7,13 (1H, aa, J=7,9, 4,9 I'u),
7,33 (1H, pg, J=7,9, 1,5 T'uw), 7,47 (2H, g, J=8,3 T'u), 7,64-7,74 (2H, m), 7,93-8,00 (1H, m), 10,67 (1H,
4, J=7,5Tu), 10,86 (1H, c).

Mpuknapg 44

7-uiaHo-2-okco-N-(1-(4-(TpndTopmeTokcn)deHin)nponin)-2,3-aurigponipnao[2,3-bJnipasunH-4(1H)-
kapbokcamig,

A) 2-okco-1-((2-(TpumeTuncunin)etoken)metnn)-1,2,3,4-tetparigponipnao[2,3-b]nipasuH-7-
KapOoHiTpun

[o po3uuHy 7-noa-1-((2-(tpumeTtuncunin)etokcu)metunn)-3,4-gurigponipnao[2,3-bJnipasun-2(1H)-
oHy (1,00 r), uiaHigy umHky (579 wr) i umHky (81 mr) B N, N-anmetunauetamigi (10 mn) gogasanu am-
TpeT-6yTundocdinnanagin (0) (126 mr). PeakuiiHy cymill nepemiwyBanu npotsiroMm Houi npu 110°C B
aTtMocdepi asoTy i PO3YMHHMK yrnapioBanu nNpyv NOHWXEHOMY TUCKY. 3anuLLIOK o4MLan KONOHKOBO
xpomaTtorpadieto Ha cunikareni (neTponenHun edip/eTunaveTar), O4epPXyoUuM BKazaHy B 3arofioBKy
cnonyky (598 wr).

'H AMP (400 Mru, CDCI3) & 0,01 (9H, c), 0,97 (2H, T, J=10,8 'u), 3,65 (2H, 7, J=11,0 Ty), 4,31
(2H, g, J=1,6 T'u), 5,34 (2H, c), 7,57 (1H, g, J=2,0 T'u), 8,14 (1H, c).

B) 7-uiaHo-2-okco-N-(1-(4-(TpucpTopmeTokeu)deHin)nponin)-1-((2-
(TpumeTnncunin)eTokcm)meTnn)-2,3-aurigponipnaol2,3-bJnipasvH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CMOJlyKy ogepKyBanu Takmm ke caMym YMHoM sik | Ha Ctagii D lMpuknagy
26.

'H AMP (300 My, CDCl3) 8 0,01 (9H, c), 0,91-1,00 (5H, m), 1,84-1,94 (2H, m), 3,66 (2H, T, J=8,1
Mu), 4,66-4,79 (2H, m), 4,88 (1H, k, J=6,9 I'u), 5,29-5,37 (2H, m), 7,19 (2H, g, J=8,1 T'u), 7,34 (2H, A,
J=8,7 l'u), 7,89 (1H, g, J=2,1 I'y), 8,34 (1H, g, J=1,8 'y), 10,01 (1H, g, J=7,2 I'y).

C) 7-uiaHo-2-okco-N-(1-(4-(TpudpTopmeTokcmn)deHin)nponin)-2,3-gurigponipngo[2,3-b]nipasvH-
4(1H)-kapbokcamig

BkasaHy B 3aronoBKy Cronyky odepXyBanu Takum xe camum YuHoM sk i Ha Ctagii E MNpuknagy
26.

MC (IAT-): [M-H] 418,0.

'H AMP (400 My, CDCly) 8 0,96 (3H, T, J=7,2 T'u), 1,85-1,92 (2H, m), 4,65-4,75 (2H, m), 4,87
(1H, k, J=7,6 T'w), 7,17 (2H, @, J=8,0 l'y), 7,31-7,34 (2H, m), 7,36 (1H, g, J=2,0 'y), 8,29 (1H, g, J=2,0
Mu), 9,79 (1H, c¢), 10,18 (1H, @, J=7,6 I'u).

Mpuknag 45

2-okco-N-(1-(4-(TpudTopmeToKcH)dpeHin)nponin)-6-(Tpudtopmetun)-2,3-gurigponipnaof2, 3-
b]nipasuH-4(1H)-kapbokcamig

A) 2-HiTpoaueTamig

BogHun posuunH HiTpoeTunaueTtaty (45,0 r) B 28 % amiaky (300 mn) nepemiwysanu npy KiMHaTHIN
TemnepaTypi NpoTArom 24 r i poO34MHHKK ynapioBanu npy noHWKeHoMy Tucky. [lo 3anuwky gogasanu
Boay, pH cymiwi gosognnu go 3 BukopuctoBytoum 1 M XnopBOAHEBY KUCMOTY i CyMmill ekcTparysanu
eTunaueTtatoM. EkcTpakT npomuBanu HacuM4YeHMM pPO3COJSIOM, CyWWnM Hag 6e3BogHMM cynbdaTtoM
HaTPil0 | PO3YMHHUK yrnaploBanu Npu NMOHWKEHOMY TUCKY, OAEPXKYHUYM BKa3aHy B 3arofioBKy Crofyky
(357T).

'H AMP (400 My, AMCO-ds) 8 5,28 (2H, c), 7,64 (1H, c), 7,86 (1H, c).

B) 3-HiTpo-6-(TpUdTOpMETUN)NIPUANH-2-0N

[o po3uuHy 2-HiTpoauetamigy (16,9 r) i (3E)-4-etokcu-1,1,1-TpudptopbyT-3-€H-2-0Hy (30,0 ) B
etaHoni (700 M) NOBINLHO gogaBanu eTokeug HaTpito (22,1 r) npu KiMHaTHIN TemnepaTypi. PeakuinHy
cymiw nepemiwysanu npu 90°C 2 r, pH cymiwi gosoamnu go 2 sukopuctoByoum 1 M xnopesogHeBy
KMCMOTY i CymiWl nepemilyBanu npu KiMHaTHIA Temnepatypi npoTtarom we 30 xB. [Jo peakuinHol
CyMilWi gopasanu Body i CyMill ekcTparyBanu etunauetatom. EKCTpakT npomuBanu HacuyYeHUm
pO3COMOM, CylnnM Hag 6e3BoAHUM CynbdaTtoM HaTpilo i PO3YMHHUK ynaproBanu Npu MOHMKEHOMY
TUCKY, OOEPXKYIOUM BKa3aHy B 3arosfioBKy crnonyky (5,5 r).

'H AMP (400 Mru, CDCl3) 5 7,46 (1H, g, J=8,0 I'u), 8,69 (1H, g, J=8,0 '), 11,02 (1H, wc).

C) 2-xnop-3-HiTpo-6-(TpudTopMETUN)NIPUANH

[o 3-HiTpo-6-(TpudbTopmeTuUn)nipuanH-2-ony (5,5 r) gopgaesanu neHtaxnopug cgocdopy (25,0 r)
npu KiMHaTHIW TemnepaTypi. PeakuiiHy cymiw nepewmiwysanu npu 170°C npotarom 2,5 ,
oxonoakysanu A0 KiMHaTHOI TemnepaTtypu i NoBinbHO Bunueanu B nig-soga. Cymiwl ekctparysanu
eTunaueTaToM, eKCTpakT MoCniJOBHO MNPOMMBANU HacMYEHUM pPO3COSIOM | HacMYeHUM BOOHUM
poO34MHOM rigpokapboHaTy HaTpilo, cywmnu Hag 6e3BogHUM CynbaTtoM HaTpito i PO3UMHHUK
ynaptoBanu npu NOHMXEHOMY TUCKY, OAEPXKYHOYM BKa3aHy B 3arofioBky crnonyky (5,0 r).

'H AMP (300 Mru, CDCl3) 5 7,84 (1H, g, J=8,1 I'u), 8,38 (1H, o, J=8,1 I'w).

D) meTtun N-(6-TpudptopmeTnn-3-HiTponipuanH-2-in)rniunHaT
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BkasaHy B 3aronoBKy CronyKy ogepXXyBanu Takum xxe cammm YvHoM sk i Ha Ctagaii A lMpuknagy 1.

'H AMP (300 My, CDCl3) & 3,81 (3H, c¢), 4,41 (2H, A, J=5,4 T'u), 7,07 (1H, A, J=8,4 ['u), 8,53 (1H,
wc), 8,62 (1H, g, J=8,4 'w).

E) 6-(TpudTopmeTnn)-3,4-aurigponipnao[2,3-blnipasunnH-2(1H)-oH

[o po3unHy metnn N-(6-TpudTopmeTnn-3-HiTponipuaunH-2-in)rniumHaty (3,37 r) B eTanoni (75 mn)
popjasanv aguvrigpaT xnopuay onosa (ll) (14,2 r). PeakuiiHy cymiw nepemiwysanu npu 80°C 2 r i
PO3YMHHUK yMaploBanu npy MOHWKEHOMY TUCKY. 3anuLIoK po3vMHanM B eTunaueTati, pH po3unHy
AoBOauNM 0o 9 HaCMYEeHUM BOOHUM PO3YMHOM aMmiaky i HEPO3YMHHY PeqOoBUHY BiAdiNbTpOBYBanu
BUKopucToBytoum Llenit. ®dinbTpaT KOHUEHTPYBanNu npu NOHWXKEHOMY TUCKY i OO4epXaHWA 3anuLLOK
ouunLLanM KOJIOHKOBOK XpoMaTorpacpieto Ha cunikareni (netponenHui ecpip/etnnauerar), ogepXyoun
BKa3aHy B 3aronosky cnonyky (1,04 r).

'H AMP (400 MI'u, CDCl;+CD30D) & 4,19 (2H, ¢), 6,97 (1H, a, J=7,6 '), 7,02 (1H, A, J=7,6 T'w).

F) 2-okco-N-(1-(4-(TpudTopmeTokcun)dpeHrin)nponin)-6-(tpudptopmeTtn)-2,3-gurigponipmao[2,3-
b]nipasnH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy Cnonyky ogepxyBanu Takvm e camuMm YmHoM siK i Ha Cragii D lMpuknagy
26.

MC (IAT+): [M+H]" 463,1.

'H AMP (400 My, CDCly) 8 0,95 (3H, T, J=7,2 'u), 1,79-1,93 (2H, m), 4,66-4,75 (2H, m), 4,85
(1H, k, J=7,2 Tu), 7,17 (2H, g, J=8,0 T'u), 7,28 (1H, A, J=8,0 I'y), 7,32-7,36 (3H, m), 7,63 (1H, wc),
10,12 (1H, g, J=7,6 T'w).

Mpuknag 46

2-0kco-N-(1-(4-(TpudTopmeTokeu)derin)nponin)-6-siHin-2,3-gurigponipnao[2,3-blnipasuH-4(1H)-
kapbokcamig,

o  posumHy  6-xnop-2-okco-N-(1-(4-(TpudbTopmeTokem)deHin)nponin)-2,3-gurigponipngo|[2,3-
b]nipasuH-4(1H)-kapbokcamigy (1,10 r), 2-enotumin-4,4,5,5-tetpameTtun-1,3,2-giokcaboponany (539
mr) i (1,1-6ic(andpenindocdiHo)depouen)anxnopnanagito (1) (100 mr) B 3miluaHOMy pO34YMHHUKY 1,2-
avmveTokemeTaH (15 mn) i Boga (5 mn) gogasanu kapboHat uesito (1,67 r) npu KiMHaTHIA TemnepaTypi.
PeakuinHy cymiw nepemiwysanu npu 120°C npotarom 4 r B atMocdepi asoTy BUMKOPUCTOBYHOYUU
MIKpOXBUITbOBKY, 4O HEl JofaBanu BoAy i CyMill ekcTparyBanu etunauetaTtoM. EKCTpakT nocnigoBHO
NpoMMBany BoAo i HACUYEHMM PO3CONIOM, CyLLIMNKN Hag 6e3BOAHUM CcynbdaToM HaTPil i PO3YNHHUK
ynaptoBanu npv NOHWXeHOMY TUCKY. 3anu1LLIOK o4YumLLany KONTOHKOBOK XxpoMaTorpadieto Ha curnikareni
(neTponenHuin ecbip/eTunaueTar), 0AepXyrodn BKazaHy B 3aronosky cnonyky (500 mr).

MC (IAT+): [M+H]" 421,2.

'H AMP (300 Mru, CDCls) & 0,98 (3H, T, J=7,2 'u), 1,84-1,94 (2H, m), 4,70 (2H, c), 4,90 (1H, o,
J=7,2Tu), 5,41 (1H, g, J=10,8 T'u), 5,91 (1H, g, J=17,1Tu), 6,68 (1H, oa, J=17,4, 7,8 'u), 6,98 (1H, 4,
J=8,1Tu), 7,16-7,22 (3H, m), 7,37 (2H, g, J=8,4 '), 10,14 (1H, c), 10,54 (1H, g, J=7,2 Tw).

Mpuknag 47

6-6eH3un-2-okco-N-(1-(4-(TpudTopmeTokeu)deHin)nponin)-2,3-gurigponipmao[2,3-blnipa3uH-
4(1H)-kapbokcamig

[o posumHy  6-xnop-2-okco-N-(1-(4-(TpudbTopmeTokem)deHin)nponin)-2,3-gurigponipngo[2,3-
blnipasun-4(1H)-kapbokcamigy (420 wmr), 2-6eH3nn-4,4,5,5-teTpameTun-1,3,2-giokcaboponany (181
mr) i (1,1-6ic(andpenindocdiHo)depoueH)auxnopnanagito (1) (50 mr) B 3miluaHOMy pPO34YMHHUKY 1,2-
anmvetokcneTtan (15 mn) i Boga (5 Mn) pogaBanu kapboHaTt uesito (645 Mr) npu KiMHaTHIN
TemnepaTtypi. PeakuiviHy cymiw nepemiwysanu npu 100°C npotsarom 40 xB B atmocdepi asoTy
BMKOPMCTOBYIOYM MIKPOXBUIIBOBKY, 0O HEI JodaBanu BOAY i Cymill ekcTparyBanu eTunauetaToM.
EkcTpakt nocnigoBHO npomMuBanyM BOAOK i HAacMYeHMM pPO3COofoM, cywunu Hag 6e3BogHuM
cynbaToM HaTpilo i PO34YMHHUK ynaptoBanu Npu NOHWXEHOMY TUCKY. 3anuwok oumianu BEPX (C18,
Pyxoma dpasa: Boga/auetoHitpun (mictutb 0,1 % TFA)), 0o ogepxaHoi dpakuii JogaBany Hacu4eHun
BOAHWI PO3YUH rigpokapboHaTy HaTpIlo i CyMmill ekcTparyBanu etunaudetaTom. EkcTpakT cywmnnn Hag
6e3BogHUM CynbaToM HaTpil0 i KOHUEHTPYBanuM Mnpu MOHWKEHOMY TUCKY, OAEPXYHUYM BKa3aHy B
3aronosky crnonyky (100 wmr).

MC (IAT+): [M+H]" 485,2.

'H AMP (300 MIy, CDCI3) 8 0,88 (3H, T, J=7,2 'u), 1,60-1,68 (2H, m), 4,07 (2H, c), 4,65 (2H, c),
4,80 (1H, g, J=7,2 T'y), 6,89 (1H, g, J=8,1 T'y), 7,08-7,19 (8H, m), 7,25-7,34 (2H, m), 9,69 (1H, c),
10,34 (1H, g, J=7,5Tw).

Mpuknag 48

2-okco-N-(1-(4-(teTpariapo-2H-nipaH-4-in)deHin)nponin)-2,3-gurigponipuao[2,3-blnipasuH-4(1H)-
kapbokcamig

o posumHy  N-(1-(4-(3,6-gurigpo-2H-nipaH-4-in)deHin)nponin)-2-okco-2,3-gurigponipngo[2,3-
blnipasuH-4(1H)-kapbokcamigy (42,5 mr) y metaHoni (3 mn) gogasanu 10 % nanagin-syrinns (MicTutb
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50 % Boawn, 15 wr). PeakuiiHy cymiwl nepemiwysanu npu KiMHaTHIN TemnepaTypi npoTarom 4 r B
aTtMocdepi BOOHIO, HEPO3UYMHHY PeyvYOoBUHY BiAdINbTpPOBYBanM i (pinbTpaT KOHLUEHTpyBanu npwu
NOHMXeHoMy Tucky. 3anmwok ounwanu BEPX (C18, Pyxoma dasa: Boga/auetoHiTpun (Mictutb 0,1 %
TFA)), oo ogepxaHoi cdpakuii fogaBanu HacUYeHUIn BOAHWUIA PO3YMH rigpokapboHaTy HaTpilo i cymil
eKkcTparyBanu etunaudetatom. Ekctpakt cywwunm Hag 6e3BogHuM  cynbdartom  HaTpito i
KOHLUEHTpYBanu npu NOHMXeHOMY TUCKY, OAEPXKYHO4YM BKa3aHy B 3arofloBKy cnonyky (27,9 mr).

MC (IAT+): [M+H]" 395,2.

'H AMP (300 MIy, AMCO-dg) 5 0,85 (3H, T, J=7,3 ['u), 1,52-1,86 (6H, m), 2,62-2,82 (1H, m), 3,34-
3,50 (2H, wm), 3,86-4,00 (2H, m), 4,41 (2H, c), 4,74 (1H, k, J=6,9 T'u), 7,09 (1H, oa, J=7,9, 4,9 L),
7,15-7,28 (4H, m), 7,31 (1H, pg, J=7,7, 1,7 T'u), 8,01 (1H, ag, J=4,9, 1,5 'u), 10,29 (1H, g, J=7,5 'u),
10,80 (1H, wc).

Mpuknapg 49

N-(1-(6-meTokcunipuguH-3-in)nponin)-2-okco-2,3-aurigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamia

A) 6-METOKCUHIKOTUHOHITPUI

[o po3unHy 6-xnopHikoTuHoHiTpuny (10,0 1) y meTtaHoni (100 mn) gogaBanu MeToKcug HaTpiko
(7,80 r). PeakuiviHy cymiw HarpiBanu i3 3BOPOTHIM XONOOUIBHUKOM MPOTArOM HOMi i PO3YMHHUK
ynaptoBanu npu MOHWKeHOMY TucKy. [o 3anuwiky pJogasanuv BoAy | CyMmiwl ekcTparyBanu
eTunaueTtatoMm. EKCTpakT npommBanuM HacuU4eHMM pPO3COMOM, CYWWNW Hah cynbdaTtoM HaTpilo i
PO34YMHHUK yraptoBanu Npu NOHWKEHOMY TUCKY, OAEPXKYHOYM BKa3aHy B 3arofioBky cnonyky (8,8 r).

'H AMP (400 My, AMCO-ds) d 4,00 (3H, c), 6,83 (1H, aa, J=8,8, 0,8 T'w), 7,78 (1H, an, J=8,6, 2,4
Mu), 8,50 (1H, A, J=1,4 T'u).

B) 6-MeTOKCMHIKOTMHOBA KM1cnoTa

[o po3unHy 6-meToKCMHIKOTUHOHITPUNY (5,00 r) B etaHoni (100 mn) gopasanu 2 M BogHuMK
po3uuH rigpokcmay Kanito (20 mn). PeakuinHy cymiw Harpisanu i3 3BOPOTHIM XOMNMOAWUMbHUKOM 2 T i
PO3YMHHUK ynaploBanu npu NOoHWXeHomy Tucky. [o 3anuwky gogasanu Bogy, pH cymiwi gosoamnm
0o 4-5 2 M xnopBoOHEBOK KUCAOTOM i CyMill ekcTparyBanu eTtunauetatom. EkcTpakT npomusanu
HacM4YeHVM pO3CONIOM, CyLWMnM Hag 6e3BogHUM cynbdaToM HaTpilo i PO3YMHHUK ynaproBanu npu
MOHWKEHOMY TUCKY, OOEPXKYHUN BKa3aHy B 3arofioBKy Crnonyky (4,2 r).

'H AMP (400 Mru, OMCO-dg) & 3,92 (3H, c), 6,86-6,92 (1H, m), 8,11-8,15 (1H, m), 8,73 (1H, o,
J=2,0Tu), 13,0 (1H, c).

C) N, 6-gumeToKCcU-N-MeTUNHIKOTUHaMIg,

o po3unHy 6-MEeTOKCMHIKOTMHOBOI Kncnotu (4,2 r) i N-metokcumeTunamiHy rigpoxnopugy (3,8 r) B
anxnopmeTtadi (100 mn) gogasanu rigpoxnopug 1-(3-gumetnnamiHonponin)-3-etunkapbogiimigy (7,6
r) i 4-gumeTrnamidonipuguny (0,32 r). PeakuiiHy cymiw nepemiwyBanu nNpu KiMHaTHIN TemnepaTtypi
npotarom 10 xB, gogasanu N, N-giisonponinetnnamid (10,0 r) i cymiw nepemilyBanm NpoTaroM Houi
npu KiMHaTHIN Temnepatypi. PeakuinHy cymiw npoMmBanu HacU4YeHWM pO3COSIOM, CYLIUNWU Haf
6e3BoAHUM CynbdaToM HaTPI0 i PO3YMHHMK ynapioBanu npyu NOHWKEHOMY TUCKY. 3anuLwoK o4yuanm
KOMNOHKOBO XpomaTorpadieto Ha curnikareni (eTunaueTat/neTponenHnin edip), ogep>Kytoum BkasaHy B
3arofnoBKy crnonyky (3,6 r).

'H AMP (400 My, CDCI3) & 3,58 (3H, c), 3,77 (3H, c), 3,98 (3H, c), 6,72-6,77 (1H, m), 7,97-8,00
(1H, m), 8,62-8,65 (1H, m).

D) 1-(6-meTokcunipuanH-3-in)nponax-1-oH

o po3umHy N, 6-aumeTokcn-N-meTunHikoTuHamigy (3,6 r) B TeTparigpodypani (50 mn) gogasanu
3 M posuuH eTunmarHinbpomig/TeTparigpodypaH (18 wmn) npm  -40°C. PeakuiiHy cymiw
nepemilysanu npu Tin Xe camin TemnepaTypi 2 r, gogaBany HacU4YeHU BOAHWUMA PO3YMH Xropuay
aMOHilo i cymilw ekcTparyBanu etunauetaTtoM. EKCTpakT npoMuBann HacM4eHUM PO3COSIOM, CYLUUIU
Hag 6e3BOAHUM Cynb@aToM HATPIl0 i PO3YMHHMK yrmaproBanu Mnpu MOHMKEHOMY TUCKY, OOEPXYun
BKa3aHy B 3arofioBky cnonyky (2,9 r).

'H AMP (400 Mru, CDCl3) & 1,23 (3H, T, J=7,2 Ty), 2,95 (2H, k, J=7,2 I'y), 4,00 (3H, c), 6,78 (1H,
aa, J=8,4,0,4 I'u), 8,15 (1H, oa, J=8,8, 2,4 I'u), 8,80 (1H, A, J=2,4 I"u).

E) 1-(6-meTokcunipnanH-3-in)nponaH-1-amiH

[o posunHy 1-(6-meTokcunipuaumH-3-in)nponaH-1-oHy (2,9 r) B etaHoni (50 mn) goaasanu
rigpokcunaminy rigpoxnopug (1,5 r) i Tpuetnnamid (2,1 r). PeakuiiHy cymill HarpiBanu i3 3BOPOTHIM
XONOAUINBHUKOM MPOTArOM HOYi, | PO3YMHHUK yhnaproBanu Mpu MOHWKEHOMY TUCKY. [O 3anuiuky
Jofasanu BOAY i CyMill ekcTparyBanu etunauetatoM. EKCTpakT npoMuBanu HacMYeHUM PO3COJSIOM,
cywmnun Hag 6e3BogHUM CynbcaToM HaTpilo | PO3YMHHUMK ynaptoBanv npu noHWXeHoMy Tucky. [o
pPO34MHy ogepxaHoi TBepaoi peyvoBuHu (800 mr) y meTtaHoni (10 mn) gogasanu Hikenb PeHes (160
Mmr). PeakuinHy cymiw nepemiwysanu npu 50°C npotarom 3 r B atMocdepi BogHto (50 cyHTiB/atonm),
HEePO3YNHHY pevoBMHY BiAdINBTPOBYBaANM BUKOPUCTOBYOYM LleniT i dinbTpaT KOHUeHTpyBanu npu
MOHWMXEHOMY TUCKY, OOEPXKYHUMN BKa3aHy B 3arofioBky cnonyky (600 mr).
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'H AMP (400 Mru, OMCO-dg) 5 0,76 (3H, T, J=7,6 Tu), 1,45-1,61 (2H, m), 3,35 (2H, wc), 3,64-
3,67 (1H, m), 3,81 (3H, c), 6,74 (1H, an, J=13,6, 8,4 T'w), 7,67 (1H, AQ, J=8,4, 2,4 T'u), 8,03 (1H, o4,
J=8,4, 2,0 lu).

F) N-(1-(6-meTokcunipuguH-3-in)nponin)-2-okco-2,3-gurigponipnao[2,3-b]nipasnH-4(1H)-
kapbokcamig,

[o posunHy 1-(6-meTokcunipnanH-3-in)nponan-1-amiHy (100 mr) B N, N-gumeTtundopmamiai (10
M) gopaBanu 4-HiTpodeHin 2-okco-2,3-gurigponipuaol2,3-blnipasnH-4(1H)-kapbokeunat (223 mr) i
TpueTtunamid (181 mr). PeakuiinHy cymiw nepemillyBanu NpoTAroM HOYi Mpu KiMHATHIN Temnepartypi i
PO3YMHHUK YynaptoBanu npu MOHWXEHOMY Tucky. 3anuwok ouunwanu BEPX (C18, Pyxoma dasa:
Boaa/aueTtoHiTpun (mictnte 0,1 % TFA)), oo oaepxaHoi dpakuii gogaBanyn HacUYEeHUA BOOHWUN
po3uMH rigpokapboHaTy HaTpilo i Cymill ekcTparyBanu eTtunaudetratoMm. EkcTpakt cywwumnu Hag
6e3BogHNM CynbdaTtoM HaTpilo i KOHUEHTPYBanu npu MOHWXEHOMY TUCKY, OOEPXYHUM BKasaHy B
3aronosky crnonyky (80 wmr).

MC (IAT+): [M+H]" 342,1.

'H AMP (300 Mru, CDCl,) 5 0,97 (3H, T, J=7,5 'u), 1,83-1,95 (2H, m), 3,92 (3H, c), 4,62-4,75 (2H,
m), 4,87 (1H, k, A, J=7,2 'y), 6,72 (1H, g, J=8,4 I'y), 6,99 (1H, ag, J=7,8, 5,1 I'u), 7,20 (1H, ag, J=7,8,
1,5Tu), 7,55 (1H, pog, J=8,7, 2,4 T'y), 8,00 (1H, og, J=4,8, 1,5Tu), 8,14 (1H, g, J=2,7 I'u), 9,16 (1H, c),
10,40 (1H, g, J=7,2 T'w).

Mpuknag 50

N-(1-(5-meTokcunipumignH-2-in)nponin)-2-okco-2,3-gurigponipmnao[2,3-blnipasux-4(1H)-
kapbokcamig,

A) 5-MeTOoKCMNIPUMIANH-2-KapboHITpuI

[o posunHy 2-xnop-5-metokcunipumiguHy (4,4 1) i 1,4-piazabiumkno[2.2.2]oktaHy (6,7 r) B
3MillaHOMy PO34YMHHUKY aumeTtuncynbdokeng (114 mn) i Boga (18 mn) gogasanu uiaxig kanito (4,00
r). PeakuinHy cymiw nepemiwysanu npu 70°C npotsrom 5 r, O Hei godaBanu BoAy i Cymiw
eKkcTparyBanu etunaueTatoM. EkCTpakT npommMBanu HacU4eHWM PO3CONOM, CYLUMIN Haj cynbdaTom
HaTPIilo | PO3YMHHUK ynapioBanu npu NMOHWKEHOMY TUCKY, OAEPXKYHOYM BKa3aHy B 3arofioBKy Cronyky
(3,57r).

'H AMP (400 Mru, CDCls) & 4,02 (3H, c), 8,47 (2H, c).

B) 1-(5-meTokcunipnmignH-2-in)nponaH-1-oH

BkasaHy B 3aronoBKy CMOMyKy ofepXXyBanu Takum e caMuMm YuMHoM K | Ha Ctagii B MNpuknagy
30.

'H AMP (300 Mry, CDCls) 8 1,25 (3H, T, J=7,2 T'u), 3,23 (2H, k, J=7,2 '), 4,02 (3H, c), 8,53 (2H,
C).

C) N-6eH3un-1-(5-meTokennipumMignH-2-in)nponaH-1-amiu

Jo posuuHy 1-(5-meTokcunipumignH-2-in)nponax-1-ony (500 mr) i 6eHsmnaminy (308 wmr) B 1,2-
anxnopetadi (10 mn) gogasanu TpuaueTtokcuboprigpug Hatpito (953,5 wmr). PeakuiiHy cymil
nepemilysanu npoTtaromMm Houi npu 25°C, pgopaBanu AuMXNopMeTaH i NpoMuBany HacUYeHUM
posconoM. OpraHiyHui wap cywmnnu Hag 6e3BogHnM cynbdaTtoM HaTpilo i PO3UYMHHUK ynaproBanm
NpW NOHMKEHOMY TUCKY, OOEPXKYI0UM BKa3aHy B 3aronoBky crnonyky (700 mr).

'H AMP (300 Mru, CDCl;) 5 0,85 (3H, T, J=7,5 I'u), 1,77-1,83 (2H, m), 3,61 (2H, aa, J=15,3, 12,9
Mu), 3,82 (1H, 1, J=6,6 'u), 3,94 (3H, c), 7,20-7,36 (5H, m), 8,40 (2H, c).

D) 1-(5-meTokcunipumiguH-2-in)nponaH-1-amiH

Ho po3uuHy N-6eH3un-1-(5-meTokcunipumignH-2-in)nponaH-1-aminy (700 mr) y metaHoni (10 mn)
ponasanu 10 % nanagin-syrinnsa (Mictute 50 % Boau, 100 mr). PeakuiiHy cymilw nepemiwlysanu npu
KiMHaTHI TemnepaTtypi npotsrom 5 r B atmocdepi BogHo (20 cdyHTIB/AorM), HEPO3YUHHY PEYOBUHY
BiAdiNbTpPOBYBaNU i inNbTpaT KOHUEHTpYyBanu npu MOHWXEHOMY TUCKY, OAEPXYYW BKasaHy B
3aronosky crnonyky (500 wmr).

'H AMP (300 My, CDCl3) 8 0,92 (3H, T, J=7,5 '), 1,69-1,79 (2H, m), 3,94 (3H, c), 3,92-4,02 (1H,
M), 8,38 (2H, c).

E) N-(1-(5-meTokecunipMMignH-2-in)nponin)-2-okco-2,3-gurigponipmnao[2,3-b]nipasnnH-4(1H)-
kapbokcamig

BkasaHy B 3aronoBKy CronyKy oAepXyBanu Takum xxe camnm YmHoM sk i Ha Ctaaii G Mpuknagy 7.

MC (IAT+): [M+H]" 343,2.

'H AMP (400 Mru, CDCl3) 8 0,95 (3H, T, J=7,2 I'u), 1,96-2,09 (2H, m), 3,91 (3H, c), 4,60 (2H, k,
J=18,0 l"'u), 5,17 (1H, «, J=6,8 I'y), 6,95-6,98 (1H, noa, J=8,0, 4,8 'y), 7,14 (1H, pg, J=7,6, 1,6 Iu),
8,03 (1H, aa, J=4,8, 1,6 I'u), 8,40 (2H, c), 9,46 (1H, ¢), 10,63 (1H, g, J=7,2 T'u).

Mpuknapg 51

6-eTnn-2-okco-N-(1-(4-(TpudTopmeToken)deHin)nponin)-2,3-aurigponipnao[2,3-b]nipasunH-4(1H)-
kapbokcamig,
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BkasaHy B 3aronoBKy CronyKy ogepXyBanu Takum xe camnm YMHoM sk B [Npuknagi 29.

MC (IAT+): [M+H]" 423,1.

'H AMP (400 Mry, CDCl3) & 0,97 (3H, T, J=7,2 Tu), 1,27 (3H, T, J=7,6 L), 1,83-1,93 (2H, m),
2,71-2,77 (2H, m), 4,66 (2H, c), 4,87-4,92 (1H, m), 6,82 (1H, g, J=7,6 'u), 7,13-7,18 (3H, m), 7,33-7,37
(2H, m), 9,91 (1H, c¢), 10,65 (1H, g, J=7,6 T'u).

Mpuknapg 52

6-meTokcu-2-okco-N-(1-(4-(TpudTopMmeTOoKeH )doeHin)nponin)-2,3-aurigponipnao[2,3-b]nipasunH-
4(1H)-kapbokcamia

A) metun N-(6-meTokcu-3-HiTponipuanH-2-in)rniguHat

o po3uunHy etun N-(6-xnop-3-HiTponipnanH-2-in)rniuuHaty (1,50 r) y metaHoni (40 mn) gogasanu
MeToKcug, HaTpito (469 mr). PeakuinHy cymiw nepemiwysanu npu 70°C 2 r, 0o Hei gogaBanu BoAy i
CyMill ekcTparyBanu etunauetaToMm. EkcTpakTt npomuBany HacU4eHUM PO3COMOM, CyLWUNW Hag
6e3B0oAHNM CcyrnbaToM HaTPIlO | PO3YMHHUK ynapioBanu nNpu NOHWKEHOMY TUCKY, OOEPXYIUN BKasaHy
B 3aronosky crnonyky (1,4 r).

'H AMP (400 Mru, AMCO-ds) & 3,67 (3H, c), 3,84 (3H, c), 4,29 (2H, g, J=6,0 I'u), 6,22 (1H, T,
J=4,4Tu), 8,34 (1H, g, J=8,8 'u), 9,11 (1H, c).

B) 6-meTokcu-2-okco-N-(1-(4-(TpudTopmeTokcn)deHin)nponin)-2,3-gurigponipnao[2,3-blnipasuH-
4(1H)-kapbokcamia

Ho po3unHy meTtun N-(6-meTokcu-3-HiTponipuaunH-2-im)rniunHaTty (1,40 r) B etaHoni (40 mn)
popasanu gurigpat xnopuay onosa (l1) (8,00 r). PeakuinHy cymill nepemiwyBanu NpoTAromMm HoYi npu
80°C i pO34YMHHWK ynaproBanu npu NOHMXEHOMY TUCKY, OAEPXYIoUM HeounweHn npoaykt (9,4 r), 6-
mMeTokcu-3,4-gurigponipnao[2,3-bJnipasnH-2(1H)-oH. o po3umHy HeouuiieHoro npoaykty (4,00 r), 6-
meTokcu-3,4-gurigponipnao[2,3-bjnipasvH-2(1H)-oHy i N, N-giisonponinetunamiHy (10 mn) B
TeTparigpodypadi (100 mn) nosinbHO gogasanu TpudocreH (602 mr) npu KiMHaTHIM TemnepaTypi.
PeakuinHy cymiw nepemiwyBanu npu 45°C 2 r i po34YMHHUK ynaptoBanu npu NMOHMXKEHOMY TUCKY.
3anuuwok po3unHanu B TeTparigpodypani (50 mn) i aogasanu 1-(4-(TpudptopmeTokeun)deHin)nponax-
1l-amiHy rigpoxnopug (602 wmr). Cymiw nepemiwyBanuM MpoTaArom Hodi npu 65°C i poO3YMHHMK
ynaptoBanu npv MOHWXKeHOMYy Tucky. [o 3anuwky pfogasanu Bogy | Cymill ekcTparysanm
eTunaueTtatoMm. EkcTpakTt npomuBanu HacMyeHMM pO3COMOM, Cylunnu Hag 6e3BogHuUM cynbdaTom
HaTPilo | PO3YMHHMK ynaploBanu npu MOHWXeHoMy Tucky. 3anuuwok ouunwanm BEPX (C18, Pyxoma
asa: Boga/aueTtoHiTpun (mictutb 0,1 % TFA)), 8o ogepxaHoi dpakLuii fogaBann HaCUYEHUIA BOGHUN
po34MH rigpokapboHaTy HaTpilo i Cymill ekcTparyBanu etunauetatom. EkcTpakt cywwnu Hapg
0e3BogHUM cynbdaTtoM HaTpilo i KOHUEHTpYBanuM MNpu MOHMXEHOMY TUCKY, OLEPXYHOUYM BKa3aHy B
3aronoeky crnonyky (90 mr).

MC (IAT+): [M+H]" 425,1.

'H AMP (400 My, CDCl3) 8 0,97 (3H, T, J=7,6 '), 1,82-1,91 (2H, m), 3,77 (3H, c), 4,56-4,68 (2H,
M), 4,85-4,90 (1H, m), 6,46 (1H, g, J=8,4 T'u), 7,16-7,22 (3H, m), 7,36 (2H, g, J=8,4 T'u), 9,61 (1H, g,
J=7,2Tu), 9,64 (1H, c).

Mpuknag 53

N-(1-(4-(umknonponinMeTokcu)deHin)nponin)-2-okco-2,3-gurigponipnaol2,3-b]nipasmnH-4(1H)-
kapbokcamig,

A) TpeT-6yTun (1-(4-(unknonponinmeTokcu)deHin)nponin)kapbamat

[o posunHy TpeT-6yTun (1-(4-rigpokcnderin)nponin)kapbamaty (303 wmr), ymknonponinMeTaHony
(104 wmr) i TpubytnndocodiHy (394 wmr) B TeTparigpodypaHi (10 mn) pogasanmn  1,1'-
(asogukapboHin)guninepuaunH (457 mr). PeakuinHy cymiw nepemillyBanu npu KiMHaTHIA TeMneparypi
npotsarom 1 r i gogasanu rekcaH. Teepaun ocag BiadinbTpoByBanu i inbTpaT KOHUEHTpYyBanu npu
MOHMXXEHOMY  TUCKY. 3anulioK  ouulliany  KOMOHKOBOK  xpomaTtorpadietdo  Ha  cunikareni
(rekcaH/eTunaueTar), o4ep>Kyoun BkasaHy B 3arofioBKy Cronyky (292 mr).

MC (IAT+): [M+H]" 306,2.

B) N-(1-(4-(umknonponinmeTtokcu)deHin)nponin)-2-okco-2,3-gurigponipugo[2,3-blnipasunH-4(1H)-
kapbokcamipg,

o PO34NHY rigpoxnopuay (217 M) (ooepxaHoro 3 TpeT-6yTun (1-(4-
(umknonponinmeTokcu)deHin)nponin)kapbamaty (292 mr) Takum xe camum YnHoM Sk i Ha Cragii E
Mpuknagy 18) B N, N-gumetunauetamigi (6 wmn) pgogaBann  4-HiTpodeHin  2-okco-2,3-
avrigponipuao[2,3-blnipasvH-4(1H)-kapbokcunat (282 wr) i TpuetunamiH (0,456 mn). PeakuiiHy
CyMill nepeMmillyBanu npu KiMHaTHIA Temnepatypi npoTarom 16 r i po34YMHHUMK ynapioBanu npu
NOHMXeHoMy Tucky. [o 3anuwiky JoaaBany BOOHUM PO3YMH rigpokapboHaTy HaTpilo i cymiwl
eKkcTparyBanu etunaueTatoM. EkcTpakT npomuBanu BOAo, cywunu Hag 6e3BogHvM cynbdatom
HaTPIilo | PO3YMHHMK ynaptoBanu nNpu NOHMWKeHoOMY TUcky. OgepxaHy TBepay pPeyvoBUHY po3Tuvpanu 3
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eTunaueTat/meTaHon, 36upanu QiNbTPYBaHHAM i NpOMMBAnNU eTunaueTaTtom, OAepPXKyodM BKa3aHy B
3aronosky crnonyky (136 wmr).

MC (IAT+): [M+H]" 381,2.

'H AMP (300 MI'y, AMCO-dg) & 0,20-0,37 (2H, m), 0,48-0,64 (2H, m), 0,83 (3H, T, J=7,3 I'u), 1,09-
1,32 (1H, m), 1,64-1,88 (2H, m), 3,77 (2H, g, J=6,8 I'n), 4,41 (2H, g, J=0,8 'y), 4,70 (1H, k, J=7,0 I'w),
6,81-6,93 (2H, m), 7,09 (1H, pg, J=7.,9, 4,9 T'y), 7,14-7,24 (2H, m), 7,30 (1H, ag, J=7,9, 1,5 '), 7,99
(1H, g, J=4,9, 1,5 'y), 10,23 (1H, g, J=7,5Tuy), 10,80 (1H, c).

Mpuknapg 54

2-okco-N-(1-(4-(TpudTopmeTun)deHin)nponin)-2,3-gurigponipnao[2,3-b]nipasuH-4(1H)-
kapbokcamig

A) N-rigpokcu-1-(4-(tpucpTopmeTmn)deHin)nponaH-1-imiH

BkasaHy B 3aronoBKy CMonyKy oAepXXyBanu Takum e cammm YmHoM sik i Ha Ctagii C MNMpuknagy 1.

'H AMP (300 Mru, CDCls) & 1,06-1,23 (3H, m), 2,54-2,90 (2H, m), 7,47-7,78 (4H, m), 8,14-8,53
(1H, m).

B) 1-(4-(TpudpTopmeTnn)deHin)nponaH-1-amiH

Ho posunHy N-rigpokcu-1-(4-(TpudbtopmeTunn)deHin)nponaH-1-imiHy (2,15 r) B etaHoni (100 mn)
popasanu 20 % rigpokcna nanagito-syrinns (200 mr). PeakuiiHy cymill nepemillyBany npoTsarom Houi
npu KiMHaTHIN TemnepaTypi B aTtmocdepi BOAHIO, peakuinHy cymiw dinbTpyBanu i inbTpar
KOHLEHTpyBanu npu MOHWXEHOMY TUCKY. 3anuvlioK O4MLianM KOJIOHKOBOK XpomaTorpadieto Ha
cunikareni (NH, rekcan/eTunauerar), O4epXyro4um Bka3aHy B 3arosfloBky cronyky (988 mr).

'H AMP (300 My, CDCls) 8 0,87 (3H, T, J=7,3 T'u), 1,62-1,77 (2H, m), 3,89 (1H, T, J=6,8 '), 7,44
(2H, @, J=7,9Tu), 7,58 (2H, g, J=7,9 T'w).

C) 2-0kco-N-(1-(4-(tpudTopmeTun)deHin)nponin)-2,3-gurigponipngo[2,3-bjnipasunH-4(1H)-
kapbokcamig,

BkasaHy B 3aronoBky Cnonyky ogepxxyBanu Takum xe camum 4YmHoMm sk i Ha Ctagii G Mpuknaagy 7.

MC (IAT+): [M+H]" 379,2.

'H AMP (300 Mru, CDCly) & 0,97 (3H, 7, J=7,3 T'w), 1,89 (2H, kBiH, J=7,3 'L), 4,67 (2H, c), 4,93
(1H, k, J=6,8 T'u), 7,01 (1H, ga, J=7,7, 5,1 '), 7,19 (1H, pg, J=7,5, 1,5 T'u), 7,44 (2H, g, J=8,3 I'w),
7,58 (2H, g, J=8,3 T'u), 8,01 (1H, ag, J=4,9, 1,5Tw), 9,16 (1H, wc), 10,48 (1H, g, J=7,2 I'u).

Mpuknag 55

2-okco-N-((nipuamH-2-in)(4-(TpndTopmeTokeun)deHin)metun)-2,3-gurigponipmuaol2,3-blnipasuH-
4(1H)-kapbokcamig

A) N-meToken-N-metunnipngnH-2-kapbokcamin

BkasaHy B 3aronoBky Cronyky ogepXyBanu Takum xe camumm YuHom sk i Ha Ctagii A Mpuknagy
31.

MC (IAT+): [M+H]" 167,1.

B) nipnanH-2-in(4-(TpudpTopmeTokeu)deHin)MeTaHoH

Ho po3uuHy N-meTtokcu-N-meTunnipnanH-2-kapbokcamigy (2,7 r) B TeTparigpodypaHi (60 mn)
popgasanu 0,5 M po3unH (4-(TpudTopMeTokeu)dbeHinmarHinbpomig/tretparigpodypaH (32,5 mn) npu
KiMHaTHIM TemnepaTypi. PeakuiiHy cymill nepeMillyBanu NpoTAroM HoYi Npu KiMHaTHIN TemnepaTypi,
AofaBany HaCWMYEHU BOLOHWUA PO3YMH XMOPUZY aMOHI0 | CyMmill ekcTparyBanu eTunaleTaTtoMm.
EkcTpakT npomuBanuM HacMYeHMM pO3CONOM, CyWwunuM Hag 6e3BogHuM cynbdaTtoM MarHio i
PO34YMHHUK yrnapoBany npu NOHMXEHOMY TUCKY. 3anuLLIOK OYMLLanM KOFTOHKOBOK Xpomartorpadieto Ha
cvnikareni (eTunaueTaT/rekcaH), ogepXKyroun Bka3aHy B 3arosioBKy Crnonyky (2,69 r).

MC (IAT+): [M+H]" 268,0.

C) 1-(nipnamnn-2-in)-1-(4-(TpucpTopmeToKcUu)dbeHin)MeTaHaMiHy rigpoxnopug

BkasaHy B 3aronoBKy CMosyky ogepyBanu Takum xe camum 4YmHom sk Ha Ctagisx C-E lMNpuknagy

MC (IAT+): [M+H]" 269,0.

D) 2-okco-N-((nipuamH-2-in)(4-(TprdpTopmeTokecun)deHin)metun)-2,3-gurigponipmaol2,3-blnipasuH-
4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CronyKy oAepXyBanu Takum xxe camnm YmHoM sk i Ha Ctaaii G lMNMpuknagy 7.

MC (IAT+): [M+H]" 444,2.

'H AMP (300 My, CDCly) & 4,53-4,74 (2H, m), 6,25 (1H, o, J=6,8 'u), 6,99 (1H, aa, J=7,9, 4,9
Mu), 7,09-7,25 (4H, m), 7,29 (1H, g, J=7,9 l'u), 7,43-7,53 (2H, wm), 7,66 (1H, T4, J=7,7, 1,9 T'y), 8,08
(1H, ga, J=5,1,1,7 T'y), 8,64 (1H, oA, J=4,9, 0,8 'u), 9,24 (1H, wc), 11,41 (1H, g, J=6,8 'w).

Mpuknag 56

N-((3,5-anmeTnn-1,2-okcason-4-in)(4-(TpudTopMeToKCH )peHIN)MeTnn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

A) (3,5-gumeTun-1,2-okcason-4-in)(4-(TpudTopMETOKCU )PEHINT)METAHOH
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BkasaHy B 3aronioBky Cnonyky ogepxyBanu Takum xe camuMm 4mHoMm sk i Ha Ctagii A MNpuknagy 31
i Ctagii B MNpuknaay 55.

MC (IAT+): [M+H]" 286,0.

B) 1-(3,5-gumeTun-1,2-okcason-4-in)-N-rigpokcu-1-(4-(TpudTopmeToKeH ))peHin)meTaHiMiH

BkasaHy B 3arofnioBKy CronyKy odepXyBanu Takum e camum YmHoM sik | Ha Ctagii C MNpuknagy 1.

MC (IAT+): [M+H]" 301,1.

C) 1-(3,5-anmeTnn-1,2-okcason-4-in)-1-(4-(tpudTopmeToKCH ))EHIN)MeTaHaMIH

o PO34MHY 1-(3,5-gumeTun-1,2-okcason-4-in)-N-rigpokcu-1-(4-
(TpudTOpMETOKCH)heHIn)MeTaHiMiHY (460 mr) B TeTparigpodypaHi (15 mn) gogasanu 1,1 M po3sunH
komnnekc 6opaH-TeTparigpodypaH/TeTparigpodypad (4,18 mn) npu KiMHaTHIN TemnepaTypi.
PeakuinHy cymiw nepewmiwyBanu npoTtdrom Hodi npy 80°C B atmocdepi as3oTy, gogasamm 1 M
XITOPBOAHEBY KUCMOTY i CyMiLl nepemillyBanu npy KiMHaTHIN TemnepaTypi npotarom 15 xs. lNoTim, fo
peakuinHoi Ccymiwi JoaaBanyM HaCcUYEeHWW BOLOHMW PO34YMH  rigpokapboHaTy HaTtpito i cymiw
eKkcTparyBanu eTtunaueTtatom. EkcTpakT nocnigoBHO npoMuBanuM HacUYEHUM BOLOHUMM PO3YMHOM
rigpokapboHaTy HaTpito i HacM4YeHUM pO3CONoM, Cywunu Hag 6e3BogHMM cynbaToM MarHito i
PO3YMHHUK yraptoBanu Npu NOHWKEHOMY TUCKY, OAEPXKYHOYM BKa3aHy B 3arofioBky cnonyky (398 wmr).

MC (IAT+), s3HangeHo: 270,1.

D) N-((3,5-anmeTun-1,2-okcason-4-in)(4-(TpudTopmeToKkcn)deHin)meTnn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

BkasaHy B 3aronoBKy CrosyKy oAep)XyBasnu Takum xxe camnm YmHoM sik | Ha Ctaaii G MNMpuknaay 7.

MC (IAT+): [M+H]" 462,1.

'H AMP (300 My, CDCl3) & 2,12 (3H, c), 2,38 (3H, c), 4,62-4,83 (2H, m), 6,25 (1H, A, J=8,3 T'L),
7,02 (1H, pg, J=7,7, 5,1 T'w), 7,15-7,23 (3H, m), 7,27-7,36 (2H, m), 7,91 (1H, pa, J=5,1,1,3 L), 8,38
(1H, wce), 10,79 (1H, g, J=8,3 'u).

Mpuknag 57

N-((1-meTtnn-1H-nipason-4-in)(4-(TpudTopMmeTOKCH)beHin)meTnn)-2-okco-2,3-aurigponipngo[2,3-
b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CMOJlyKy oAep)KyBanu TakuM e caMuM YMHOM siK | Ha Ctagii A MNpuknagy
31, Cragii B MNpuknaay 55, Ctagisx C-E Mpuknagy 1 i Cragii G MNMpuknagy 7.

MC (IAT+): [M+H]" 447,2.

'H AMP (300 Mru, CDCI3) & 3,86 (3H, c), 4,60-4,77 (2H, m), 6,18 (1H, A, J=7,2 T'u), 6,99 (1H, aa,
J=7,7,5,1Twu), 7,08-7,24 (4H, m), 7,33-7,48 (3H, m), 7,94 (1H, g, J=4,9 I'y), 9,00 (1H, wc), 10,68 (1H,
a, J=7,5Tu).

Mpuknag 58

N-(2-(aumeTnnamiHo)-1-(4-(TpudTopmeTokcu)deHin)etunn)-2-okco-2,3-gurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamig

A) TpeT-6yTun (uiaHo(4-(TpudpTopmeTokeu)dbeHin)meTun)kapbamat

[o po3uuHy amiHo (4-(TpudTopMeTOoKCK)deHin)aueToHITpuny rigpoxnopugy (3 r) i TpuetTunamiHy
(3,31 mn) B TeTparigpodypaHi (50 mn) gogasanu an-tpet-6ytungukapboHat (3,03 Mn) Npu KiMHaTHIN
TemnepaTypi. PeakuinHy cymill nepemillysanu npoTAromMm Houi Npu KiMHaTHIA TemnepaTypi, JogaBanu
we au-tpeT-6ytungukapboHat (500 mr) npu KiMHaTHIM Temnepatypi i cymil nepemiwyBann 2 OHi.
PeakuinHy cymiwl cinbTpyBanu uepes wWwap cunikarento i enwowBanu etunauetatom. dinbTpat
KOHLUEHTpYBanu npu NoOHWXeHOMY TUCKY, OAEPXKYHO4YM BKa3aHy B 3arofioBky cnonyky (4,14 r).

'H AMP (300 My, CDCly) & 1,49 (9H, c), 5,01-5,24 (1H, m), 5,82 (1H, wc), 7,22-7,34 (2H, m),
7,49-7,60 (2H, m).

B) TpeT-6yTun (2-amiHo-1-(4-(TpndbTopMeToKcK)beHin)etun)kapbamar

o pPO34nHY xnopvay kobanbTy (1 (328 Mr) i TpeT-6yTun (uiaHo(4-
(TpudpTopmeTokeu)beHin)metun)kapbamaty (400 mr) y meTtaHoni (8 mn) gogasanu 6oprigpug HaTpito
(478 wmr) npu oxonomkeHHi nbogom. PeakuinHy cymiw nepemiwyBanm 40 XB MpU OXONMOMKEHHI
neogom, gogasanm 1 M xnopsogHeBy kucroTy (10 mm) i cymiw nepemiwyBanu npu KiMHaTHIN
TemnepaTypi npotarom 10 xB. [o peakuiHoi cymiwi gopasanu 8 M BoAHWIA PO3YMH rigpokcuay
HaTpito (5 Mn), Hepo3YMHHY peyvyoBMHY BiadinbLTpoByBanu BuUkopucToByouM Llenit i dinbTpat
eKkcTparyBanu etunauertatoMm. EKCTpakT npomMmuBanu HacM4eHMM PO3COSIOM, CyLIMNN Hag 6e3BoaHUM
cynbhaTtoM MarHito i PO3YMHHUK YynaprBanyM MNpu MOHWXKEHOMY TUCKY, OOEPXKYH4M BKasaHy B
3aronosky crnonyky (360 mr).

MC (IAT+): [M+H]" 321,1.

C) TpeT-0yTnn (2-(ammeTmnamino)-1-(4-(tpucptopmeTokcu)peHin)etun)kapbamar

[o posunHy TpeT-6yTnn (2-amiHo-1-(4-(TpudpTopmeToken)deHin)etun)kapodamary (180 mr) i 37 %
BOAHOro po3udnHy cdopmansgerigy (109 mr) y metanoni (5 mn) gogaeanu Komnnekc 6opaH-2-nikoniH
(180 mMr) npu oxonomkeHHi NboaoM. PeakuinHy cymill nepemilyBany NpoTAroM HOYi MPY KiMHATHIN
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TemnepaTypi B atmocdepi asoty, gogasanu 1 M xnopsogHeBy KUCROTY (5 Mm) npu KiMHaTHIN
TeMmnepaTypi i cymiw nepemiwyBanu npu npu ui xe camii TemnepaTtypi 10 xB. PeakuinHy cymiLu
HenTpanisyBanu HacW4YeHMM BOAHMM PO3YMHOM  rigpokapOoHaTy HaTpilo | ekcTparysanm
eTunauertaTom. EKCTpakT nmocnigoBHO npomuBany BOAOK | HacMYeHWM PO3COSIOM, CYLIMNW Hag
6e3BogHUM CcynbdaTtoM MarHilo i PO3YMHHUK ynaplBanu Mpu MOHWXKEHOMY TUCKY, OAEpXyluu
BKasaHy B 3arosioBky cronyky (118 wr).

MC (IAT+): [M+H]" 349,1.

D) N N*-aumeTun-1-(4-(TpuchTopmMeToKeH)deHin)eTaH-1,2-AiamiHy Avrigpoxnopua

Ho Tpet-6ytnn (2-(avmeTtunamido)-1-(4-(tpuctopmeTokcn)denin)etnn)kapbamaty (117 wmr)
popjasanv 4 M posuuH xnopug BogHw/eTunauetat (5 mn). PeakuinHy cymiw nepemiwysanv npu
KiMHaTHIM TemnepaTypi npoTsarom 10 XB i PO3YMHHKK ynaploBanu Npu NOHMW>XEHOMY TUCKY, OOepXyrun
BKa3aHy B 3aronosky cnonyky (128 wr).

MC (IAT+), s3HangeHo: 249,1.

E) N-(2-(ammeTnnamiHo)-1-(4-(TpudTopMeTOKCH)heHrin)eTun)-2-okco-2,3-aurigponipnaol2,3-
b]nipa3nH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CrosnyKy oAep)XyBanu Takum xxe camnm YmHoM sk | Ha Ctagaii G MNMpuknaay 7.

MC (IAT+): [M+H]" 424,1.

'H AMP (300 Mru, IMCO-dg) & 2,20 (6H, c), 2,35-2,78 (2H, m), 4,29-4,52 (2H, m), 4,89 (1H, wc),
7,10 (1H, aa, J=7,5, 4,9 I'y), 7,25-7,35 (3H, m), 7,45 (2H, g, J=8,3 I'u), 7,99 (1H, ag, J=4,9, 1,9 T'u),
10,38 (1H, g, J=6,0 I'y), 10,81 (1H, c).

Mpuknag 59

N-(2-(meTnncynbdatin)-1-(4-(TpudTopmeTokeun)deHin)etnn)-2-okco-2,3-gurigponipnao|[2,3-
b]nipasuH-4(1H)-kapbokcamig

A) 2-(meTtuncynbdatin)-1-(4-(TpudTopMeTOKCH)heHin)eTaHoH

[o posunHy 2-6pom-1-(4-(TpudbTopmeTokcu)deHin)etaHoHy (5 r) B TeTparigpodypaHni (150 mn)
AofaBanu TioMmeTokeug HaTtpito (1,24 1) npy OXonomkeHHi Nbogom. PeakuinHy cymiw nepemiwysanu
npu KiMHaTHIK TemnepaTypi npotarom 1 r, dinbTpyBanu yepes wap cunbkarentio NH i entooBanu
eTunauetat/rekcaH. PinbTpaT KOHUEHTPYBanu MNpW MOHWKEHOMY TUCKY, OAEpXyluu BKasaHy B
3aronoBKy cnonyky (4,23 r).

'H AMP (300 Mru, CDCls) & 2,14 (3H, c), 3,74 (2H, ¢), 7,27-7,36 (2H, m), 7,99-8,10 (2H, m).

B) 2-(meTuncynbdaHin)-1-(4-(tpudtopmeTokcu)deHin)eTaHamiH

BkasaHy B 3aronoBky Cnonyky ogepxxyBanu Takmm xe cammm 4nHom sk i Ha Ctagii C Mpuknagy 1
Cragii C Npuknagy 56.

MC (IAT+), s3HangeHo: 235,0.

C)  N-(2-(metuncynbdanin)-1-(4-(tpudTopmeToKcH)deHin)eTun)-2-okco-2,3-aurigponipngo[2,3-
b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky Cnonyky ogepxxyBanu Takum xe camum 4YmHoMm sk i Ha Ctagii G Mpuknaagy 7.

MC (IAT+): [M+H]" 427,1.

'H AMP (300 My, CDCl3) 8 2,05 (3H, ¢), 2,97 (2H, a, J=6,0 Iw), 4,69 (2H, c), 5,24 (1H, k, J=6,4
Mu), 7,01 (1H, aa, J=7,7, 5,1 'u), 7,12-7,25 (3H, m), 7,34-7,46 (2H, m), 8,03 (1H, aa, J=4,9, 1,5 I'u),
9,55 (1H, wc), 10,76 (1H, g, J=7,2 'u).

Mpuknag 60

N-(2-(meTnncynbdoHin)-1-(4-(TpucpTopmeTokeun)deHin)etnn)-2-okco-2,3-gurigponipnao|[2,3-
blnipasuH-4(1H)-kapbokcamig

o pPO34nHYy N-(2-(MmeTuncynbdaHin)-1-(4-(TpudpTopmeTokcun)deHin)etunn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamigy (54,0 mr) B etunauetati (10 mn) gogasanu 3-
xnopnepbeH3orHy KMcnoTy (68,7 Mr) npu kKiMHaTHIM TemnepaTtypi. PeakuiiHy cymiw nepemiwyBanm
NPOTAroM HOYi NpW KiMHATHIW TemnepaTypi, AoAaBanu HaCW4YeHUn BOAHUW PO3YUH TiocyrnbdaTty
HaTpito i cymiw nepemiwysanu 5 xB. lNMoTiM, OO0 peakuinHOT cyMmili AofaBany HacU4EHUA BOLHUN
po34MH rigpokapboHaTy HaTpilo i Cymill ekcTparyBanu eTtunaudetatom. EkcTpakT nocnigoBHO
npommBanyM HacMYeHUM BOOHMUM PO3HMHOM rigpokapboHaTy HaTpito i HACMYEHUM PO3CONOM, CYLUWMM
Hag 6e3BoAHMM CcynbaTOM MarHito i PO3UMHHMK ynaptoBanu Mpu NOHWXeHoMy Tucky. OgepxaHy
TBEpOYy PeYoBUHY poO3TMpanu 3 rekcaH/eTunauertaTt, 36upanu inbTpyBaHHAM i npomuBanu
rekcaH/etTunaLeTaT, o4epXyrun BKasaHy B 3arofioBky cnonyky (38,2 mr).

MC (IAT+): [M+H]" 459,2.

'H AMP (300 MIu, IMCO-dg) & 2,91 (3H, c), 3,63 (1H, an, J=14,7, 4,5 T'u), 4,00 (1H, an, J=14,5,
9,2 'u), 4,26-4,56 (2H, m), 5,46 (1H, 74, J=8,5, 3,8 T'u), 7,11 (1H, aa, J=7,9, 4,9 T'u), 7,30 (1H, Aa,
J=7,9, 1,5 ), 7,33-7,41 (2H, m), 7,53-7,61 (2H, m), 7,98 (1H, aa, J=4,9, 1,5 'u), 10,62 (1H, g, J=7,9
My), 10,82 (1H, c).

Mpuknapg 61
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N-(1-(5-meTokcunipuguH-2-in)nponin)-2-okco-2,3-aurigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamia

A) meTun 5-meTtokeunipmamnH-2-kapbokeunat

1o po3umnHy 2-6pom-5-meTokcunipuamnHy (21 r) i Tpuetunaminy (55 r) B amillaHoMy po34mHHUKY N,
N-gumeTtundopmamig (100 mn) i metaHon (100 mn) gogaeanu 1,3-6ic(anderindocdiHo)nponaH (7,0
r) i auetat nanagio (Il) (3,6 r). PeakuiiHy cymiw nepemiwysanu npu 100°C npotarom 24 r B
atMmocdepi mMoHookcmay Byrneuw (5,0 Mlla), posogunu eTunaueTatoMm i CyMill MpoMMBanu
HacuyeHuM poaconiom. OpraHiyHui Wwap cywnnu Hag 6e3BogHMM cynbdaToM HaTpilo i PO3YMHHUK
yrnapoBanu npv NOHWKEHOMY TUCKY. 3aruvLIOK OYMLLany KONTOHKOBOK XpoMaTorpadieto Ha curmikareni
(neTponenHunn ecbip/eTMnaueTar), OAepXKytouM BKasdaHy B 3aronoBky crnonyky (10,2 r).

'"H AMP (300 My, CDCl3) & 3,93 (3H, c), 3,99 (3H, ¢), 7,25-7,29 (1H, m), 8,12 (1H, A, J=8,4 TL),
8,40 (1H, g, J=3,0 I'w).

B) 5-meTokcmnipnanH-2-kapboHoBa kucnoTta

[o posunHy meTun 5-meTtokcunipuaunH-2-kapbokcunaty (4,0 r) y metaHoni (50 mn) gogasanu
po3unH moHorigpaTy rigpokengy nitito (5,0 r) y Boai (10 mn). PeakuinHy cymiw nepemiwysanu npu
KiMHaTHIN TemnepaTtypi npoTtarom 12 r, pH cymiwi gosognnu Ao 4-5 2 M xnopBoAHEBOK KUCMNOTOHO |
ocag 30uvpanu inbTpyBaHHAM. OpepxaHy TBepAy PevYoBMHY MpOMMBanyM BOAOK i Cywwmnu,
OlepXXylouM BKaszaHy B 3arofloBky cnonyky (2,4 r).

'H AMP (400 My, AMCO-dg) & 3,93 (3H, c), 7,49-7,51 (1H, m), 8,03 (1H, A, J=7,2 T'y), 8,36 (1H,
a,J=2,8Tu), 12,85 (1H, c).

C) N-(1-(5-meTokcunipmaunH-2-in)nponin)-2-okco-2,3-gurigponipuao[2,3-blnipasunH-4(1H)-
kapbokcamig

BkasaHy B 3aronoBky Crnosyky ogepXyBanu Takum xe camum 4YmHom sk Ha Ctagiax C-E MNpuknagy
49 i Cragii G MNpwuknagy 7.

MC (IAT+): [M+H]" 342,1.

'H AMP (400 Mly, CDCI3) 8 0,79 (3H, T, J=7,2 Tu), 1,77-1,85 (2H, m), 3,81 (3H, c), 4,43 (2H, c),
4,82 (1H, k, J=6,8 l'u), 7,09 (1H, aa, J=8,0, 5,2 'y), 7,28-7,36 (3H, m), 8,00 (1H, g, J=4,0 '), 8,26
(1H, g, J=2,8 T'u), 10,35 (1H, A, J=7,6 l'u).

Mpuknag 62

6-UiaHo-2-okco-N-(1-(4-(TpndTopmeTokeu)deHin)nponin)-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-
kapbokcamig,

A) 6-LiaHO-2-0kco-N-(1-(4-(TpudpTopmeTokeu )deHin)nponin)-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-bJnipasvH-4(1H)-kapbokcamig
o pPO3YnHYy 6-xnop-2-okco-N-(1-(4-(TpudTopmeToKCH)deHin)nponin)-1-((2-

(TpumeTuncunin)eTokcm)meTnn)-2,3-gurigponipnao[2,3-blnipasuH-4(1H)-kapbokcamigy (1,00 r),
uiaHigy uwHky (126 wr) i umHky (200 wmr) B N, N-gumetuncdopmamiagi (10 mn) pogasanm
Tpic(anbeHsunigeHaueToH)amnanagin (0) (100 mr) i 1,1'-6ic(audpenindocdiHo)depoueH (100 wr).
PeakuinHy cymiw nepemiwysanu npu 120°C npoTdrom 6 r B aTmocdepi a3oTy, 40 Hel AoAasanuy Bogy
i cymiw ekcTparyBanu eTunauetatoMm. EKCTpakT mpomMuBanyM Hacu4YeHVM pO3COSIOM, CYLUMAW Hag
6e3BogHUM CynbdaToM HaTPIO i PO3YMHHKK ynapioBanu npu NOHWKEHOMY TUCKY. 3anuLwoK o4yuwanm
KOMOHKOBOI XpoMaTorpadieto Ha cunikareni (neTponenHni edip/etmnayeTtar), OAEPXKYHO4YM BKa3aHy B
3aronosky crnonyky (320 mr).

'H AMP (300 Mru, CDCls) 8 0,00 (9H, c), 0,92-1,00 (5H, m), 1,84-1,98 (2H, m), 3,61-3,67 (2H, m),
4,66-4,78 (2H, m), 4,85-4,90 (1H, m), 5,30-5,38 (2H, m), 7,20 (2H, g, J=8,4 T'n), 7,36 (2H, o, J=8,8 'u),
7,46 (1H, p, J=8,4 Tu), 7,74 (1H, a, J=8,4 T'u), 9,82 (1H, g, J=7,6 T'w).

B) 6-LiaHo-2-0kco-N-(1-(4-(TpudpTopmeTokcu)dpeHin)nponin)-2,3-gurigponipnao[2,3-bjnipasuH-
4(1H)-kapbokcamig

o 6-uiaHOo-2-0kco-N-(1-(4-(TpudpTopmeTokeu)dpeHin)nponin)-1-((2-
(TpumeTuncunin)eToken)meTun)-2,3-gurigponipnao[2,3-blnipasnH-4(1H)-kapbokcamigy (320 M)
Aojasanu TpudTopouToBy KucnoTy (3 M) npum  KiMHaTHIM  Temnepatypi. PeakuiiHy cymil
nepemillysanu npu KiMHaTHIin TemnepaTtypi 2 r i pO34YMHHUK ynaptoBanu rnpu NoHWxeHoMy Tucky. [lo
3anuvKy gogasanv BOLHUM PO34MH rigpokapboHaTy HaTpito i Cymill ekcTparyBanu eTunaueTraTtom.
EkcTpakT npomuBanM HacuyeHMM pO3COSIOM, CylWunu Hag 6e3BogHMM  cynbdartom HaTpilo i
PO3YMHHUK ynaproBanu npu MOHWXEHOMY Tucky. 3anuwok ouuwanu BEPX (C18, Pyxoma dasa:
Boaa/aueTtoHiTpun (mictnute 0,1 % TFA)), oo oaepxaHoi dpakuii goaaBany HacUYeHWA BOOHWUN
po34uMH rigpokapboHaTy HaTpilo i Cymill ekcTparyBanu etunaudeTtatom. EkcTpakT cywwunu Hag
6e3BoAHNM CynbdaToM HaTpilo i KOHUEHTpyBanu npu MOHWXEHOMY TUCKY, OAEPXYHOUM BKasaHy B
3aronosky crnonyky (110 wmr).

MC (IAT-): [M-H] 418,2.
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'H AMP (400 My, AMCO-dg) 5 0,94 (3H, T, J=7,2 T'w), 1,76-1,84 (2H, m), 4,34-4,43 (2H, m), 4,80-
4,85 (2H, m), 7,31-7,36 (3H, m), 7,48 (2H, g, J=8,4 T'u), 7,71 (1H, g, J=8,0 l'u), 9,59 (1H, A, J=7,2 T'w),
11,27 (1H, c).

Mpuknag 63

7-meTokcn-N-(2-meTokeu-1-(4-(TpudTopmeToKen)deHrin)eTnn)-2-okco-2,3-aurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

A) meTtun N-(5-noa-3-HiTponipnanH-2-in)rniymMHaT

[o po3unHy 2-xnop-5-nog-3-Hitponipuagunny (12,0 r) B etaHoni (200 mn) gogaeanu rigpoxnopua
meTtunrniumHaTy (10,6 r) i Tpretunamin (11,8 mn) npu kiMHaTHIM TemnepaTtypi. PeakuinHy cymill
HarpiBanu i3 3BOpOTHIM xonogaunbHUKOM 20 © i pO34YMHHMK ynaproBanu npu NOHWXEHOMY TUCKy. [o
3anuvuIKy gofaBanu BOAY i CyMill ekcTparysBanu etunauetraTtom. EkcTpakT nocnigoBHO npomMuBsanu
BOJOM0 i HACUYEHMM PO3CONIOM, Cylumnu Hag 6e3BoaHMM cynbdaToM MarHito i pO34YMHHUK ynapioBanm
Npy MOHWKEHOMY TUCKY. 3anuwok KpucTanidyBanu 3 rekcaH/etunauerar, OOepXyluu BKasaHy B
3aronosky crnonyky (11,1 r).

MC (IAT+): [M+H]" 338,0.

B) 7-iop-3,4-gurigponipngo[2,3-b]nipasnH-2(1H)-oH

o poaumHy meTtun N-(5-noa-3-HiTponipuamnH-2-in)rniunHaty (6,00 r) B TeTparigpodypani (300 mn)
popjasanu 5 % nnatuHa-Byrinna (500 wmr). PeakuiiHy cymiw nepemiwyBany MNpoOTAroM HOuYi Mpu
KiMHaTHIM TemnepaTypi B aTMocdiepi BOAHIO, KaTanisatop BiadinbTpoByBanu i inbTpar
KOHLEHTpYyBanu npu NOHWXEHOMY TUCKY. 3anuLoK po34mHany B eTaHoni (200 mn), po3yuH Harpisanm
i3 3BOpPOTHIM XxonoAunbHWKOM 16 T i PO3YMHHUK ynaproBanu MNpU MOHWKEHOMY TWUCKY. 3anuLiok
npoMuBanu AiisonponisioBumM eTepoMm, 0AepPXKyHoUM BKazaHy B 3arofloBky cnonyky (4,48 r).

MC (IAT+): [M+H]" 276,0.

C) 7-noa-1-((2-(tpumeTtuncunin)eTokcm)metun)-3,4-gurigponipnao[2,3-b]nipasmn-2(1H)-oH

Ho cycnensii  7-noa-3,4-gurigponipugo[2,3-bjnipasnH-2(1H)-ony (3,82 r) B N, N-
anvetundopmamigi (160 mn) nosinbHo pgopjaBann 1 M po3uMH  rekcameTungucunasug
kanito/TeTparigpodypaH (17,4 mn) npu 0°C. PeakuinHy cymiw nepemiwysanu npu 0°C npotdrom 1 T,
NoBINbHO AofaBanu 2-(xnopMeTokcu)eTunTpumeTuncunan (3,62 mn) i cymilw nepemiwysanu npu
KiMHaTHIM TemnepaTypi npoTtarom 20 r. [lo peakuiniHoi cyMmilwi goaaBanu Boay, HEPO3UYUHHY PEYOBUHY
BiAdiNbTpOBYBanM BUKOpUCTOBYOUM Llenit i inbTpaT ekcTparyBanu eTtunauetatoM. EkcTpakr
nocnigoBHO NPOMMBANM BOAOK | HACMYEHUM PO3CONOM, CyLIMNN Hag 6e3BoOHUM CynbaToM MarHito i
PO3YMHHUK ynapoBanu npu NOHMXEHOMYy TUCKY. 3anuLLIOK O4uLLLanM KOFIOHKOBOK XxpomMartorpadieto Ha
cunikareni (NH, rekcaH/eTunaueTaT), O4epXXYyoumn BKasaHy B 3aronoBky cnonyky (2,71 r).

MC (IAT+): [M+H]" 406,0.

D) 2-meTokcu-1-(4-(TpudTopMeToKCH)heHin)eTaHoH

[o posunHy 2-6pom-1-(4-(TpudpTopmeTokcu)deHin)etaHoHy (6,12 r) y metaHoni (150 wmn)
popasanu kapbonart cpibna (1) (7,75 r) i komnnekc TpudTopua 6opy:gietnnosui etep (3,29 mn) npu
KiMHaTHIN TemnepaTypi. PeakuiiHy cymiw nepemiwysanu npu 50°C npotarom 20 r, HEPO3UUHHY
peyvyoBuHY BiAdINbTPOBYBaNM i (iNbLTpaAT KOHUEHTPyBanu npu MOHWXEHOMY TUCKY. [0 3anuiiky
Aofasanu BoAy i CyMmill ekcTparyBanu etunaueratoM. EkcTpakT nocnifoBHO npoMmBanu BOAOHO i
HacM4YeHVM PO3COSIOM, CYLIMNU Hag 6e3BOoOHWM CynbgaToM MarHito i po34YMHHUK ynaproBanu npwu
MOHMXXEHOMY  TUCKY. 3anulioK  OYULLannM  KOJIOHKOBOK — XpomaTorpadiero  Ha  cunikareni
(rekcaH/eTunaueTar), o4ep>Kyloun BkasaHy B 3arofioBky cronyky (4,78 r).

MC (IAT+): [M+H]" 235,1.

E) 2-meTokcn-1-(4-(TpudTopMeTOoKCH)heHin)eTaHamiHy rigpoxnopua

[o po3unHy 2-meTokcu-1-(4-(TpudpTopmeToken)deHin)etaHoHy (4,78 r) B etaHoni (120 mn)
AofaBanu rigpokcunamidy rigpoxnopug (2,84 r) i Tpuetunamin (5,69 mn) npu KimHaTHIA TemnepaTypi.
PeakuinHy cymilwl nepemilysanu npu KiMHaTHIn TemnepaTypi NpoTarom 5,5 i po34MHHWUK ynaproBanu
npu NOHWKeHoMy TUCKyY. [1o 3anuwKy gogaBanu Bo4y i CyMill ekcTparysanu etunauertaTtom. Ekctpakr
nocnigoBHO NPOMMBANM BOAOK i HACMYEHUM PO3CONOM, CyLIMNn Hag 6e3BoOHUM CyrnbaToM MarHito i
PO3YMHHUK ynaproBanuv Npu MOHWXKEHOMY TWUCKY, OAEPXYH4YM HeouumweHu npoaykt, N-rigpokeu-2-
MeTOKCU-1-(4-(TpudTopMeToKCH)dbeHin)eTaHimiH. [Jo po34nHy oepKaHOro HeOUMLLEHOrO NPOOYKTY B
etaHoni (160 mn) pogasann 10 % nanagin-syrinnga (mictntb 50 % Boau, 350 mr). PeakuinHy cymil
nepemilysann npu KiMHaTHIW TemnepaTypi npotsaroM 16 r B aTMocdepi BOAHI, KaTanisaTop
BiAdiNbTpoBYBanu i (piNbTpaT KOHUEHTPYyBanu npu MOHWXKEHOMY TUCKY. [JO pO3uMHYy 3anuiiky B
etunauetati (10 mn) pgopasann 4 M posunH xnopup BogHw/etunauetatr (100 mn), cymiw
nepemillyBanu npu KiMHaTHIn TemnepaTypi 2 r i pO34YMHHMK yrnaproBanu Mpu MOHUXEHOMY TUCKY.
3anuwok NpoMmMBanu AiisonponinoBnM eTePOM, OAEPXKYHOYM BKasdaHy B 3arofioBKy crnonyky (4,2 r).

'H AMP (300 Mru, IMCO-dg) & 3,34 (3H, c), 3,58-3,74 (2H, m), 4,58 (1H, aa, J=6.6, 5,5 '), 7,46
(2H, g, J=8,7 l'u), 7,65 (2H, g, J=8,3 'y), 8,57 (3H, wc).
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F) 7-nop-N-(2-metokcu-1-(4-(TpudTopmeToken)deHin)eTnn)-2-okco-1-((2-(TpumeTmuncmnin)eTok-
cn)metun)-2,3-gurigponipnao[2,3-bjnipasmH-4(1H)-kapbokcamig

[o pos3unHy 7-nog-1-((2-(tpumeTuncunin)etokcn)metun)-3,4-agurigponipngo[2,3-bJnipasunH-2(1H)-
oHy (1,11 r) B TeTparigpodypaHi (42,0 mn) gogaeanu po3ymH dic(Tpmxnopmetun)kapboHar (647 mr) B
TeTparigpodypaHi (6,30 mn) npu KiMHaTHIA TemnepaTtypi B aTtmocdepi as3oTy. PeakuiHy cymil
nepemiwysanu npu 40°C npotsarom 1 r B aTmocdepi asoTy i pO34UMHHUK ynapioBanu npu NOHWKEHOMY
Tucky. o 3anvwky gogaBanu TetparigpodypaH i pO3YMHHMK ynaproBanu npy MOHWKEHOMY TUCKY.
Onepauio (oogaBaHHA TeTparigpodypaHy i HacTyrnHe ynaproBaHHS) NMOBTOPHOBaNM Tpwdi. 3anuwiok
po3Boaunun TeTparigpodypaHom (21,0 mn) i cymiw gogaeBanM A0 cymiwi  2-MeTokcu-1-(4-
(TpudTOPpMETOKCU)DEHIN)eTaHaMiHy  rigpoxnopuay (889 wmr) i TpuetunamiHy (1,15 wmn) B
TeTparigpodypaHi (14,0 mn) nNpu KiMHaTHIA TemnepaTtypi. PeakuinHy cymill nepemillyBanu npoTAarom
Houi npu 60°C i pO3YMHHUK ynaproBanu nNpy NOHWXeHoMy TUCKY. [lo 3anuwKy gogaBsanu etunauerart,
nocrnigoBHO NPOMMBAaNM BOAOK | HACUYEHMM PO3COMOM, CyLLUnK Hag 6e3BoaHUM cynbdaToM HaTPIto i
PO3YMHHUK ynapioBanu fnpu NOHWXKEHOMY TUCKY. 3anuLioK ouunlianu xpoMmartorpadieto Ha cunikareni
(rekcaH/eTunaueTar), 04epXKy4dn BKasaHy B 3aronoBky cnonyky (1,17 r).

MC (IAT+):[M+H]" 667,1.

G) 7-rigpokcn-N-(2-meTokeun-1-(4-(TpudTopmeToKem)peHrin)etun)-2-okco-1-((2-(TpumeTmncu-
nin)etokcn)meTnn)-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-kapbokcamig

Ho po3uuHy 7-noa-N-(2-meTokcu-1-(4-(TpudTopmeToken)deHin)etnn)-2-okco-1-((2-(TpumeTnn-
cunin)eTokcn)meTun)-2,3-gurigponipnao[2,3-bnipasmnH-4(1H)-kapbokcamigy (100 Mr),
4,4,4'4'5,5,5' 5'-oktameTnn-2,2'-6i-1,3,2-giokcadboponany (79,0 mr) i auetary kanito (60,7 mr) B N, N-
anvetundopmamigi (1,50 mn) gopasanm (1,1-6ic(gndpenindocdiqo)depoueH)anxnopnanagin (I1)
(11,2 wr). PeakuinHy cymiw nepemiwyBanu npotarom Houi npu 80°C B aTmocdepi aproHy, oo Hei
AofaBanu BoAdy i CyMmill ekcTparyBanu eturnauetatom. EKCTpakT npoMuBanyM HaCcM4EHUM PO3COSOM,
cywunn Hag 6e3BogHMM CynbdaToM HaTpilo i PO3YMHHWUK ynaproBanu npu MOHMKEHOMY TUCKY,
opepxytoun HeoumweHun npogykt (100 wr), N-(2-metokcu-1-(4-(TpudTopmMeToKeH)deHin)eTun)-2-
okco-7-(4,4,5,5-TetpameTnn-1,3,2-giokcaboponat-2-in)-1-((2-(tpumeTuncunin)etokcn)meTnn)-2,3-
avrigponipngo[2,3-b]nipasuH-4(1H)-kapbokcamig. [o po3dvHy odepKaHOro HeOYULLEHOro MpoAyKTy
(100 wmr) B TeTparigpodypaHi (1,50 mn) gogasanm 2 M BogHui po3duH rigpokengy HaTtpito (0,300 mn)
npu 0°C. PeakuinHy cymiw nepemiwysanu npu 0°C npotarom 30 xB i gogasanu 35 % BogHUN
nepokcug BogHto (53,0 mkn). PeakuiHy cymilw nepemiwlyBany npy KiMHaTHI TemnepaTypi NpoTArom
1,5 r, 0o Hel gogasanu NboAsHY BOAY i CyMill ekcTparyBanu etunaueratom. EkcTpakT nocnigoBHO
NpoMMBany BoAo i HACUYEHMM PO3CONIOM, CyLLIMNKN Hag 6e3BOAHUM CcynbdaToM HaTPil i PO3YNHHUK
ynaptoBanu npuv MOHWXEHOMY TUCKY. 3anuoK ouuwanu xpomartorpadpieto Ha cunikareni
(rekcaH/eTunaueTar), o4ep>Kyoun BKa3aHy B 3arofioBKy cnonyky (43,3 mr).

MC (IAT+):[M+H]" 557,2.

H) 7-meTokcn-N-(2-meTokeu-1-(4-(TpudpTopmeTokeun )dpeHin)etnn)-2-okco-1-((2-(tpumetuncu-
nin)etokcn)meTnn)-2,3-aurigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig
o pPO34MHY 7-rigpokcun-N-(2-meTokeu-1-(4-(TpudTopmeToken)dbeHin)eTnn)-2-okco-1-((2-

(TpumeTuncunin)eTokcm)meTnn)-2,3-gurigponipngo[2,3-bjnipasuH-4(1H)-kapbokcamigy (43,3 wmr) B N,
N-gumetundopmamigi (1,00 mn) gogasanu kapbonat kanito (10,8 wmr) i nogmetaH (7,33 mkn).
PeakuinHy cymiw nepemilyBanu NpoTAroMm Houi Npu KiMHaTHIM TemnepaTypi, 4O Hel gogasanu BoAay i
CyMmill ekcTparyBanu eTtunauetaToMm. EkcTpakT nmpomuBany Hacu4eHUMm pO3CONioM, CyLUWAW Hag
6e3BoaHUM CynbaToM HaTPIl0 | PO3UMHHMK ynaproBanu Npy MNOHWKEHOMY TUCKY. 3anuLuiok ounwanm
XpomaTtorpadieto Ha cunikareni (rekcaH/eTunavueTaT), OAepXyoUum BKaszaHy B 3arofnoBKy crnonyky (28,6
Mr).

MC (IAT+):[M+H]" 571,2.

)  7-meTokcu-N-(2-meTokeu-1-(4-(TpudbTopMeToKeH )beHin)eTun)-2-okco-2,3-gurigponipuaol2,3-
b]nipasuH-4(1H)-kapbokcamig

o 7-meToken-N-(2-meTokeun-1-(4-(TpucbtopmeTokeun)deHin)etun)-2-okco-1-((2-(tpyumeTnn-
cunin)etoken)meTun)-2,3-gurigponipnao[2,3-bjnipasnH-4(1H)-kapbokcamigy (28,6 wmr) pgogasanu
TpudptopoutoBy kucnoty (0,710 mn) i Bogy (79,5 mkn). PeakuiiHy cymiw nepemiwysanu npwu
KiIMHaTHIA TemnepaTtypi NpoTAroM 3 r i PO3YMHHMK ynaproBanuv Npyv MOHWKEHOMY TWUCKY. 3anuLuok
posunHanu B N, N-gumetnndopmawmigi (1,35 mn) i gogasanu 8 M po3umH amiak/meTtaHon (270 mkn).
PeakuinHy cymiw nepemiwlyBanu npu KiMHaTHIM TemnepaTtypi 2 © i PO34YMHHMK ynaptoBanu npwu
MOHWKEHOMY TWUCKY. 3anuLioK po3BOAWMM eTurnaueTaTtom, CyMill MocnigoBHO NPOMMBANM BOAOHO i
HacM4YeHUM PO3COSIOM, CYLIMIM Hag 6e3BOAHUM CynbdaToM HaTpilo i PO3YMHHUK ynaproBanu npwu
MOHMWKEHOMY TUCKY. 3anuLloK NpOMMBaNM rekcaH/etTunaueraT, OOepXylounm BkasaHy B 3arofnoBky
crnonyky (18,8 wmr).

MC (IAT+):[M+H]" 441,2.
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'H AMP (300 My, AMCO-ds) 5 3,28 (3H, c), 3,54-3,68 (2H, m), 3,83 (3H, c), 4,30-4,49 (2H, wm),
4,98-5,11 (1H, m), 6,96 (1H, A, J=2,6 l'u), 7,28-7,36 (2H, m), 7,40-7,52 (2H, m), 7,76 (1H, A, J=2,6 'u),
10,02 (1H, g, J=7,5Twu), 10,76 (1H, wc).

Mpuknapg 64

7-meToken-N-((1S)-2-meTokeu-1-(4-(TpudpTopmeToken)deHin)etmn)-2-okco-2,3-gurigponipnaol2,3-
b]nipa3nH-4(1H)-kapbokcamig

PauemivHuin 7-meToken-N-(2-meTokeun-1-(4-(TpndTopMmeToKken)deHin)eTnn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamig (200 mr) po3ginsanu 3a gonomoroto SFC (KonoHka:
CHIRALPAK IA, 20 mmBOx250 mm[, surotoBnsietbcs Daicel Chemical Industries, Ltd., Pyxoma
dasa: giokcmnp Byrneuto/metaHon = 860/140) i kpucTanidyBanu 3 rekcaH/etunauertar, OAepXyHouu
BKa3aHy B 3arorfioBKYy CMoOJyKy, O Ma€e KOPOTLUMIA Yac yTpUMaHHSA (78,3 mr).

MC (IAT+):[M+H]" 441,2.

'H AMP (300 My, AMCO-ds) 5 3,28 (3H, c), 3,52-3,70 (2H, m), 3,83 (3H, c), 4,26-4,52 (2H, m),
4,97-5,13 (1H, m), 6,96 (1H, A, J=2,6 T'y), 7,32 (2H, A, J=8,3 l'u), 7,46 (2H, g, J=8,7 T'y), 7,76 (1H, 4,
J=2,6 'u), 10,02 (1H, g, J=7,5Tu), 10,77 (1H, wc).

Mpuknag 65

7-meToken-N-((1R)-2-meTokeun-1-(4-(TpudbTopmeToKen)dbeHin)eTnn)-2-okco-2, 3-aurigponipngo[2, 3-
b]nipa3nH-4(1H)-kapbokcamig

PauemivHunin 7-meTokcn-N-(2-meTokeu-1-(4-(TpudTopmeToken ) eHin)eTun)-2-okco-2,3-
avrigponipnao[2,3-b]nipasvH-4(1H)-kap6okcamig (200 mr) posginanu 3a gonomoroto SFC (KonoHka:
CHIRALPAK IA, 20 mmBOx250 mm[, surotoensetbcs Daicel Chemical Industries, Ltd., Pyxoma
asa: giokemp Byrneuto/metaHon = 860/140) i kpucTanidyBanu 3 rekcaH/etunauerart, OL4EPXYHun
BKa3aHy B 3arofloBKy Cronyky, Lo Mae AOBLUMI Yac yTpumaHHs (60,0 mr).

MC (IAT+):[M+H]" 441,2.

'H AMP (300 My, AMCO-ds) & 3,28 (3H, c), 3,53-3,67 (2H, m), 3,83 (3H, c), 4,27-4,51 (2H, m),
4,96-5,16 (1H, m), 6,96 (1H, g, J=3,0 l'u), 7,32 (2H, g, J=8,3 T'y), 7,41-7,54 (2H, m), 7,76 (1H, g, J=2,6
lu), 10,02 (1H, g, J=7,2Ty), 10,76 (1H, wc).

Mpuknag 66

N-(1-(3-dbTOop-4-(TpUhTOPpMETOKCH)(PEHIN)-2-METOKCUETUI)-7-METOKCU-2-0KCO-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

A) meTtun N-(5-opa-3-HiTponipnanH-2-in)rniumMHaT

o posynHy 2-xnop-5-noa-3-HitponipmauHy (12,0 r) B etaHoni (200 mn) gogasanu rigpoxnopua
meTunrniumHaTy (10,6 r) i Tpretunamin (11,8 mn) npu kKiMHaTHIM TemnepaTypi. PeakuinHy cymil
HarpiBanu i3 3BOPOTHIM xonoaunbHUKOM 20 1 i PO3YMHHMK ynapioBanu Mnpu MoHWXeHomy Tucky. [o
3anuwiKy gogaesanu BoAy i Cymill ekcTparyBanu eTtunaudeTtaTtoM. EKCTpakT nocnigoBHO npomuBanu
BOAOIO | HACUYEHVM PO3CONOM, CYLLUMIN Hag 6e3BOAHUM CyrnbdaToOM MarHito i PO34YMHHMK ynaproBanu
Npy MOHWXKEHOMY TUCKY. 3anuwoK KpucTanidyBanu 3 rekcaH/eturauerar, OOepXyluu BKasaHy B
3aronosky cnonyky (11,1 r).

MC (IAT+): [M+H]" 338,0.

B) 7-iop-3,4-gurigponipngo[2,3-b]nipasnH-2(1H)-oH

[o po3unHy metun N-(5-rnoa-3-HiTponipmuauH-2-in)rniguHaty (6,00 r) B TeTparigpodypani (300 mn)
popjasanu S % nnatuHa-syrinna (500 wmr). PeakuinHy cymilw nepemiwyBany MNpOTAroM HOui Mpu
KiMHaTHIN TemnepaTypi B artmocdepi BOAHIO, KaTanizatop BigdinbTpoByBanu i dinbTpar
KOHLEHTpYBanu npv NOHWXEHOMY TUCKY. 3anuwoK po3vmHany B etaHoni (200 mi), po3ymH HarpiBanm
i3 3BOPOTHIM XOMOAWUMBHUKOM NPOTAroM 16 I i PO3YUMHHWUK ynaproBanuM Mnpu MNOHMKEHOMY TUCKY.
3anuwok NpoMmMBanu AiisonponinoBMM eTepoM, OAEPXKYOYM BKa3aHy B 3arosfioBKy cronyky (4,48 r).

MC (IAT+): [M+H]" 276,0.

C) 7-nog-1-((2-(tpymeTtuncunin)etokcm)metun)-3,4-gurigponipnao[2,3-b]nipasmn-2(1H)-oH

Ho cycneHnsii  7-iop-3,4-gurigponipuao[2,3-bjnipasuH-2(1H)-ony (3,82 r) B N, N-
anvetundopmamigi (160  mn) nosinbHo pgopmasanu 1 M po3uvMH  rekcameTungucunasung
kanito/TeTparigpodypaH (17,4 mn) npu 0°C. PeakuinHy cymiw nepemiwysanu npu 0°C npotdrom 1 T,
noBiNbHO AodaBanu 2-(XropMeTokcu)eTunTpumeTuncunad (3,62 mn) i cymiw nepemiwysBanu npwu
KiMHaTHIN TemnepaTypi npoTtarom 20 r. [lo peakuinHoi cymilli fodaBanu Boay, HEPO3UYUHHY PEYOBUHY
BiAdiNbTpOBYBanM BUKOpUCTOBYKOUM Llenit i inbTpat ekcTparyBanu eTtunauetaTtoM. EkcTpakr
nocnigoBHO NPOMMBANM BOAOK | HACMYEHUM PO3CONOM, CyLIUNM Hag 6e3BogHUM cynbaToM MarHito i
PO3YMHHUK yraploBarnm npy NOHWXEHOMY TUCKY. 3anuLLOK o4MLLany KOSTOHKOBOK XpoMaTorpadieto Ha
cunikareni (NH, rekcaH/eTunaueTaT), O4EPXYO4YM BKa3aHy B 3arofioBky cnonyky (2,71 r).

MC (IAT+): [M+H]" 406,0.

D) 3-cTop-N-meToken-N-mMmeTun-4-(TpudTopMeToKCH)beH3amig
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o po3umHy  3-bTOp-4-(TPUPTOPMETOKCK)OEHIOMHOT KMCNoTu (20,0 r), N, O-
anmvetunrigpokcunaminy rigpoxnopugy (10,5 r) i Tpuetunaminy (24,9 mn) B N, N-aumeTtundopmamigi
(300 wmn) popaBann MoHorigpaT  1-rigpokcubensoTpuasony (16,4 r) i rigpoxnopug 1-(3-
anveTunamidonponin)-3-etunkapo6ogiimigy (20,5 r) npu kiMHaTHIM TemnepaTypi. PeakuiiHy cymiwl
nepemiwlysanm NpoTAroM HoOYi NpW KiMHATHIA TemnepaTtypi, 4oAaBann HacUYeHUNn BOAHWN PO34MH
rigpokapboHaTy HaTpilo i cymiw ekcTparyBanu eTunaueTratoMm. EKCTpakT MnocnigoBHO npomuBanm
BOZOMO | HACUYEHNM PO3CONOM, CYLUMIN Hag 6€e3BOAHUM CynbdaToM MarHilo i pO34YMHHMK ynaptoBanm
Npv NOHMXEHOMY TUCKY, OOEPXKYIOUMN BKa3aHy B 3arofnoBky cnonyky (22,9 r).

'H AMP (300 Mru, CDCls) & 3,38 (3H, ¢), 3,56 (3H, c¢), 7,30-7,42 (1H, m), 7,51-7,65 (2H, m).

E) 1-(3-¢pTop-4-(TpncdTOopMETOKCU)PEHIN)ETAHOH

o  posuuHy  3-dptop-N-meTokeun-N-meTtun-4-(tpudptopmeTtoken)berHsamigy (3,52 r) B
TeTparigpodypaHi (60 mn) nosinbHO AogasanvM 1 M po3unH mMeTunmarHinbpomig/TretparigpodypaH
(39,5 mn) npu 0°C. PeakuinHy cymiw nepemiwyBanu npu KiMHaTHii Temnepartypi nNpoTarom 4 r i
BUNMBaNM B HaCUMYEHWUA BOOHUM PO3YMH XMOPMAY aMOHI0 i CyMill ekcTparysBanu eTtunauetraTtom.
EkcTpakT cywmnu Hag 6e3BogHMM CynbdaTom HaTpilo i PO3YMHHMK yrnapioBanu npu NOHWKEHOMY
TMUCKY. 3anuoK ou4umliany KOMOHKOBOK XpomaTtorpadpiero Ha cunikareni (rekcaH/etunauerar),
OlepXXytoum BKasaHy B 3arofnioBky cnonyky (2,33 r).

'H AMP (300 Mru, AMCO-dg) & 2,62 (3H, c), 7,68-7,80 (1H, m), 7,86-7,96 (1H, m), 8,04 (1H, aa,
J=11,0, 2,1 I'u).

F) 2-6pom-1-(3-pTop-4-(TpndTOpMETOKCH)pEHIN)eTaHOH

Ho posuunHy 1-(3-pTop-4-(TpndbTopmeTOKCH)dheHin)eTaHoHy (4,51 r) B ouToBid kucnoti (50 mn)
NoBINbHO AofdaBanu po3yuH 6pomy (1,12 mn) B ouTOBIN KMCMOTI (5 MIT) NpU KiIMHATHIA TemnepaTypi.
PeakuinHy cymiw nepemiwyeanu npu 50°C npotarom 1,5 r i po34MHHMK ynapoBanu npu NOHWKEHOMY
TMcky. [logaBanu BOAHMIW PO3YMH rigpokapboHaTy HaTpilo i Cymiw ekcTparyBanu eTunaueTaTtoMm.
EkcTpakt npomMuBanM HacuyeHuM BOAHMM PO3YMHOM rigpokapboHaTy HaTpilo, Ccywwunu Hag
6e3BogHUM CynbdaToOM HaTPIO i PO3YMHHMK ynapioBanu npu NOHWKEHOMY TUCKY. 3anuwoK o4yuanm
KOMOHKOBOK XpomaTorpadieto Ha cunikareni (rekcaH/eTunauerar), OAepXKyloun BKazaHy B 3arofioBKy
cnonyky (6,01 r).

'H AMP (300 Mru, AMCO-dg) & 4,99 (2H, c), 7,73-7,84 (1H, m), 7,92-8,00 (1H, m), 8,12 (1H, aa,
J=11,0, 2,0 l'u).

G) 1-(3-dpTOp-4-(TPUPTOPMETOKCU)(PEHIN)-2-METOKCUETAHOH

[o po3unHy 2-6pom-1-(3-cpTop-4-(TprdpTopmeTokcu)dbeHin)etaHoHy (6,01 r) y metaHoni (60 mr)
popasanu kapboHaT cpidna (1) (7,53 r) i komnnekc Tpudptopmna Gopy:gietunosuin etep (3,10 mn).
PeakuinHy cymiw nepemiwysanu npu 60°C npotarom 4 r B aTMocdepi a3oTy, HEPO3YMHHY PEYOBUHY
BiAdiNbTpoBYBanu i npomusanu eTunaveratoMm. PinbTpar KOHUEHTPYBaNu nNpu NOHWXEHOMY TUCKY i
00 3anuLiKy aodasanu etunauetart i poscon. TBepaui ocapg BiadinbTpoByBanu i opraHiyHWin wap i
BOOHWI Wwap dinbTpaty posainanu. BogHwn wap ekctparysanu eTtunauetrartoMm. EkcTpakt cywwmnm
Hag 6e3BogHMM cynbdaToM HaTpilo i PO3YMHHMK ynaproBanu Npu MOHWKEHOMY TUCKY. 3anuliok
oyuMLlany KONOHKOBOK Xpomatorpadieto Ha cunikareni (rekcan/etunauertaT), OAEpXKyHo4M BKasaHy B
3aronoeky cnonyky (3,57 r).

'H AMP (300 My, AMCO-ds) & 3,36 (3H, c), 4,81 (2H, ¢), 7,70-7,81 (1H, m), 7,83-7,92 (1H, m),
8,01 (1H, ag, J=10,9, 2,3 'w).

H) 1-(3-cpTOp-4-(TpudbTOpMETOKCH)PEHIN)-2-MeTOKCUeTaHaMiHy rigpoxnopua

Ho cymiwi 1-(3-dpTOp-4-(TpUdTOPMETOKCU)PEHIN)-2-MeTOKCUeTaHoHy (3,57 r) i rigpokcunaminy
rinpoxnopuay (2,01 r) B etaHoni (50 mn) gopasanu TpuetunamiH (3,99 mn). PeakuinHy cymiw
nepemillysanu Npu KiMHaTHIn TemnepaTypi NPOTAroM 16 r i PO34YMHHUK ynaproBanu rnpu NOHWKEHOMY
TucKy. [lo 3anuwKy fofasanu Body i CyMill ekcTparyBanu etunauetratoM. EkcTpakt npomusanu
HacM4YeHVM pO3CONOM, CyWMnM Hag 6e3BoAHUM CynbdaToM HaTPild i PO3YMHHUK ynaproBanu npu
NMOHWXKXEHOMY TUCKY, OoAepXKyo4mn HEeOYULLEHUI npoayKT (3,89 r), 1-(3-pTOP-4-
(TpudpTopmeTokeu)dpeHin)-N-rigpokcn-2-meTokcmeTaHiMiH.  [Jo po34MHYy OAepKaHOro HeoYMLEHOro
npoaykty (3,89 r) B etaHoni (60 mn) gogaeanu 20 % rigpokceug nanagito-syrinns (1,00 r). PeakuinHy
CyMill nepemillyBanu rnpu KiMHaTHIA TemnepaTypi NnpoTaroMm 5 r B atMocdepi BOAHIO, HEPO3UMHHY
peyoBuMHY BigdINbTpoBYBanu i inbTpaT KOHLEHTPYBanM NpW MOHWKEHOMY TUCKY. 3anuiiok
posumHanu B etunauetati (10 mn), i gogasanu 4 M po3uuH xnopua BoaHw/etunavetat (10 mn).
Po3umMHHUK ynaproBanu npu NoOHWXeHOMY TUCKY i TBepaMin ocag, npoMuBanu AiisonponinoBMMm eTepoMm,
OLlePXKYylouM BKa3aHy B 3aronoBky cnonyky (2,86 r).

'H AMP (300 MIu, IMCO-ds) & 3,32 (3H, c), 3,60-3,78 (2H, m), 4,53-4,66 (1H, m), 7,46-7,55 (1H,
M), 7,62-7,84 (2H, m), 8,70 (3H, wc).

1) N-(1-(3-gpTOp-4-(TPUTOPMETOKCH)PEHIN)-2-METOKCUETUN)-7-NoL-2-0KCOo-1-((2-
(TpumeTuncunin)eToken)meTun)-2,3-gurigponipnaol2,3-blnipasmH-4(1H)-kapbokcamig,
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[o po3uuHy 7-noa-1-((2-(tpumeTuncunin)etokcu)metun)-3,4-gurigponipnao[2,3-bJnipasun-2(1H)-
oHy (1,00 r) B TeTparigpodypaHi (37,4 mn) nosinbHO godaBanu po34vuH Bic(TpuxnopmMmeTun)kapboHaTty
(586 wr) B TeTparigpodypaHi (5,60 mMn) npu KiMHaTHIN TemnepaTtypi B aTtMocdepi a3oTy. PeakuiiHy
cymiw nepemiwysanu npu 40°C npotdarom 3 r B aTMocdepi a3oTy i PO3YMHHUK ynapioBanu npu
MOHWXEeHOMY Tucky. [o 3anuwky pgoaasanu TeTparigpodypaH i PO3YMHHMK ynaproBanu npu
noHmxeHoMy Tucky. Onepauito (gogaBaHHSA TeTparigpodpypaHy i HacTynHe ynapioBaHHSA)
NoBTOPIOBaNM Tpudi. 3anuwiok po3soannu tetparigpodypaHom (18,7 mn) i cymil noBinbHO gogaBanm
0o cymiwi  1-(3-cptop-4-(TpndTopMeToKCH)EHIN)-2-MeToKCMeTaHaMiHy rigpoxnopuagy (858 wr) i
TpueTtunaminy (1,04 mn) B TeTparigpodypati (12,4 mn) npu KiMHaTHIA TeMnepaTypi. PeakuiinHy cymiw
nepemiysann npoTarom Hodi npu 60°C i pO3UYMHHMK ynapioBanu Mpu MOHWXKEHOMY Tucky. [o
3anvLIKy godaBanu BOAY i CyMmill eKkcTparyBanu etunauetatom. EKCTpakT npomuBanu HacuveHuM
po3conom, cywimnu Hag 6e3BoaHMM CynbaToM HaTPIlo | PO3YMHHUK ynapioBanu nNpu MOHWKEHOMY
TUCKY. 3anuLioK ovmLlany xpomartorpadieto Ha cunikareni (rekcan/eTunaueTtaT), OAEPXKYIOYM BKa3aHy
B 3aronosky crnonyky (1,58 r).

MC (IAT+):[M+H]" 685,1.

J) N-(1-(3-dpTOop-4-(TpUdhTopMETOKCU)DEHIN)-2-METOKCMETUN)-7-TiJPOKCK-2-0KCO-1-((2-
(TpumeTuncunin)eTokcm)meTnn)-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-kapbokcamig

Ho po3unHy  N-(1-(3-cpTop-4-(TpMdTOpMETOKCHK)DEHIN)-2-MEeTOKCUETUN)-7-n0A-2-0kco-1-((2-
(TpumeTuncunin)eTokcm)meTnn)-2,3-aurigponipnao[2,3-bjnipasvH-4(1H)-kapbokcamigy (1,58 r),
4,4,4'4'5,5,5' 5'-oktameTun-2,2'-6i-1,3,2-giokcadoponary (1,19 r) i auetarty kanito (935 mr) B N, N-
anvetundopmamigi (23,1 mn) gopmasanu (1,1-6ic(gudpenindocdiHo)depoueH)anxnopnanagin (ll)
(173 wr). PeakuiiHy cymiw nepemiwysanu npotsarom Hodi npu 80°C B atMmocdepi aproHy, Ao Hel
Aopasanu Body i CyMill ekcTparyBanu eTunaueTratom. EKCTpakT nocnigoBHO npomuBany BOAOHO i
HacuM4yeHVM pOo3COfoM, Cywnnu Haga 6e3BogHVMM Cynb@daToM HaTpilo i PO3YMHHMK ynaptoBanu npu
MOHMXKEHOMY  TUCKY,  OAEpXyluuM  HeouuweHwn  npogykt (2,02 1), N-(1-(3-cptop-4-
(TpudpTopmeToKeUu)heHin)-2-meTokecmeTunn)-2-okco-7-(4,4,5,5-tetpametun-1,3,2-giokcaboponaH-2-in)-
1-((2-(TpumeTuncunin)etokcn)meTtnn)-2,3-gurigponipnao[2,3-blnipasunH-4(1H)-kapbokcamia. Oo
PO34MHY OAEepPXKaHOro HeouuLeHoro Npoaykty (2,02 r) B TetparigpodypaHi (29,6 mn) gogasanu 2 M
BOOHWI poO34uH rigpokenay Hatpito (5,91 mn) npu 0°C. PeakuinHy cymiw nepemiwysanu npu 0°C
npotarom 30 xB i gogasanu 35 % BogHun nepokcup BogHoo (1,04 mn). PeakuiiHy cymiw
nepemiwyBanuM npu KiMHaTHI TemnepaTtypi 2 © i Ao Hei gogasanu nbogsHy Bogy. Cymiw
nigkucnioBany BUKOPUCTOBYOYM 1 M XrOpBOAHEBY KUCNOTY i eKcTparyBanu eTunauetatoM. EkcTpakr
NocniA0BHO MPOMMBANM BOAOK i HACMYEHUM PO3COSIOM, CyLUMKN Hag 6e3BoAHNM CyrnbaToM HaTPIKO i
PO3YMHHUK ynaploBanu npu NOHWXEHOMY TUCKY. 3anuLloK ouullanyi xpomartorpadieto Ha cunikareni
(rekcaH/eTunaueTar), o4epKyloun BkasaHy B 3arofioBky cnonyky (1,24 r).

MC (IAT+):[M+H]" 575,2.

K) N-(1-(3-dbTOop-4-(TpUTOPMETOKCH )(PEHIN)-2-METOKCUETUI)-7-METOKCU-2-0KCOo-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-blnipasvH-4(1H)-kapbokcamig

Ho posunHy N-(1-(3-dbTop-4-(TPUdTOPMETOKCU)PEHIN)-2-METOKCUETININ)-7-Ti4POKCU-2-0KCO-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-kapbokcamigy (1,24 r) B N, N-
anmvetundopmamigi (27,7 mn) gogasanu kapboHat kanito (300 wmr) i nogmeTaH (204 mkn). PeakuinHy
CyMill MmepemiwyBanu Npu KiMHaTHIA TemnepaTypi npoTtarom 3 I, OO Hei gogasanu BoAy i CyMill
eKkcTparyBanu etunaueratoMm. EKCTpakT npommuBanu HacnM4eHMM pPo3COMoM, Cylunu Hag 6e3BoaHUM
cynbaTtoM HaTpilo i PO3YMHHUK ynapioBanuM MpU  MOHWXKEHOMY TWUCKY. 3anuvwioK ouuwanmu
xpomaTtorpadieto Ha cunikareni (rekcaH/eTunaweTaT), O4epXyrun BkasaHy B 3arorioBKy crnonyky (646
Mr).

MC (IAT+):[M+H]" 589,2.

L) N-(1-(3-dbTop-4-(TpNhTOPpMETOKCU )(PEHIM)-2-METOKCUETUNN)-7-METOKCU-2-0KCO-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig

o N-(1-(3-dpTOp-4-(TpMdTOPMETOKCU )PEHIN)-2-METOKCUETUN)-7-METOKCU-2-0KCO-1-((2-
(TpumeTuncunin)eToken)metun)-2,3-gurigponipnao[2,3-blnipasnH-4(1H)-kapbokcamigy (646 M)
Aopasanu TpudpTopouToBy kucnoty (15,8 mn) i Boay (1,77 mn). Peakuiivy cymiw nepemiwysany npu
KiMHaTHIA TemnepaTtypi NpoTAroM 1 r i PO3YMHHMK yrmapltoBanu nNpu MOHWKEHOMY TUCKY. 3anuLiok
posunHanu B N, N-aumeTtundopmamigi (30,1 mn) i gogasanu 8 M posunH amiak/meTtaHon (5,91 mn).
PeakuinHy cymiw nepemiwlyBanu npu KiMHaTHIM TemnepaTtypi 2 r i pO34YMHHUK ynaptoBanu npu
MOHWKEHOMY TWUCKY. 3anulioK po3BOAMMM eTunauetaToMm, CyMill MOCAiAOBHO NpoMMBany BOAOHO i
HacM4YeHUM PO3COSIOM, CYLIMIM Hag 6e3BOAHUM CynbdaToM HaTpilo i PO3YMHHUK ynaproBanu npwu
noHmwkeHoMmy Tucky. OpepxaHy TBepay Pe4yoBMHY MNpOMMBanNM rekcaH/etunauerar, OOepXylun
BKa3aHy B 3aronosky cnonyky (402 wmr).

MC (IAT+):[M+H]" 459,1.
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'H AMP (300 My, AMCO-ds) 5 3,29 (3H, c), 3,54-3,70 (2H, m), 3,83 (3H, c), 4,29-4,49 (2H, wm),
5,00-5,13 (1H, m), 6,97 (1H, A, J=2,6 T'u), 7,29 (1H, g, J=8,7 T'u), 7,41-7,59 (2H, m), 7,75 (1H, g, J=2,6
lu), 10,01 (1H, g, J=7,5Twu), 10,76 (1H, wc).

Mpuknag 67-1

N-((1S)-1-(3-cpTop-4-(TpndTOPMETOKCU)EHIN)-2-METOKCUE TN )-7-METOKCU-2-0KCO-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

Pauemiyhnn  N-(1-(3-dpTOp-4-(TPUTOPMETOKCH)(PEHIN)-2-METOKCUETWUI)-7-METOKCU-2-0KCO-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamig (388 mr) posginsanu 3a gonomoroto SFC (konoHka:
CHIRALPAK IA, 20 mmBOx250 mm[, surotoBnsietbcs Daicel Chemical Industries, Ltd., Pyxoma
dasa: pgiokema Byrneuto/metaHon = 860/140), i kpucTanidyBanu 3 rekcaH/etTvnaueTrar, OLEPXYoun
BKa3aHy B 3arofioBKy CromykKy, WO Mae KOpoTWNA Yac yTpuMaHHsa (139 Mr) sk kpucTtanu.

MC (IAT+):[M+H]" 459,1.

'H AMP (300 My, AMCO-ds) 3 3,29 (3H, c), 3,55-3,70 (2H, m), 3,83 (3H, c), 4,28-4,51 (2H, m),
4,99-5,14 (1H, m), 6,97 (1H, A, J=3,0 l'u), 7,29 (1H, g, J=8,7 'y), 7,41-7,59 (2H, m), 7,75 (1H, g, J=2,6
lu), 10,02 (1H, g, J=7,5Twu), 10,76 (1H, wc).

Mpuknag 67-11

N-((1S)-1-(3-dpTOp-4-(TPUPTOPMETOKCH )PEHII)-2-METOKCUETUN)-7-METOKCU-2-0KCO-2, 3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

A) etun (5-6pomnipnamnn-3-in)kapbamar

Ho cymiwi 5-6pomnipugunH-3-amivy (35,4 1) i nipuguHy (19,8 mn) B TeTparigpodypati (600 mn)
noBinbHO AopaBanu etunxmnopdopmiat (23,4 mn) npu 0°C. PeakuiiHy cymiw nepemiwyBanm
NPOTArOM HOYi MpW KiIMHaTHIM TemnepaTypi B aTmocdepi as3oTy, BunuBanuM Yy BoAdy i CyMill
eKkcTparyBanu etunauertatoMm. EKCTpakT npoMuBany HacMYeHVM PO3COMNOM, CyLUMnM Hag 6e3BoaHUM
CcynbhaTtoM MarHito i PO3YMHHMK YynaproBanu Mpu MOHWKEHOMY TucKy. [o 3anuwky Aoaasanu
giisonponinosun etep (400 mn), cymiw nepemilysBanu nNpu KiMHaTHin Temnepatypi npotarom 20 xB i
ofepXaHy TBepAy peyoBuHy 3bupanu inbTpyBaHHAM, OOEPXYHUM BKa3aHy B 3arofioBKY CMOMyKY
(29,0 ).

MC (IAT+):[M+H]" 245,1.

B) etun (5-6pom-2-HiTponipuanH-3-in)kapbamat

Ho po3uuHy etun (5-6pomnipuamn-3-in)kapbamaty (19,0 r) B koHU. cipyaHin kucnoTi (37,2 mn)
NoBINMbHO AodaBanu asoTHY KWUCNOTY, Wo AuMmutb, (26,1 mn) npu 0°C. PeakuiHy cymiw
nepemilysanu nNpu KiMHaTHIA Temnepatypi npoTdarom 72 r B aTmocdepi asoTy. PeakuinHy cymill
noBiNbHO BUNMBanu Ha nig, pH cymiwi gosoaunu 0o 9 BukopuctoByoun 28 % BOAHWUA aMiak i cymiLl
eKkcTparyBanu etunauetatoMm. EkCcTpakT npoMuBany HacMYeHUM PO3COJSIOM, CYLUMIK Hag 6e3BOAHUM
cynbaTtoM HaTpito i PO3YMHHMK YyraproBanu npu MOHWXKeHoMY TUcky. [lo 3anuuwky popasanu
eTunaueTat/rekcaH, cymiw nepemiwysanu 15 xB, opgepxaHy TBepgy pedqoBuHy 36upanu
iNbTPyBaHHAM | NPOMMBAaNM rekcaHoM, OA4epXKytoumn BkazaHy B 3aronosky cnonyky (13,9 r).

MC (IAT+):[M+H]" 290,1.

C) 5-MeToKCK-2-HiTponipuaunH-3-amiH

Ho posumHy etun (5-6pom-2-HiTponipnanH-3-in)kapbamarty (31,1 r) y metaHoni (900 wmn)
pofasanu 28 % po3unH meTokcua HaTpito/metaHon (83,0 r) npu kiMHaTHIM Temnepatypi. PeakuinHy
cymiw nepewmiwyBanu npu 65°C npotarom 4 r B atMoccdepi asoTy i pO3YMHHMK ynaptoBanu Ao
npubnmaHo 150 mn npu nNoHwxkeHomy Tucky. [o 3anuwky gogaBanu HacMYeHUIn BOOHWA PO34YUH
Xriopuay amoHito, Cymilwl nepemillyBanu npu kKiMHaTHiA Temnepatypi npotarom 20 XB i PO3YMHHUK
ynaptoBanu go npuonuaHo 100 mn npu noHwxkeHomy Tucky. OgepxaHy TBepay pevoBuHy 36upanu
dinbTpyBaHHSM, MPOMMBAIM BOAOK, OAEPXKYO4M BKadaHy B 3arofnoBKy crnonyky (16,6 r).

MC (IAT+):[M+H]" 170,2.

D) 2-xnop-N-(5-meTokcK-2-HiTponipnanH-3-in)auetamig

[o po3unHy 5-meTokcu-2-HiTponipnamH-3-amiHy (24,7 r) B N, N-gumeTtundopmawmigi (740 mn)
NnoBiNbHO [oAaBanu po3yuH xrnopaueTunxnopuay (23,2 mn) B TetparigpodypaHi (40 mn) npu 0°C.
PeakuinHy cymiw nepemiwyBanu npu KiMHaTHIn TemnepaTtypi npotarom 3 r B atmocdepi asoTy i
PO3YMHHUK yNaproBanu Mpu MOHMWKEHOMY TUCKy. [1o 3anuvuwKy gogaBanu HacUYeHWn BOOHWMIA PO3YUH
rigpokapboHaTy HaTpilo i Cymil ekcTparyBanu etunaueTtatoM. EkcTpakTt npomuBanu HacudeHuwm
pO3COMOM, CyLUMNM Hag 6e3BOAHUM CynbdaTtOM MarHito i PO3YMHHMK yrnapitoBanu npu MNOHWXKEHOMY
Tucky. [o 3anuwky gopasanu fiisonponinoBuin eTep/rekcaH i cymill nepemillyBany npu KiMHaTHIN
TemnepaTtypi npotarom 30 xB. OgepxaHy TBepAy pPeqoBMHY 30Mpanu QinbTpyBaHHSAM, NpoOMMBanu
AiisonponinoBun eTep/rekcaH, OAepXyro4mM BKa3aHy B 3aronosky cnonyky (34,1 r).

MC (IAT+):[M+H]" 246,0.

E) N-(2-amiHo-5-MeToKcunipuauH-3-in)-2-xnopavetamig

94



10

15

20

25

30

35

40

45

50

55

60

UA 115057 C2

Cywmiw 2-xnop-N-(5-meTokcun-2-HiTponipnanH-3-in)auetamigy (34,1 r), xnopugy amoHito (44,6 r),
3anisa (27,1 r), etraHony (823 mn) i Boan (206 mn) nepemiwyBanu 75°C npotsarom 40 XB i PO34YMHHUK
yrnaptoBanu npu noHmwkeHomy Tucky. [1o 3anuwky gogasanu Tetparigpodypar (500 mn) i HacnyeHun
BOOHUM po34uH rigpokapboHaTy Hatpito (300 mn) i peakuinHy cymiw nepemiwysanu 15 xB.
Hepo3unHHy pevoBuHy BigdinbTpoByBanu Yepes Llenit i Ao ginbTpaTy AogaBany HaCMYEeHUI Po3cCin i
CyMill eKcTparyBanu eTurauetatom. EKCTpakT npommBanu HaCUMYEHUM pPO3COSIOM i PO3YMHHUK
yrnapoBanu npu NoHWKeHOMy TUCKy. [1o 3anviKy gogasanu 4ii3onponinoBuii eTep/rekcaH, ogepxaHy
TBEPOY PEYOBUHY 30upanu QinbTpyBaHHSIM i MpOMMBAnM Aii3onponinoBuin eTep/rekcaH, oaepXKyr4mn
BKasaHy B 3arosioBky cronyky (26,3 r).

MC (IAT+):[M+H]" 216,1.

F) 6eH3nn (3-((xnopaueTtun)amiHo)-5-meTokemnipnanH-2-in)kapbamat

Jo cymiwi N-(2-amiHo-5-meTokcunipnanH-3-in)-2-xnopauetamigy (2,74 r) i nipuguHy (5,14 mn) B
TeTparigpodypaHi (85 mn) noeinbHO gogasanu 6eHsunxnopdopmiat (2,72 mn) npu 0°C. PeakuiniHy
CyMill nepemillyBanu nNpu KiMHaTHIA Temnepartypi npotsrom 1 r, gogaBanu eTunaueTaT i cymiw
nNpoMMBany CyMiLLLLIO BOAHOTO PO3YuHY rigpokapboHaty Hatpito i podcony. OpraHiyHun wap 3HOBY
NpoOMMBanyM HacM4YeHUM PO3COMIOM | PO3YMHHMK YynaploBanu Mpu MOHWKEHOMY TUCKY. 3anuwiok
ouyMLlany KOMOHKOBOK Xpomartorpacdpieto Ha cunikareni (rekcaH/etunauertar) i ogepxaHy TBepay
peYoBMHY NPOMMBanNu Aii3onponinoBumM eTepom, OAEePXKYUN BKasaHy B 3arofoBKy crnonyky (3,79 r).

'H AMP (300 MIy, AMCO-ds) d 3,82 (3H, c), 4,36 (2H, c), 5,13 (2H, c), 7,30-7,43 (5H, m), 7,87
(1H, g, J=3,0 T'u), 7,95 (1H, g, J=2,6 T'u), 9,46 (1H, c), 9,64 (1H, c).

G) 6eH3nn 7-meTokcu-2-okco-2,3-aurigponipnao[2,3-bJnipasuH-4(1H)-kapbokcunat

Ho po3unHy 6eHann (3-((xnopaueTur)amiHo)-5-meTokeunipnamH-2-in)kapbamary (200 mr) B N, N-
anvetundopmamigi (11 mn) gopgasanu kapboHaTt uesito (279 Mr) npu KiMHaTHIA Temnepatypi i
peakuinHy cymiw nepemiwyBann npu 50°C npotdarom 30 xB. PeakuiiHy cymiw po3Bogunu
eTnnaueTaToM i NPoOMMBaNM HAaCM4YEHUM PO3COSIOM i PO3YMHHUK ynaproBanu npu NMOHMWKEHOMY TUCKY.
3anuLoKk ouunLianm KOMOHKOBOK XxpoMaTorpadieto Ha cunikareni (rekcaH/etunauertaT), og4epXytun
BKa3aHy B 3aronosky cnonyky (115 wmr).

'H AMP (300 Mru, AMCO-dg) & 3,81 (3H, c), 4,36 (2H, c), 5,20 (2H, c), 6,92 (1H, A, J=2,6 ),
7,27-7,43 (5H, m), 7,84 (1H, g, J=2,6 'u), 10,72 (1H, c).

H) 7-meTtokcu-3,4-gurigponipnao[2,3-b]nipasuH-2(1H)-oH

[o po3unHy 6eH3un 7-meToKcu-2-okco-2,3-gurigponipuao[2,3-blnipasuH-4(1H)-kapbokcunaty
(0,722 r) B TeTparigpodypaHi (46,1 mn) gogasanu 10 % nanagin-syrinna (mictute 50 % Boau, 0,049
r) i peakuinHy cyMmill nepemilysanu Npu KiMHaTHIn TemnepaTypi npotsaroMm 15 r B aTMocdepi BOAHIO.
[o peakuinHoi cymiwi gogasanu metaHon npu 50°C g0 po3YMHEHHs1 TBEPAOro ocagy, karanisaTop
BiAdiNbTpoBYBanu i inbTpaT KOHLEHTPYBanu npu NoHMWxeHoMmy Tucky. OgepxaHy TBepay peyoBUHY
npoMusanu AiisonponifioBUM eTepoMm, oAepXyro4n BkazaHy B 3aronosky crnonyky (0,380 r).

'H AMP (300 Mru, IMCO-dg) & 3,68 (3H, c), 3,82 (2H, A, J=1,9 T'y), 6,32 (1H, c), 6,66 (1H, o,
J=2,6 'u), 7,37 (1H, A, J=2,6 'u), 10,32 (1H, c).

1) N, 2-anmeTtokcu-N-meTunaueTamig

Jo cymiwi N, O-gumeTunrigpokcunaminy rigpoxnopuay (24,7 r) i kapbonaty kanito (63,7 r) y
auetoHiTpuni (330 mn) gogasanu 2-meTokcuauetunxnopug (25,0 r) npu Temnepatypi 10°C abo
Hwx4e. PeakuinHy cymill nepemiwlyBanu MpoOTAroM HOMi NpW KiMHaTHIA Temnepartypi, HEPO3UYNHHY
peyoBuMHY BigdINbTpoBYBanu i inbTpaT KOHLEHTPYBanM NpW MOHWKEHOMY TUCKY. 3anuiiok
neperaHanu (Temnenpatypa kuniHHA: 60°C/0,8 Klla), ogepxxytoun BkasaHy B 3aronoBky cnonyky (25,8
r).

'H AMP (300 Mru, CDCl3) & 3,20 (3H, c), 3,47 (3H, a, J=0,8 I'u), 3,69 (3H, c), 4,22 (2H, c).

J) 1-(3-pTop-4-(TpncTOpMETOKCU )PEHIMN)-2-METOKCMETAHOH

Ho cymiwi 4-6pom-2-cTop-1-(TpUdTOopMeTOKCM)OEeH30ny (25,0 1) i N, 2-aumeTokcu-N-
MeTunauetamigy (15,4 r) B TeTparigpodypaHni (400 mn) nosinbHo gofasanun 1,6 M po3uMH H-
oytunniti/rekcan (72,4 mn) npu -78°C B atmocdepi a3oTy. PeakuinHy cymiw nepemiwysanu npu -
78°C npoTtdarom 20 xB B aTtMocdepi a3oTy i HentpanidyBanu 0,1 M xnopBOAHEBOI KUCMOTOK i CyMmiLL
eKkcTparyBanu etunauetatom. EKcTpakT nocnigoBHO NpoMuBany BOLOK i HAaCMYEHMM pPO3COJSIOM,
cywunu Hag 6e3BogHMM cynbdaToM HaTPilo i PO3YMHHUK ynaptoBanu Npu MOHMXKEHOMY TUCKY.
Banuwok ounanu xpomaTtorpadieto Ha cunikareni (rekcaH/eTunaueTaTt), OAepXyluuM BKasaHy B
3aronosky crnonyky (15,7 ).

'"H AMP (300 My, CDCI3) & 3,50 (3H, c), 4,63 (2H, c), 7,42 (1H, ddd, J=8,6, 7,3, 1,5 I'y), 7,75-
7,81 (1H, m), 7,83 (1H, poa, J=10,2, 1,9 T'w).

K) 1-(3-¢pTop-4-(TpncdTopmeTokcn)deHin)-N-rigpokcu-2-MeToKCUeTaHIMIH

[o posunHy 1-(3-cpTop-4-(TpudTopMeToKkcn)deHin)-2-meTokcmeTaHoHy (7,56 1) B eTaHoni (250
M) gogaBanu rigpokcunaminy rigpoxnopua (4,17 r) i Tpuetunamin (8,36 mn) npu KiMHaTHIn
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TemnepaTypi. PeakuinHy cymiw nepemiwyBanu npu KiMHaTHIA TemnepaTypi npotarom 16 r i
PO3YMHHUK ynapioBanu npu NoHMWxXeHomy TUCKy. [1o 3anuwiky goaasanuv BOAY i CyMill ekcTparysanm
eTunaueTtatoM. EkcTpakT nocnigoBHO NpoMMBanM BOAOK i HAaCMYEHVMM PO3COSMIOM, CYLUIMNWU Hapg
06e3BogHUM CcynbdaTtoM MarHito i pO34YMHHUK ynaproBany Mpu NOHMXXEHOMY TUCKY. 3anuLwoK o4ynwanm
xpomaTtorpadieto Ha curnikareni (rekcaH/eTvnaueTaT), OAepXKytouM BKasaHy B 3arofloBKy crnonyky (7,88
r).

MC (IAT+): [M+H]" 268,0.

L) Tpet-6yTnn (1-(3-cpTop-4-(TpndTopMeTOKCU )P EHIN)-2-MeToKCueTUn )kapbamaT

[o posunny 1-(3-dpTop-4-(TprdTopmeTokcn)deHin)-N-rigpokcun-2-metokeuetanimiHy (7,88 r) B
etaHoni (200 mn) pogasanun 10 % nanaaiv-syrinng (mictute 50 % Boawn, 1,00 r). PeakuinHy cymiw
nepemillyBann nNpOTArOM HOYi MNpWU KiMHATHIN TemnepaTtypi B aTtmMocdepi BOAHIO, HEPO3YUHHY
peyvyoBuHy BigdineTpoByBanu i inbTpaT  KOHUEHTpyBanu Mpu  MNOHWXEHomy Tucky. [o
TeTpariapodypaHoBoro po3umHy (200 mn) 3anuwky gogasanu gu-tpeT-6ytungukapbonat (7,53 mn) i
Tpuetunamin (6,17 mn) i cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTypi npotarom 16 r. [o
peakuinHOl CcyMmiwi gogaBanu BoAy | CyMill ekcTparyBanu eTunaueTtaTtoM. EKCTpakT npomuBanu
HacM4YeHVM pO3COSIOM, CYLIMNU Hag 6e3BOoOHWM CyrbgaToM MarHito i po34YMHHUK ynaproBanu npwu
MOHWKEHOMY  TWUCKY. 3anuwoK ouuwanu KOMOHKOBOK  XpomaTtorpadpiero Ha  cunikareni
(rekcaH/eTvnaveTar), o4epXylun BKa3aHy B 3arofioBKy crnonyky (8,25 r).

'H AMP (300 My, CDCl3) & 1,42 (9H, wc), 3,35 (3H, c), 3,49-3,67 (2H, m), 4,78 (1H, wc), 5,34
(1H, wc), 7,08-7,29 (3H, m).

M) TpeT-6yTun ((1S)-1-(3-pTop-4-(TpndTopMeTOoKCH)heHin)-2-meTokcneTun)kapbamar

PauemiuHni TpeT-6yTun (1-(3-pTOp-4-(TPUdTOPMETOKCHM )PEHIN)-2-MeTOoKCUEeTUN )kapbamat
(12,48 r) posginann 3a pgonomoroto BEPX (kononka: CHIRALPAK AD, 50 mmB[Ox500 mm[,
BurotoBnsetbca Daicel Chemical Industries, Ltd., Pyxoma dasa: rekcan/etaHon = 950/50),
OepXKytoun BKazaHy B 3arofioBKy CMOMyKy, O Mae KOPOTLWA Yac yTpuMaHHs (5,73 ).

MC (IAT+), sHangeHo: 254,0.

N) (1S)-1-(3-cpTop-4-(TpMdTOPMETOKCH)PEHIn)-2-MeTOKCUeTaHaMiHy rigpoxnopua

Cywmiw tpet-6yTun ((1S)-1-(3-dptop-4-(TpndTopMeToKCH)heHin)-2-meTokcuetun)kapbamary (5,73
r) i 4 M po3uuH xnopua BogHw/etunauetaT (100 mn) nepemiwyBanu npu KiMHaTHIN Temneparypi
npotaroM 3 r. PO34MHHUK ynaptoBany Npu NoHWKEHOMY TUCKY, 3anuvLLIOK NPOMMBaNu 4iizonponinosum
€TepoM, OfepXKyun BkasaHy B 3arorioBky cnonyky (3,22 r).

MC (IAT+), s3HangeHo: 254,0.

0) N-((1S)-1-(3-cpTOp-4-(TpUdTOPMETOKCH )DEHIN)-2-METOKCUETUN)-7-METOKCU-2-0KCO-2, 3~
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig
o cymiwi  7-metokcu-3,4-gurigponipngol2,3-blnipasuH-2(1H)-ony (2,49 1) i N, N-

giisonponinetunamivy (7,13 wmn) B TeTparigpodypaHi (120 mn) noBinbHO AdopjaBanu  4-
HiTpodeHinxnopdopmiat (3,64 r) npu 0°C. PeakuiiHy cymiw nepemiwlyBanu npuv KiMHaATHIN
TemnepaTypi npoTarom 3 r B atMOcdepi as3oTy i PO3YMHHMK ynaproBanu npu NOHWKEHOMY TUCKY. 1o
3anuuwKky popasanu giisonponinosun etep (200 mn) i HacmyeHwun poscin (150 mn) i cymiw
nepemilwyBanu npu KiMHaTHin Temnepatypi npotarom 20 xB. OgepxaHy TBepay peyvoBuHY 30upanu
GinbTpyBaHHSM, MPOMMBANM BOAO i Aii30NponinoBMMm eTepoM, oaepXytoun 4-HITpodeHin 7-MeToKcK-
2-0kco-2,3-gurigponipmao[2,3-blnipa3un-4(1H)-kapbokcunat (4,20 r). Cymiw 4-HiTpodpeHin 7-meTokcn-
2-0kco-2,3-gurigponipmao[2,3-b]nipasun-4(1H)-kapbokcunaty (4,20 ), N, N-giizonponinetTunaminy
(11,9 mn) i (S)-1-(3-cpTop-4-(TpUdTOPMETOKCU)PEHIN)-2-MEeTOKCHeTaHaMiHy rigpoxnopuay (4,43 r) B
N, N-aoumetundopmamigi (130 mn) nepemiwyBanu npu KiMHaTHIn Temnepartypi npoTtarom 16 r i
PO3YMHHUK yMnaplBanM Mpu MOHWXEHOMY TuCKy. [lo 3anuvwKky pJogasBanu BOAHMW  PO3YMH
rigpokapboHaTy HaTpito i Cymiw ekcTparyBanuM 3MillaHMM  PO3YMHHUKOM eTunauetaTy i
TeTparigpodypaHy. [EKCTpakT npomuBanmu HaCM4YeHMM pO3COMNOM, Cywunum Hag 6e3BOgHUM
cynbhaTtoM HaTpilo | PO3YMHHMK yMaptoBanu Mpu  MOHWXKEHOMY TWUCKY. 3anuvlioK ouuwanu
xpomartorpadpieto  Ha cunikareni (NH, rekcaH/etunauetaTt), ogepxytoun (S)-N-(1-(3-dpTop-4-
(TpMdTOPMETOKCU)DEHIN)-2-MEeTOKCUETN)-7-MEeTOKCU-2-0KCOo-2,3-auriaponipmuao[2,3-blnipasuH-4(1H)-
kapbokcamig (5,01 r). Oo po3uuHy opepxaHoro (S)-N-(1-(3-dTop-4-(TpucpTopmeToKcu)deHin)-2-
METOKCMEeTWN)-7-MeTOKCU-2-0kco-2,3-aurigponipnao[2,3-b]nipasuH-4(1H)-kap6okcamigy (5,00 1) B
etaHoni (200 mn) gopmaBanu akTtueBoBaHe Byrinnsa (shirasagi) (10 r) i cymiw nepemiwyBanu npwu
KiMHaTHIN Temnepatypi npoTtdarom 30 xB. Hepo3uuMHHy pedqyoBMHY BiodinbTpoByBanu i npomMuBanu
aueToHoMm. PinbTpaT KOHLUEHTpyBanM Mpu MNOHWXKEHOMY TUCKy, ogepxytoun (S)-N-(1-(3-dpTop-4-
(TP TOPMETOKCU )DEHII)-2-METOKCUETU)-7-METOKCU-2-0KCO-2,3-aurigponipmuaol2,3-b]nipasuH-4(1H)-
kapbokcamig (4,17 r). o po3umHy opgepxaHoro (S)-N-(1-(3-dpTop-4-(TpndTopMeToKCn)PeHin)-2-
METOKCUEeTUN)-7-MeTOKCU-2-0Kco-2,3-gurigponipnaol2,3-blnipasunH-4(1H)-kapbokcamiay (4,17 1) B
aueToHi (35 mn) noinbHO gopasanu rentad (70 mn) npu 52°C. Cymiw nepemiwyBanu npu 52°C
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npotsrom 1 r, noBinbHO npu 52°C gogaBanu rentad (35 M) i cymiw NOCTYNOBO OXONOMKYBanu Ao
KiMHaTHOI Temnepatypu. Cymill nepemillyBanm NnpoTsiroM HOYi Npy KiMHAaTHIN TemnepaTypi i noTiMm npu
5°C npotsrom 1 1. OpepxaHy TBepAy peuyoBuHy 30vpanu inbTpyBaHHSAM | npomuBanu
aueToH/renTaH, OAepXylo4umM BKadaHy B 3arofioBky cnonyky (3,15 r) ak kpucranw.

MC (IAT+): [M+H]" 459,2.

'H AMP (300 My, IMCO-ds) & 3,29 (3H, c), 3,56-3,70 (2H, m), 3,83 (3H, c), 4,30-4,52 (2H, m),
4,95-5,16 (1H, m), 6,96 (1H, g, J=2,6 l'u), 7,29 (1H, g, J=8,3 I'y), 7,43-7,57 (2H, m), 7,75 (1H, g, J=3,0
lu), 10,02 (1H, g, J=7,2u), 10,78 (1H, wc).

Mpuknapg 68

N-((1R)-1-(3-cTOp-4-(TPUPTOPMETOKCH)PEHIN)-2-METOKCUETWI)-7-METOKCU-2-0KCO-2, 3~
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

PauemiyHuin N-(1-(3-dpTOp-4-(TPUdTOPMETOKCH)(PEHIN)-2-METOKCUETMUM)-7-METOKCU-2-0KCO-2,3-
avrigponipnao[2,3-b]nipa3un-4(1H)-kapbokcamig (388 mr) posginanu 3a gonomoroto SFC (KonoHka:
CHIRALPAK IA, 20 mmBOx250 mm[, surotoBnsietbcs Daicel Chemical Industries, Ltd., Pyxoma
asa: giokeug Byrneuto/metaHon = 860/140), ogepxyroun Bka3aHy B 3arofioBKY CMOMyKy, WO Mae
AOBLUMIN Yac yTpumaHHs (145 wr).

MC (IAT+):[M+H]" 459,1.

'H AMP (300 My, AMCO-dg) & 3,29 (3H, c), 3,57-3,69 (2H, m), 3,83 (3H, c), 4,29-4,50 (2H, m),
4,97-5,15 (1H, m), 6,97 (1H, g, J=2,6 '), 7,29 (1H, g, J=8,7 I'y), 7,41-7,59 (2H, m), 7,75 (1H, g, J=2,6
lu), 10,02 (1H, g, J=7,5Twu), 10,76 (1H, wc).

Mpuknag 69

7-meTokcu-N-(2-meTokeu-1-(4-(TpudpTopmeTnn)deHin)etTnn)-2-okco-2,3-gurigponipngo[2,3-
b]nipa3nH-4(1H)-kapbokcamig

A) metun N-(5-noa-3-HiTponipnanH-2-in)rniuuHaT

o posudnHy 2-xnop-5-noa-3-HitponipnauHy (12,0 r) B etaHoni (200 mn) gogasanu rigpoxnopua
meTtunrniumHaTy (10,6 r) i Tpretunamin (11,8 mn) npu kiMHaTHIM TemnepaTypi. PeakuinHy cymil
HarpiBanu i3 3BOPOTHIM XONOAWMbHUKOM MpoTarom 20 r i PO34YMHHUK ynaproBanu npu NMOHMKEHOMY
TUCKy. [lo 3anuvwky gogasanu BoAy i CyMill ekcTparyBanu eturnaueraTom. EkcTpakt nocnigoBHO
nNpoM1Bany BOAo i HACMYEHMM PO3COJSIOM, CyLLIMNN Ha 6e3BOOHUM CyNb(aToM MarHito i PO34YMHHUK
ynaptoBanu npu MOHWKEHOMY TUCKy. 3amnuvlIOoK KpucTanisyBanu 3 rekcaH/etunaueraTr, OAepXKytuu
BKasaHy B 3aronosky cnonyky (11,1 r).

MC (IAT+): [M+H]" 338,0.

B) 7-iop-3,4-gurigponipngo[2,3-b]nipasmH-2(1H)-oH

[o po3unHy metun N-(5-rnoa-3-HiTponipmuauH-2-in)rniguHaty (6,00 r) B TeTparigpodypani (300 mn)
popgasanu 5 % nnatuHa-syrinna (500 wr). Peakuiiny cymiw nepemiwyBanv MApPOTSAroM HoYi npu
KiMHaTHIN TemnepaTypi B armocdepi BOAHIO, KaTanizatop BigdinbTpoByBanu i dinbTpar
KOHLEHTpYBanu npu NOHWXEHOMY TUCKY. 3anuwwok po3unHanu B etaHoni (200 mn), cymiw Harpisanm i3
3BOPOTHIM XONOAUNBHUKOM MPOTAroM 16 I i PO34YMHHMK ynaproBanu npu NOHMWKEHOMY TUCKY. 3anmLioK
npoMuBanu AiisonponisioBUM eTepoM, OAEPXKYH4UM BKadaHy B 3arofioBky crnonyky (4,48 r).

MC (IAT+):[M+H]" 276,0.

C) 7-nop-1-((2-(tpumeTnncunin)etokeun)metnn)-3,4-agurigponipnao[2,3-bJnipasunH-2(1H)-oH

Ho cycneHnsii  7-op-3,4-gurigponipuao[2,3-bjnipasuH-2(1H)-ony (3,82 r) B N, N-
anvetundopmamigi (160  mn) nosinbHo pgopmasanu 1 M po3uvMH  rekcameTungucunasung
kanito/TeTparigpodypaH (17,4 mn) npu 0°C. PeakuinHy cymiw nepemiwysanu npu 0°C npotdrom 1 T,
noBiNbHO AodaBanu 2-(XrnopMeTokcu)eTuntpumeTtuncunaHd (3,62 mn) i cymiwl nepemiwysanu npu
KiMHaTHIM TemnepaTypi npoTtarom 20 r. [lo peakuinHoi cymilli fodaBanu Boay, HEPO3UYUHHY PEYOBUHY
BiAdiNbTpOBYBanM BUKOpUCTOBYOUM Llenit i inbTpat ekcTparyBanu eTtunauetatom. EkcTpakr
nocnigoBHO NPOMMBaNy BOAOK | HACMYEHUM PO3CONOM, CyLIunn Hag 6e3BogHUM CynbaToM MarHito i
PO34YMHHUK yrnapoBany npu NOHMXEHOMY TUCKY. 3anuLLIOK OYMLLanM KOSTOHKOBOK Xpomartorpadieto Ha
cunikareni (NH, rekcaH/eTunaueTar), O4EepPXXYOUM BKa3aHy B 3aronoBky cnonyky (2,71 r).

MC (IAT+): [M+H]" 406,0.

D) 2-meTtokcu-1-(4-(TpudpTopmeTun)deHin)eTaHoH

[o po3unHy 2-6pom-1-(4-(TpudpTopmeTun)deHnin)etaHoHy (2,50 r) y metanoni (50 mn) gogasanu
kapboHart cpidna (1) (2,99 r) i komnnekc Tpudptopmg Gopy:aieTunosun etep (1,42 mMn) Npu KiMHaTHIN
TemnepaTypi. PeakuinHy cymiw nepemiwyBanu npotarom Houi npy 50°C, HEpO3YMHHY PEevYOBUHY
BiAiNbTPOBYBaNM i PO34YMHHUK yraptoBanu Npu NoHmWKeHoMy Tucky. [lo sanuwky gogasanu oy i
CyMmill eKkcTparyBanu eTtunauetatoMm. EKkcTpakT nocnigoBHO npomMuBany BOAOK | HacM4YeHUM
pO3COMOM, CyLIMNU Hag 6e3BOAHUM CynbdaToOM MarHito i PO3YMHHMK ynapioBanu npu NMOHMWKEHOMY
TUCKY. 3anuwioK ouulianM KOMNMOHKOBOKW XpomaTorpadieto Ha cunikareni (rekcaH/etunauerar),
OLlepPXKYyloumM BKasaHy B 3aronoBky cnonyky (1,84 r).
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'H AMP (300 Mru, CDCl3) & 3,51 (3H, ¢), 4,70 (2H, ¢), 7,75 (2H, o, J=8,3 I'u), 8,06 (2H, A, J=7.9
M).

E) 2-meTokcu-1-(4-(TpudTopMeTmn)doeHin)eTaHaMiny rigpoxnopua

[o posunHy 2-meTtokcu-1-(4-(TpudTopmeTun)deHin)etaHoHy (1,84 r) B etanoni (100 mn)
aodasanu rigpokcunaminy rigpoxnopug, (1,17 r) i Tpuetunamin (2,35 mn) npu KiMHaTHIN TeMnepaTypi.
PeakuivHy cymiw nepemiwlyBany npu KiMHaTHin TemnepaTtypi npoTarom 4,5 r i po34ynHHKK ynaptoBanm
Npuv NOHWKXEHOMY TUCKY. [1o 3anuwiKy JogaBany Body i CyMmill ekcTparyBanu etunaueTaTtom. Exkcrpakr
NpoOMMBanyM HaCUYEHWM pPO3COSIOM, CyWMnM Hag ©0e3BoAHMM CynbgaToM MarHito i PO3YMHHUKK
yrnaptoBanu npu nNOHWXEHOMY TUCKY, OOEPXYUN HeoumeHnn npoaykTt, N-rigpokcu-2-metokeu-1-(4-
(TpudpTopmeTun)deHrin)etaHiMmiH. [Jo po3unHy oaepKaHOro HeouuweHoro npoaykty B etaHoni (100
mn) gogasanu 10 % nanagini-syrinns (mictutb 50 % Boau, 200 mr). PeakuinHy cymiw nepemiwysanu
NPOTAroM HOMi MpU KiMHaTHI TemnepaTypi B atMocdepi BOOHIO, KaTanizatop BigdinbTpoByBanu i
inbTpaT KOHUEHTPYBanu npu noHmWKeHOMy TUCKY. Po3uuH 3anuwky B eTunaueTtarti (5 mn) gogasanu
80 4 M posunHy xnopua BogHio/etunauetart (20 mn). PeakuinHy cymiw nepemillysanu npy KiMHaTHIN
Temnepatypi npotarom 30 XB i PO3YMHHMK YynapioBanuM Mpu MOHWKEHOMY TUCKY. 3anuiok
KpucTanisyBanu 3 eTunawueTarty, O4epXyi4mM Bka3aHy B 3aronosky cnonyky (1,81 r).

'H AMP (300 MI'y, AMCO-dg) & 3,26-3,41 (3H, m), 3,59-3,78 (2H, m), 4,58-4,73 (1H, m), 7,66-7,91
(4H, m), 8,69 (3H, wc).

F) 7-non-N-(2-meTokcu-1-(4-(TpudTopmeTn)eHin)eTun)-2-okco-1-((2-
(TpumeTnncunin)eTokcm)meTun)-2,3-aurigponipnaol2,3-bJnipasvH-4(1H)-kapbokcamig

o posuunHy 7-nog-1-((2-(tpumeTtuncunin)eTokcm)metun)-3,4-gurigponipnaol2,3-blnipasmnH-2(1H)-
ony (1,53 r) B TeTparigpodypaHi (60 mn) gogasanu po3unH bic(TpmxnopmeTun)kapboHaty (0,896 r) B
TeTparigpodypaHi (8,0 mn) npu kiMHaTHIN TemnepaTypi. PeakuiiHy cymiw nepemiwysanu npu 40°C

npoTAroM 5 T i PO3YMHHMK ynapioBanM npu  MOHWKEHOMY TUCKY. 3anuwoK po3Bogunun
TeTparigpodypaHom (10,0  wmn) i cymiw  gogaBanuM OO0 Cymiwi  2-meTokcu-1-(4-
(TpudpTopmeTun)dperin)etanaminy  rigpoxnopugy (1,16 ) i TpuetunamiHy (1,58 wmn) B

TeTparigpodypaHi (60 mn) npu KiMHaTHIA Temnepatypi. PeakuiHy cymiw nepemiwysanu npun 60°C
npotaroMm 16 r, 4o Hel godasanu BOAY i CyMill ekcTparyBanu etunauetaTtom. ExcTpakT nocnigosHo
npommnsany BoAOK i HACMYEHMM PO3COSIOM, CYLUMNN Hag 6e3BogHMM CyrnbaToM MarHito i PO3YNMHHMK
ynaproBanu npu nOHWXeHOMY TUCKY. 3anmLLIoK ouMLlany KONOHKOBOK XxpomMaTtorpadieto Ha curmikareni
(NH, rekcaH/eTunauveTaT), O4EepPXYOUM BKasaHy B 3aronosky cnonyky (2,18 r).

MC (IAT+): [M+H]" 651,1.

G) 7-rigpokcn-N-(2-meTokeu-1-(4-(TpudpTtopmeTun)deHin)etmn)-2-okco-1-((2-
(TpumeTuncunin)eTokcm)meTnn)-2,3-aurigponipnao[2,3-bJnipasvH-4(1H)-kapbokcamig
o pO34nHy 7-noa-N-(2-metoken-1-(4-(TpudpTopmeTun)derin)etmn)-2-okco-1-((2-

(TpumeTuncunin)eTokcm)meTnn)-2,3-gurigponipnao[2,3-bjnipasuH-4(1H)-kapbokcamigy (1,19 r),
4,4,4'.4' 555" 5-oktametnn-2,2'-6i-1,3,2-giokcaboponany (941 wmr), auetaty kanito (742 wmr) B N, N-
anvetundopmamigi (18,3 mn) gopasanu (1,1-6ic(andpenindocdiHo)depoueH)anxnopnanagin (ll)
(137 wr). PeakuinHy cymiw nepemiwyBanu npotsaroMm Houi npu 80°C B aTmocdepi aproHy, OO Hel
Aofasanu BoAy i Cymill ekcTparyBanu etunauetratoM. EKCTpakT nocnifoBHO npoMuBany BOAOKO i
HacM4YeHUM pO3CONOM, CyLWMnM Hag 6e3BOAHUM CynbdaToOM HaTPilo i PO3YMHHUK ynaproBanu npu
MOHMXKEHOMY  TUCKY, OAepXywuu  HeouuweHun npoaykt (1,95 r) N-(2-metokcu-1-(4-
(TpucpTopmeTun)dpeHrin)etmn)-2-okco-7-(4,4,5,5-teTpameTun-1,3,2-giokcaboponaH-2-in)-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-bjnipasvH-4(1H)-kapbokcamia. 0o  po3umHy
ofiepXaHoro HeouuweHoro npoaykty (1,19 r) B TeTparigpodypaHi (18,3 mn) gogasanu 2 M BogHun
po3uuH rigpokecugy Hatpito (3,67 mn) npu 0°C. PeakuinHy cymiw nepemiwysanu npu 0°C npotsirom 30
xB i pogaBanu 35 % BogHUM Nepokcua BoAHio (642 mkn). PeakuiiHy cymill nepemiwyBanu npu
KiMHaTHI TemnepaTypi 2 r, 40 Hei AofaBanu NbOAsHY BOAY, CYMill NigKMCoBanu BUKOpucTosyoun 1
M xnopBoAHeBY KUCNOTY i ekcTparysanu etunauetaTom. EKCTpakT nocnifgoBHO npommsanu BOAOHO i
HacM4YeHVM pO3CONOM, CyWMnM Hag 6e3BoAHUM CynbdaToM HaTPild i PO3YMHHUK ynaproBanu npu
MOHMXKEHOMY TUCKY. 3anuok ouuwany Xxpomatorpadied Ha cunikareni (rekcaH/etvnauerar),
OLEPXKYKUM BKa3aHy B 3arofioBKy cnonyky (796 wr).
MC (IAT+):[M+H]" 541,2.

H) 7-meToken-N-(2-meTokeu-1-(4-(TpudTopmeTnn)deHin)eTnn)-2-okco-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-blnipasvH-4(1H)-kapbokcamig
o PO34MHY 7-rigpokcun-N-(2-meTokeu-1-(4-(TpudTopmeTun)denin)etnn)-2-okco-1-((2-

(TpumeTuncunin)etokcn)meTun)-2,3-gurigponipnao[2,3-blnipasunH-4(1H)-kapbokcamigy (796 mr) B N,
N-gumetundopmamigi (18,9 mn) gopasanu kapboHat kanito (205 wr) i noametan (139 mkn).
PeakuinHy cymill nepemillyBanu NpoTAroM HOYi Npu KiMHaTHIN TemnepaTypi, 40 Hel Aoaasanu Boay i
CyMill eKkcTparyBanu etunauetaToMm. EKCTpakT npoMuBany HacUY4EHUM pPO3COSIOM, CYLIWNW Hag
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6e3BoaHNM CcynbdaToOM HaTPIlO i PO3YMHHUK YNapioBanu npu NOHWKEHOMY TUCKY. 3anuLlIoK ouumLlanu
xpomaTorpadieto Ha cunikareni (rekcaH/eTunaueTaT), OAEePXKYH4M BKasaHy B 3arofioBky crnonyky (665
Mr).

MC (IAT+):[M+H]" 555,2.

1) 7-meTokeu-N-(2-meTokeu-1-(4-(TpudTopmeTun)deHin)etun)-2-okco-2,3-gurigponipmaol2,3-
b]nipa3nH-4(1H)-kapbokcamig
o 7-meToken-N-(2-meTokeun-1-(4-(TpndbTopmeTun)deHin)etmn)-2-okco-1-((2-

(TpumeTuncunin)etoken)meTun)-2,3-gurigponipmnaol2,3-bnipasunH-4(1H)-kapbokcaminy (665 M)
popasanu TpudptopouToBy kucnoty (17,3 mn) i Boay (1,93 mn). PeakuiiHy cymiw nepemiwysany npu
KiMHaTHIN TemnepaTtypi NpoTAromMm 1 r i pPO34YMHHMK ynaptoBanu Mpu MOHWXKEHOMY TUCKY. 3anuLuok
posunHanu B N, N-aumeTtundopmamiai (32,9 mn) i gogasanu 8 M posdnH amiak/metaHon (6,46 mn).
PeakuinHy cymill nepemillyBanu npu KiMHaTHIA TemnepaTypi npoTtarom 10 XB i pO34YMHHUK ynaproBanu
NPy NOHWKEHOMY TUCKY. 3annLLoK po3BOAUNM eTUnaueTaToM, CyMill NOCNiAOBHO NPOMUBANM BOAOH i
HacM4YeHMM PO3CONIOM, CyLunM Hag 6e3BoAHMM CynbaToM HaTpPil0 i PO3YMHHUK ynapioBanu npwu
MOHMWKEHOMY TUCKY. 3anulioK KpucTanidyBanum 3 rekcaH/eTunaueTar, OOEepXKyluu BKasaHy B
3arorfoBKy Cronyky (474 wmr).

MC (IAT+):[M+H]" 425,1.

'H AMP (300 My, IMCO-ds) & 3,28 (3H, c), 3,59-3,68 (2H, m), 3,83 (3H, c), 4,25-4,55 (2H, m),
5,00-5,17 (1H, m), 6,97 (1H, g, J=3,0 l'u), 7,56 (2H, g, J=8,3 T'y), 7,64-7,73 (2H, m), 7,77 (1H, g, J=2,6
lu), 10,07 (1H, g, J=7,5Tw), 10,77 (1H, c).

Mpuknag 70

ONTUYHO aKTVBHUIA 7-meToken-N-(2-metokeun-1-(4-(TpudTopmeTun)deHin)etnn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

PauemiuHni 7-meTokcu-N-(2-metokeun-1-(4-(TpudTopmeTun)deHin)etnn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig (444 mr) posginanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK AD, 50 mmBOx500 mm[, BurotoBnsietbcsi Daicel Chemical Industries, Ltd., Pyxoma
dasza: rekcaH/etaHon = 600/400) i kpucTanisyBanu 3 rekcaH/eTunaueraT, OAEPXKYHUYM BKasaHy B
3arofioBKy CMOJyKY, O Ma€e KOPOTLUMIA Yac yTpumarHs (197 wr).

MC (IAT+):[M+H]" 425,1.

'H AMP (300 My, IMCO-ds) & 3,28 (3H, c), 3,61-3,68 (2H, m), 3,83 (3H, c), 4,29-4,50 (2H, m),
5,03-5,16 (1H, m), 6,97 (1H, g, J=2,6 T'u), 7,56 (2H, g, J=8,3 l'y), 7,69 (2H, A, J=8,3 'u), 7,77 (1H, 4,
J=2,6 l'u), 10,07 (1H, @, J=7,2Tu), 10,77 (1H, wc).

Mpuknag 71

ONTUYHO aKTUBHUN 7-meTokcu-N-(2-metokeun-1-(4-(TpudTopmeTun)deHin)etnn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

PauemivHun 7-meTokcu-N-(2-metokeun-1-(4-(TpudTopmeTun)deHin)etnn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig (444 mr) posginanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK AD, 50 mmBx500 mm[, surotoBnsetrbcss Daicel Chemical Industries, Ltd., Pyxoma
dasa: rekcaH/etaHon = 600/400) i kpucTanidyBanu 3 rekcaH/eTunavetaT, OdepXylun BkasaHy B
3arofioBKy Cromnyky, Wo Mae OOBLUMIK Yac yTpuMaHHSA (189 wmr).

MC (IAT+):[M+H]" 425,1.

'H AMP (300 My, AMCO-ds) & 3,28 (3H, c), 3,61-3,67 (2H, m), 3,83 (3H, c), 4,30-4,50 (2H, m),
5,04-5,16 (1H, m), 6,97 (1H, g, J=2,6 T'y), 7,56 (2H, A, J=8,3 'u), 7,69 (2H, g, J=8,3 'y), 7,77 (1H, 4,
J=2,6 l'u), 10,07 (1H, g, J=7,5Twu), 10,77 (1H, c).

Mpuknag 72-I

7-umknonponin-N-(2-rigpokcu-2-meTunn-1-(4-(TpudTtopmeTokcmn)deHin)nponin)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

A) metun N-(5-noga-3-HiTponipnanH-2-in)rniuyHaT

[o posunHy 2-xnop-5-noa-3-Hitponipuauny (12,0 r) B etaHoni (200 mn) gogasanu rigpoxnopua
MeTtunraiuuHaty (10,6 r) i Tpuetunamin (11,8 mn) npu KiMHaTHIM Temnepatypi. PeakuinHy cymiw
HarpiBanu i3 3BOPOTHIM XONOAUNbHMKOM NpoTAroM 20 r i PO3YMHHWMK yrnapoBanu fnpu noHMXeHoMy
Tucky. [o 3anuwky JopaBanu BoAy i Cymiw ekcTparyBanu eTunaueTtaTtoM. EkcTpakT nocnigoBHO
npoMMBanv BOAO i HACUMYEHMM PO3COSIOM, CYLLIMNN Ha 6e3BOOHUM CyrnbgaToM MarHito i pPO34MHHUK
ynaptoBanu npu MOHMWKEHOMY TWUCKy. 3anuLoK KpucTanidyBanu 3 rekcaH/etunaueraT, O4epXKylouu
BKa3aHy B 3aronoBky cnonyky (11,1 r).

MC (IAT+): [M+H]" 338,0.

B) metnn N-(5-uuknonponin-3-HiTponipnaunH-2-in)rniymMHaT

Cymiw meTtun N-(5-nog-3-Hitponipugun-2-in)rniumHaty (1,00 r), umknonponinGopoHOBOiI KACIOTK
(0,510 1), auetary nanagito (II) (0,100 r), Tpmumknorekcundgocdiny (0,250 r) i Tpukanin cdocdaTty
(1,89 r) B Tonyoni (30 mn) nepemiwysanu npu 90°C npotsirom 16 r B aTMocdepi aproHy i poO34nHHUK
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yrnaptoBanu npu NOHMXEHOMY TUCKY. 3anuLIOK oumLLany KONOHKOBOK XpoMartorpadieto Ha cunikareni
(rekcaHn/eTunaueTar), ogepKytoun BkasaHy B 3aronosky cnonyky (0,130 r).

MC (IAT+): [M+H]" 252,1.

C) 7-umknonponin-3,4-gurigponipnao[2,3-b]nipa3unH-2(1H)-oH

HOo cymiwi metun N-(5-uuknonponin-3-HiTponipuaunH-2-in)rniyMHaty (73 wMr) B 3MiluaHOMy
po3unHHUKY eTaHon (10 mn) i TeTparigpodypaH (2 mn) gogasanu 10 % nanagin-syrinns (MicTuTb
50 % Boagwn, 10 mr). PeakuinHy cymil nepemiwyBanu npu KiMHaTHI TemnepaTtypi npotarom 2,5 1 B
aTtmocdepi BOOHIO, KaTanizaTop BiAdinbTpoByBanu i inbTpaT KOHUEHTPyBanu MNpu MOHMXEHOMY
TMCKy. 3anuwok (64 Mr) pos3ymHanu B eTaHoni (8 Mn), peakuiiHy cymilwl HarpiBanu i3 3BOPOTHIM
XONoAUNbHUKOM npoTaroM 16 © i PO3YMHHMK YynaptoBanu MpyU MOHWXKEHOMY TUCKY. 3anuiiok
npoMuBany eTunaueTaToM, OAepXylo4Ymn BKasaHy B 3aronosky cnonyky (39,9 mr).

MC (IAT+): [M+H]" 190,1.

D) 5-umknonponin-3-HiTponipuanH-2-amiH

Cymiw  5-6pom-3-HiTponipuauH-2-amiHy (2,27 r), uuknonponinéopoHosBoi kucnotn (1,79 ),
auetaty nanagito (ll) (0,117 r), Tpuumuknorekcundocdiny (0,292 r), Tpukanin docdaty (5,53 r),
Tonyony (30 mn), 1,2-aumeTokcmeTady (10 mn) i Bogu (10 mn) nepemiwyBany NpoTAroM Houi Npu
100°C B atmocdepi a3oTy i HEpPO3YMHHY pevoBMHY BigdINbTPOBYBann BukopucToBytouM Llenit.
®inbTpaT NOCNIJOBHO MPOMMBANM BOAOK | HACUMYEHUM pPO3CONIOM, CYWMnIM Hag 6e3BogHUM
cynbaTtoM MarHito i pO34YMHHMK ynaproBanu Npy NOHMWXEHOMY TUCKY. 3anuLoK o4MLany KOSIOHKOBOK
xpomaTtorpadieto Ha cunikareni (rekcaH/eTunaueTaT), O4epPXKYoUMn BKazaHy B 3arofioBky crnonyky (2,04
r).

MC (IAT+): [M+H]"180,2.

E) 7-umknonponinnipmnao[2,3-b]nipasuH-2(1H)-oH

o posuunHy 5-umknonponin-3-HitponipnaunH-2-amiHy (6,89 r) B etaHoni (300 mn) gogasanu 10 %
nanagin-syrinna (mictute 50 % Boawn, 1,64 r). PeakuiiHy cymiw nepemiwyBann npu KiMHaTHIN
Temnepatypi npotarom 5 r B aTtmocdepi BOAHIO, KaTanisatop BigdineTpoByBanu i inbTpat
KOHUEHTpyBanu npu MOHWKEHOMY TUCKy. 3anuwok cyneHgysanu y Bogi (150 mn), npu kiMHaTHIn
TemnepaTypi gogasanu 9 M BogHMI po3uMH rrniokcaneBoi kucnotu (6,41 mn). PeakuinHy cymiw
nepemilwyBany MpoTSAroM HOYi NpW KiMHATHIA TemnepaTtypi, ogepXaHy TBepAy Pe4voBuHY 30vpanu
dinbTpyBaHHAM i NpoMmMBany BOOO i Aii30NponinoBMM eTepoM, OAEPXYUM BKasaHy B 3arorioBky
crnonyky (4,52 r).

F) 7-uuknonponin-3,4-gurigponipngo[2,3-blnipasnH-2(1H)-oH

[o po3uunHy 7-umknonponinnipnao[2,3-blnipasun-2(1H)-oHy (4,52 r) B eTadoni (150 mn) gogasanu
Ooprigpua HaTtpito (1,83 1) npu kiMHaTHIM TemnepaTtypi. PeakuinHy cymiw nepemiwysanu npu 32°C
npoTaroM 1 r, KOHUEHTpyBanu 40 Npubnn3HO NONOBMHKU 06'EMY NpY NOHWXKEHOMY TUCKY. [1o 3anuky
AofaBsanuv Body, ogepxaHy TBepay peyvoBuHy 36upanu dinbTpyBaHHAM i NpOMMBany Aiisonponinosnv
€TepoM, OOEPXKYHUN BKa3aHy B 3arofioBky cnonyky (3,45 r).

MC (IAT+): [M+H]"190,2.

G) 7-umknonponin-3,4-gurigponipngo([2,3-b]nipa3nH-2(1H)-oH

Jo posunHy 7-umknonponinnipuao[2,3-blnipasun-2(1H)-oHy (40,0 mr) y wmetaHoni (30 mn)
ponasanu 20 % rigpokeng nanagito-syrinns (15,0 mr). PeakuinHy cymiw nepemillysany npu KiMHaTHin
TemnepaTypi 2 r B aTMOcepi BOAHIO, KaTanidaTop BiAdinbTpoByBanu i binbTpaT KOHLEHTpYBanu npu
NMOHVXXEHOMY TUCKY, OOepXKyroun BKasaHy B 3aroniosky cnonyky (30,0 mr).

MC (IAT+): [M+H]"190,2.

H) 4-HiTpodeHin 7-uuknonponin-2-okco-2,3-gurigponipmnao[2,3-blnipasuH-4(1H)-kapbokcunat

Ho cymiwi 7-yuknonponin-3,4-gurigponipnao[2,3-blnipasunH-2(1H)-oHy (35,0 mr) B 3MmiwaHomy
po3umHHuky N, N-gumeTtwnauetamig (1,5 wmn) i nippmand (0,3 wmn) pgopaBanm  4-
HiTpodeHinxnopdopmiat (44,7 mr). PeakuinHy cymilw nepemiwyBany nNpu KiMHaTHIn TemnepaTypi 2 T,
4O Hei gopjasanuv BOAY i CyMmill ekcTparyBanv etunaueTtatoM. EkctpakT nocnigosHo npomusanm 1 M
XMNOPBOAHEBOK KUCIMOTOK, BOAOK i HAacM4YeHMM pO3CONoM, Cylwmnu Hag 6e3BogHUM CynbdaTtom
MarHito i pO3YMHHWK YynapioBanu nNpuW MOHWXEHOMY TWUCKy. 3anuoK KpucTanidyBanum 3
rekcaH/etTunaveTaT, o4epXyrun BKasaHy B 3arofioBky cnonyky (24,0 mr).

MC (IAT+): [M+H]" 355,1.

1) meTnn 2-((TpeT-0yTOoKCUKapOOHin)amiHo)-2-(4-(TpucpTopmeToKeu)doeHin)avetar

o cymiwi 4-(TpucpTopmeTtokcun)oensanbgerigy (19,0 r) i kapboHaTy amoHito (25,9 r) B 3amiluaHoMy
po34nHHUKY eTaHon (114 mn) i Boga (45,6 mn) noBinbHO Aodasanu BOAHUIM po3ynH (71,1 mn) uianigy
kanito (8,14 r) npu 50°C. PeakuivHy cymiw nepemiwysanu npyu 60°C npotsarom 3 r, OXonomxysanu go
KiMHaTHOI TemnepaTypu i eTaHon ynaproBanu npu noHmwxeHomy Tucky. pH 3anuwky gosoaunu go 1
KOHLL. xnopsoaHeBot kucnototo npu 0°C, opepxaHy TBepAy peyYoBUHY BiadinbTpoByBanu i
npomuBanu Bogow. [o BogHoro po3uumHy (100 mn) rigpokeuay kanito (23,6 r) gogasanu TsBepay
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pPEeYvoBUHY, ofepKaHy 3a JONOMOro 3raaHoi BuLlle onepadii, Npu KiMHaTHIN TemnepaTypi i peakuinHy
cymiw nepemiwysanu npu 90°C npotdrom 3 AHiB. PeakuiiHy Cymill oxonogxyBanu OO0 KiMHaTHOi
TemnepaTypu i HenTpanisyBanuM KOHL. XIOpBOAHEBOW kucnotot. OpepxaHy TBepay pPeYoBUHY
BiAiNbTPOBYBaNM i NpomMuBany BOAOK, OOEPXYHUM HeouuwleHun npoaykt (13,3 r), 2-amiHo-2-(4-
(TP TOPMETOKCH)DEHIN)OUTOBY KMCMOTY. [10 PO3UYMHY OfepKaHoro HeouuweHoro npoaykty (13,3 r)
B TeTparigpodypaHi (113 mn) gogaeanu gu-tpeTt-6ytungmnkapbonat (19,7 mn) i 2 M BOgHUI pO34mH
rigpokcuay Hatpito (85 mMn) npu kiMHaTHIn TemnepaTtypi. PeakuiiHy cymill nepemiwlyBanu npoTarom
HOYi MpW KiMHATHIA TemnepaTypi, BUNMBanNu y BOAY i Cymiwl npomuBanu gietunosum etepom. pH
BOAHOrO wWapy gosogunu o 3 BukopucTtoBytoun 1 M xnopsogHeBy kucroTy npu 0°C i cymiw
eKkcTparyBanu etunauertatoMm. EKCTpakT npomMmuBanu HacM4eHMM pPO3COMOM, CyLIMnn Hag 6e3BoaHUM
cynbhaTtoM MarHito i pO34YMHHUK ynaproBanu MpU MOHWKEHOMY TUCKY, OAEPXKYHUYM HEOYMLLEHMWN
npoaykt (11,3 r), 2-((TpeT-6yTOoKCHMKapOOHiIn)amiHo)-2-(4-(TpudTopMeTOKCH)(PeHin)ouToBa Kucnota.
[o posunHy opepxaHoro HeouuweHoro npoaykty (11,3 r) B N, N-gumetuncopmamiai (84 mn)
pogasanu metunnoang (2,53 mn) i kapboHat kanito (5,59 r) npu kimHaTHIn TemnepaTtypi. PeakuinHy
CyMill nepemillyBanu Mpu KiMHaTHIM TemnepaTypi 2 r, BunuBanu y BOAY i CyMill ekcTparyBanm
eTunaueTtatoMm. EkcTpakT npomuBanu HacMyYeHMM pO3CONOM, Cylmnu Hag 6e3BogHuM cynbgaTom
MarHito i PO3YMHHWK YynaptoBanyM npuv MOHWKEHOMY TUCKY. 3anuioK OuYuLiani KOJTIOHKOBOHO
xpomaTtorpadieto Ha cunikareni (rekcaH/eTunauerar), O4epXKYo4M BKa3aHy B 3arosfioBky cnonyky (8,20
r).

MC (IAT-): [M-H] 348,1.

J) TpeT-6yTun (2-rigpokcu-2-meTnn-1-(4-(TpudpTopmeTokeun)deHin)nponin)kapbamat

Ho posunHy wMeTtun 2-((TpeT-OyToKcukapboHin)amiHo)-2-(4-(TpudpTopmeTokeu)deHin)auerare
(5,00 r) B TevparigpodypaHi (71,6 wmn) noBinbHOo  gopasanv 1 M posunH
MeTunmarHinbpomig/tTetparigpodypan (57,3 mn) npu 0°C. PeakuivHy cymiw nepemiwysanu npu 0°C
npotsirom 1 r B aTMocdepi aproHy, Ao Hboro npu 0°C gogaBanu HaCUYeHUn BOOAHUA PO34YUH Xnopuay
aMOHIl0 i CyMmill ekcTparyBanu etunaueraTtom. EKCTpakT npomMmBanu HacMYeHMM PO3COJSIOM, CYLUWMM
Hag 6e3BOAHMM CynbdaTtOM MarHito i PO3YMHHMK ynaproBanu Npu MOHWKEHOMY TUCKY. 3anuLiok
oyumLlany KONOHKOBOK Xpomatorpadieto Ha cunikareni (rekcan/etunauertaT), OAEpXKyHo4M BKasaHy B
3aronoBky crnonyky (3,99 r).

MC (IAT-): [M-H] 348,2.

K) 1-amiHO-2-meTun-1-(4-(TpudpTopmeTokeu)deHin)nponaH-2-ony rigpoxnopug

Ho TpeTt-6ytun (2-rigpokcun-2-metun-1-(4-(tTpucpTopmeTtokecu)deHin)nponin)kapbamarty (2,50 )
pogasanv 4 M posumH xnopua BogHw/etunauetaT (71,6 mn). PeakuinHy cymilw nepemiwysanu npu
KiMHaTHIN TemnepaTypi NPOTAromM 1 r i PO34YMHHUK ynaptoBanu Npu MNOHWXKXEHOMY TUCKY. [Jo 3anuLiky
AofaBanu AiisonponinoBun eTep i ogepxaHi kpuctanu 3éupany QinbTpyBaHHAM, O4EPXKYIOUN BKa3aHy
B 3arornoBky cnonyky (2,01 r).

MC (IAT+), sHangeHo: 250,1.

L) 7-umknonponin-N-(2-rigpokcu-2-meTnn-1-(4-(Tpud TopmeTokcmn )deHin)nponin)-2-okco-2, 3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

[o posunHy  4-HiTpodpeHin  7-umknonponin-2-okco-2,3-gurigponipnaol2,3-blnipasuH-4(1H)-
kapbokcunaty (84 wmr) B N, N-gumetuncdopmamigi (5 mn) pgopasanu 1-amiHo-2-meTun-1-(4-
(TpudpTopmeTokeu)dbeHin)nponax-2-ony rigpoxnopug (88 mr) i Tpuetunamin (0,099 mn) Npu KiMHaTHIN
TemnepaTypi. PeakuiiHy cymiw nepemiwyBanu npu KiMHaTHin Temnepatypi npotsrom 20 r, 0o Hei
AofaBanu BoAdy i CyMmill ekcTparyBanu etunauetratoM. EKCTpakT nocnigoBHO npomMuBany BOOOH i
HacM4YeHVM PO3COSIOM, CYLIMNU Hag 6e3BOoOHWM CyrbgaToM MarHito i pO34YMHHUK ynaproBanu npwu
MOHMXXEHOMY  TUCKY. 3anulioK  OYuULLiannM  KOJIOHKOBOK — XpomaTorpadiero  Ha  cunikareni
(rekcaH/eTunaueTar) i nepekpucTaniayBanu 3 rekcan/eTunauerar, O4epXKyloun BkasaHy B 3arofloBky
cnonyky (52 wmr).

MC (IAT+): [M+H]" 465,2.

'H AMP (300 My, AMCO-ds) 5 0,61-0,71 (2H, m), 0,94-1,05 (5H, m), 1,17 (3H, c), 1,91-2,04 (1H,
M), 4,25-4,46 (2H, m), 4,68 (1H, g, J=8,3 I'y), 4,76 (1H, c), 6,94 (1H, g, J=2,3 I'y), 7,22-7,31 (2H, m),
7,38-7,48 (2H, m), 7,87 (1H, g, J=2,3 'u), 10,50 (1H, g, J=8,3 'u), 10,67 (1H, wc).

Mpuknag 72-I1

7-umknonponin-N-(2-rigpokcu-2-meTunn-1-(4-(TpudTopmeTokcm)deHin)nponin)-2-okco-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig

A) meTtun N-(5-nopa-3-HiTponipnanH-2-in)rniumMHaT

[o posunHy 2-xnop-5-noa-3-Hitponipuauny (12,0 r) B etaHoni (200 mn) gogasanu rigpoxnopua
meTunrniumHaTy (10,6 1) i Tpretunamin (11,8 mn) npu kKiMHaTHIM TemnepaTtypi. PeakuinHy cymiLl
HarpiBanu i3 3BOPOTHIM XONoAWNbHMKOM NpoTaroM 20 i pO3YMHHUK ynaptoBanu Npu MOHWKEHOMY
Tucky. [o sanuwky gopgasanv BoAy i Cymiw ekcTparyBanu eTunaueTtaTtoM. EkcTpakT nocnigoBHO
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npoMuBany BOAOI i HACUYEHMM PO3CONIOM, CyLLIMNN Ha 6e3BOOHUM CyNbdaToM MarHito i PO3YNMHHUK
ynaptoBanu npu MOHMWKEHOMY TUCKy. 3anuvLIOK KpucTanidyBanu 3 rekcaH/etunauertaT, OAepXKyHouu
BKasaHy B 3arosoBky cronyky (11,1 r).

MC (IAT+): [M+H]" 338,0.

B) 7-noa-3,4-gurigponipnao[2,3-b]nipasnH-2(1H)-oH

[o po3unny metnn N-(5-rnog-3-HiTponipuamnH-2-in)rniunHaty (6,00 r) B TeTparigpodypani (300 mn)
pojasann 5 % nnatuHa-Byrinna (500 wmr). PeakuiiHy cymiw nepemiwyBany MNpOTAroM HOuYi Mpu
KiMHaTHIN TemnepaTypi B aTMocdepi BOAHIO, KaTanisatop BiadinbTpoByBanu i inbTpaT
KOHLEHTpYBanu npu NoHWXeHOMY TUCKY. 3anuLLIoK po3dmHAnNn B eTaHoni (200 mn), peakuinHy cymil
HarpiBanu i3 3BOPOTHIM XOMOAUMNBHMKOM MPOTAroM 16 T i pO34YMHHMK ynaptoBanu Npu MOHMKEHOMY
TUCKY. 3anuLoK npommsanu Aii3onponinosum eTepoM, OAEPXYKUM BKaszaHy B 3arofioBKy CMOMyKy
(4,48 7).

MC (IAT+): [M+H]" 276,0.

C) 7-noa-1-((2-(tpumeTtuncunin)eTokcm)metun)-3,4-gurigponipnaol2,3-b]nipasmn-2(1H)-oH

Ho cycneHnsii  7-nog-3,4-gurigponipupo[2,3-bjnipa3nH-2(1H)-ony (3,82 1) B N, N-
anvetundopmamigi (160 mn) nosinbHo pgogaBan 1 M po3uuH  rekcameTungucunasug
kanito/TeTparigpodypaH (17,4 mn) npu 0°C. PeakuinHy cymiw nepewmiwysanu npu 0°C npotdrom 1 T,
NoBINbHO AofaBanu 2-(xnopMeTokcu)eTunTpumeTuncunan (3,62 mn) i cymilw nepemiwysanu npu
KiMHaTHin TemnepaTypi npotarom 20 r. [Jo peakuiHOi cymiwi gogasanu Bogy, HEPO3UYNUHHY PEYHOBUHY
BiadinbTpoByBanuM BMKOpUCTOBYHOUM LleniT i @inbTpaT ekcTparyBanu eTtunauetatoMm. EkcTpakr
nocnigoBHO NPOMMBANM BOAOK | HACMYEHUM PO3CONOM, CyLIMNM Hag 6e3BogHUM CynbaToM MarHito i
PO3YMHHUK yrapioBarsnmi nNpy NOHMXEHOMY TUCKY. 3anuLLOK O4MLLan KOSTOHKOBOK XpoMaTorpadieto Ha
cunikareni (NH, rekcan/eTunaueTar), 0O4epXyro4m Bka3aHy B 3aronoBky cronyky (2,71 r).

MC (IAT+): [M+H]" 406,0.

D) meTtun 2-((tpeT-6yToKCcMKapBOHin)amiHo)-2-(4-(TpudTopmeToKeH)eHin)auetaT

o cymiuwi 4-Tpucptopmetokcubensansgerigy (19,0 r) i kapboHaty amoHito (25,9 r) B 3amiiaHomy
po3unHHUKY eTtaHon (114 mn) i Boga (45,6 mn) noBsinbHO Aogasanu BOAHUIM po3ynH (71,1 mn) uiaHigy
kanito (8,14 r) npu 50°C. PeakuinHy cymiw nepemiwysanu npyu 60°C npotarom 3 r, oxonogxysanu 4o
KiMHaTHOT TemnepaTypu i eTaHon ynaptoBanu npu noHmxeHomy Tucky. pH 3anuwky gosoavnu o 1
KOHU. xnopsogHeBow kucnotowo npu 0°C, opepxaHy TBepay pPeyoBUHY BiadinbTpoByBanm i
npomuBanu Bogot. [o BogHoro posumHy (100 mn) rigpokenay kanito (23,6 r) gogasanu TBepay
peyvYoBUHY 3a 3ragHo0 BULLIE onepaLjieto Npu KiMHaTHIM TeMnepaTypi, peakuinHy cymill nepemillysanu
npu 90°C npotarom 3 AHiB. PeakuinHy cymiw oxonogxkysanu OO KiMHaTHOI TemnepaTypw, i
HeWTpaniayBanuM KOHL,. XIOPBOAHEBOK kucroTot. OpepxaHy TBepdy pedqoBuHY 30uvpanu
GiNbTpyBaHHAM, NPOMUBANM BOAOK OAEPXYKUM, HeouuweHun npoaykt (13,3 r), 2-amiHo-2-(4-
(TpudTOPpMETOKCH)heHIn)ouToBa KucnoTa. [1o po3unHy odepXaHoro HeouuleHoro npoaykty (13,3 r)
B TeTparigpodypaHi (113 mn) gogasanu aun-tpet-6ytungukapoboxat (19,7 mn) i 2 M BOgHUIA pO34uH
rigpokcmay Hatpito (85 mn) npu KiMHaTHIM Temnepatypi. PeakuinHy cymiw nepemiwyBany nNpoTsarom
HOYi NpW KiMHaTHIA TemnepaTypi, BUNuBanu y BOAY i CyMill npomuBanu faietunosum etepom. pH
BOAHOro wWapy gosogunu o 3 sBukopuctosytoun 1 M xnopsogHeBy kucnoty npu 0°C i cymiw
eKkcTparyBanu etunauertatoMm. EKCTpakT npomuBanu HacM4eHMM PO3COSIOM, CYLUMnW Hag 6e3BoAHUM
cynbaTtoM MarHilo i PO3YMHHUK YyraproBanu Mnpu MOHMWKEHOMY TUCKY, OOEPXYHUM HEeOUYULLEHUN
npoaykt (11,3 r), 2-((TpeT-6yToKCcHKapOOHin)amiHo)-2-(4-(TpnudTopMeTOKCH)(peHin)ouToBa Kucnota.
[o posunHy opgepxaHoro HeounweHoro npogykty (11,3 r) B N, N-gumetuncdopmawmiai (84 wmn)
pofasanu metunnoamg (2,53 mn) i kapboHaT kanito (5,59 r) npu kKiMHaTHIA TemnepaTypi. Peakuiiny
CyMill nepemiwlyBanu npu KiMHaTHIN TemnepaTtypi 2 r, BunuBanuM y BOAY i CyMill ekcTparysanu
eTunaueTtatoM. EkcTpakT npomuBany HacuM4YeHMM pO3COSIOM, CylMnu Hap 6e3BOAHUM CyrbgaTom
MarHito i PO3YMHHWK YynaptoBanu npu MNOHWXKEHOMY TUCKY. 3anuloK ouYulliann KONOHKOBOH
XpomaTtorpadieto Ha cunikareni (rekcaH/eTunavueTaT), OAepXyoUum BKasaHy B 3arofnosky crnonyky (8,20
r).

MC (IAT-): [M-H] 348,1.

E) TpeT-6yTun (2-rigpokcn-2-metun-1-(4-(tpudropmeTokcm)deHin)nponin)kapbamar

[o posunHy metun 2-((TpeTt-6yTokcukapboHin)amiHo)-2-(4-(TpudpTtopmeTokeu)deHin)auetaTty (5,00
r) B TeTparigpodypaHi (71,6 MIT) NnoBiNbHO aofasanu 1 M PO34mH
MeTunmMarHinépowmig/retparigpodypan (57,3 mn) npmn 0°C. PeakuinHy cymiw nepemiwysanu npu 0°C
npotsrom 1 r B atmocdepi aproHy, Ao Hboro npu 0°C gogaBanu HacUYeHUn BOOAHWA PO3UYUH Xnopuay
aMOHIlO | CyMill eKkcTparyBanu eTunauetatom. EKCTpakT npomMuBanyn HaCMY4EHUM PO3COSIOM, CYLUUIN
Hag 6e3BogHMM CynbdaTtOM MarHito i PO3YMHHMK ynaproBanuM Mpu MOHWKEHOMY TUCKY. 3anuiiok
ouMLLanM KOFIOHKOBOK XpoMatorpacpieto Ha curikareni (rekcan/etunauertar), OAepXyouM BKasaHy B
3aronosky crnonyky (3,99 r).
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MC (IAT-): [M-H] 348,2.

F) 1-amiHo-2-meTunn-1-(4-(TpudTopMETOKCH )DEeHIN)NponaH-2-ony rigpoxnopug

Ho Ttpet-6ytun (2-rigpokcun-2-meTtun-1-(4-(tpudtopmeTtokcun)deHrin)nponin)kapbamaty (2,50 r)
pogaBanu 4 M po3umH xnopug BogHw/etunauetaT (71,6 mn). PeakuiinHy cymil nepemiwyBanu npu
KIMHaTHIN TemnepaTypi NpoTaroM 1 r i PO3YMHHUK ynapioBanu npu NOHWXKEHOMY TUCKY. [lo 3anuiuky
AodaBanu giisonponinoBuin eTep i ogepXxaHi kpuctanu 3bupanu pinbTpyBaHHAM, OOEPXKYHOUN BKa3aHy
B 3arorioBky cnonyky (2,01 r).

MC (IAT+), sHangeHo: 250,1.

G) N-(2-rigpokcu-2-metun-1-(4-(tpudTopMmeToKeH)dpeHin)nponin)-7-noa-2-okco-1-((2-
(TpumeTuncunin)etokcn)metun)-2,3-gurigponipmnao[2,3-blnipasnH-4(1H)-kapbokcamig

[o po3uuHy 7-noa-1-((2-(tpumeTuncunin)etokcu)metun)-3,4-gurigponipnao[2,3-bJnipasuH-2(1H)-
oHy (3,40 r) B TeTparigpodypaHi (120 mn) nosinbHO gogaBanu po3unH Gic(TpuxnopmeTtun)kapboHaTy
(1,99 r) B TeTparigpodypaHi (20 mn) npu kKiMHaTHIA TemnepaTtypi B atmocdepi a3oty. PeakuinHy
cymiw nepemiwyBanu npu 40°C npotdarom 5 r B aTMocdepi a3oTy i PO3YMHHUK yraproBanu npu
MOHWKEHOMY Tucky. [lo 3anuwKky pogasanu TeTparigpodypaH i PO3YMHHUK ynapioBanu npwm
noHmwkeHoMmy Tucky. Onepauito (gogaBaHHs — TeTparigpodypaHy i HacTynHe ynaproBaHHS)
nosToptoBany Tpudi. 3anvuok po3sogunu TetparigpodypaHom (120 mn) i nosinbHO gogasanu Oo
cymiwi  1-amiHo-2-meTun-1-(4-(TpudTopmeTokecn)dbeHin)nponaH-2-ony  rigpoxnopugy (2,64 1) i
Tpuetunamidy (3,51 mn) B TeTparigpodypati (20 mn) npu KiMHaTHIN TemnepaTtypi. PeakuinHy cymiw
nepemiwysanu npoTarom Hodi npu 60°C, go Hel pgogasanu Body | CyMmill ekcTparyBamu
eTunaueTtatoMm. EkcTpakTt npommBanu HacM4YeHMM PO3COSIOM, CyLUMnM Hag 6e3BogHUM CynbgaTom
MarHito i PO3YMHHUK yrapltoBanu Mnpu MOHWKEHOMY TUCKY. 3anuLioK ouuliany xpomMaTorpadieto Ha
cunikareni (NH, rekcan/eTunauerar), O4epXXyto4m Bka3aHy B 3arofioBky cnonyky (5,32 r).

MC (IAT+): [M+H]" 681,1.

H) 7-umknonponin-N-(2-rigpokcu-2-meTun-1-(4-(TpudTopmeTokem)derin)nponin)-2-okco-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-kapbokcamig

CymiLu N-(2-rigpokcmn-2-metun-1-(4-(TpudpTopmeTokeun)deHin)nponin)-7-noa-2-okco-1-((2-
(TpumeTuncunin)eTokcm)meTnn)-2,3-gurigponipnao[2,3-bjnipasuH-4(1H)-kapbokcamigy (5,32 r),
uuknonponinéopoHoBoi kucnotu (1,34 r), auetaty nanagito (Il) (0,176 r), TpuumknorekcundocdiHy
(0,438 r) i Tpukanin doccpaty (4,98 r) B 3milmaHoMy po3vnHHUKY Tonyon (150 mn) i Boga (6,01 mn)
nepemiwysanu B atmoccepi aproHy npu 80°C npotarom 3 r, npu 100°C npoTarom 3 r, Npu KiMHaTHIN
TemnepaTypi npotarom 3 pgHiB, npu 100°C npotdarom 2,5 r, oo Hei gopgaeanu Body i Cymill
eKkcTparyBanu etunauetatom. EKcTpakT nocnigoBHO npoMuBany BOLOK i HaCMYEHMM pPO3COJSIOM,
BOOHI Wwapu ob'egHyBanu i ekcTparyBanu etunauetatoM. EkcTpakt cywwnu Hag 6e3BOgHUM
cynbdaTtoM MarHito i PO34YMHHMK ynaproBanu npy NOHMXEHOMY TUCKY. 3anyLIOK o4mLLany KOJIOHKOBOH)
XpomaTtorpadieto Ha cunikareni (rekcaH/eTunavueTaT), O4epXyoUun BKasaHy B 3arofnosky crnonyky (3,80
r).

MC (IAT+): [M+H]" 595,3.

) 7-umknonponin-N-(2-rigpokcu-2-meTnn-1-(4-(Tpud TopmeTokcmn )deHin)nponin)-2-okco-2, 3-
avrigponipnao[2,3-bnipasuH-4(1H)-kapbokcamig

o 7-umknonponin-N-(2-rigpokcu-2-metun-1-(4-(tpudTropmeTokcn)deHin)nponin)-2-okco-1-((2-
(TpumeTuncunin)etoken)meTun)-2,3-gurigponipmnao[2,3-blnipasnH-4(1H)-kapbokcamigy (3,80 r)
noBinbHO pgogasanu TpudTopouToBy kucnoty (120 wmn) i Boagy (14 mn). PeakuinHy cymiw
nepemillysanu npu KiMHaTHIN TemnepaTtypi NPOTAroM 1 r i pO3YMHHUK yrnaproBanu npu NOHWKEHOMY
THCKy. 3anuwok posunHsanu B N, N-aumetundopmamiai (220 mn), i nosinbHO gogasanu 7 M po3yuHi
amiak/meTtaHon (18,3 mn). PeakuinHy cymill nepemMillyBanu npu KiMHaTHIN TemnepaTypi 2 r, jogasanm
eTunaueTaTt i Cymilwl nocnijoBHO nNpomMuBanyM BOAOK | HacuyeHuMm posconoMm. BogHui wap
HenTpanidysanu 1 M xnopBoaHEBOI KUCMOTOLO | ekcTparysanu etunavleraTtom. EkcTpakT cywmnm Hag
0e3BogHUM cynbdaToM MarHito i PO3YMHHWMK YynaproBanuM MNpyv MNOHWKEHOMY TUCKY. 3anuuiok
PO34YNHANKN B eTunaueTaTi, po34nH NOCigOBHO NPOMMBann BOAOK i HACUYEHUM PO3CONOM i CyLLIMN
Hag 6e3BogHMM cynbdaToMm MarHito. PO3UMHHUK ynapitoBanuv npuv MOHWXKEHOMY TUCKY, OAEPXKYHuu
BKa3aHy B 3arosioBky cronyky (2,65 r).

MC (IAT+):[M+H]" 465,2.

'H AMP (300 My, AMCO-ds) 5 0,60-0,71 (2H, m), 0,94-1,04 (5H, m), 1,18 (3H, c), 1,90-2,05 (1H,
M), 4,25-4,47 (2H, m), 4,68 (1H, g, J=8,3 T'u), 4,78 (1H, c), 6,94 (1H, g, J=2,3 T'w), 7,23-7,33 (2H, m),
7,38-7,48 (2H, m), 7,88 (1H, g, J=2,3 'u), 10,51 (1H, A, J=7,9 'u), 10,68 (1H, wc).

Mpuknag 73

7-umknonponin-N-((1S)-2-rigpokcu-2-meTun-1-(4-(TpudropmeTokemn )deHin)nponin)-2-okco-2, 3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia
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PauemiyHuin 7-umknonponin-N-(2-rigpokcu-2-metnn-1-(4-(TpudTopMmeToKeH)dpeHin)nponin)-2-
okco-2,3-gurigponipuao[2,3-blnipasuH-4(1H)-kapbokcamig (2,65 r) posginann 3a gonomoroio BEPX
(konoHka: CHIRALPAK AD, 50 mmB[Ox500 mm[, BurotoBnsietbcs Daicel Chemical Industries, Ltd.,
Pyxoma ¢hasa: rekcan/etaHon = 850/150) i nepekpucTtanidyBanu 3 rekcaH/etunaleraT, OaepXKytouun
BKa3aHy B 3arosloBKY CMoOJyKy, WO Ma€ KOpPOTLIMIA Yac yTpumMaHHs (1,01 ).

MC (IAT+):[M+H]" 465,1.

'H AMP (300 My, AMCO-ds) 5 0,62-0,71 (2H, m), 0,95-1,05 (5H, m), 1,17 (3H, c), 1,91-2,04 (1H,
m), 4,25-4,47 (2H, m), 4,68 (1H, g, J=7,9 T'u), 4,77 (1H, c¢), 6,94 (1H, g, J=1,9 Tw), 7,22-7,32 (2H, m),
7,38-7,47 (2H, m), 7,87 (1H, g, J=2,3 'u), 10,50 (1H, A, J=8,3 'u), 10,67 (1H, c).

Mpuknag 74

7-umknonponin-N-((1R)-2-rigpokcun-2-metun-1-(4-(TpudTopmeToken)deHin)nponin)-2-okco-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

PauemiyHuin 7-umknonponin-N-(2-rigpokcu-2-metnn-1-(4-(TpudTopmeToKeH)peHin)nponin)-2-
okco-2,3-gurigponipuao[2,3-blnipasuH-4(1H)-kapbokcamig (2,65 r) posginanu 3a gonomoroio BEPX
(konoxka: CHIRALPAK AD, 50 mmB[x500 mm[, BurotoBnsietbca Daicel Chemical Industries, Ltd.,
Pyxoma chasa: rekcan/etaHon = 850/150) i nepekpucTanidyBanu 3 rekcaH/etunauerar, OAepXytouun
BKa3aHy B 3arofloBKy CMomnyky, Lo Mae JOBLUMI Yac yTpumaHHs (0,792 r).

MC (IAT+):[M+H]" 465,1.

'H AMP (300 My, AMCO-ds) 5 0,62-0,71 (2H, m), 0,94-1,05 (5H, m), 1,17 (3H, c), 1,91-2,05 (1H,
M), 4,25-4,46 (2H, m), 4,68 (1H, g, J=8,3 T'u), 4,77 (1H, c¢), 6,94 (1H, g, J=1,9 T'y), 7,23-7,32 (2H, m),
7,38-7,47 (2H, m), 7,87 (1H, g, J=2,3 'u), 10,50 (1H, A, J=8,3 'u), 10,67 (1H, c).

Mpuknag 75-I

7-umknonponin-N-(1-(3-pTop-4-(TpudTOpMETOKCH )(PEHIN)-2-riapoKCU-2-MeTMnnponin)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

A) metun N-(5-noa-3-HiTponipnanH-2-in)rniuuHaT

o posunHy 2-xnop-5-nog-3-HitponipmavHy (12,0 r) B etaHoni (200 mn) gogaeanu rigpoxnopua
meTunrniumHaTy (10,6 r) i Tpuetunamin (11,8 mn) npu KiMHaTHIM TemnepaTypi. PeakuiiHy cymill
HarpiBanu i3 3BOPOTHIM XxonoaunbHUKOM NpoTsaroM 20 T i pO34YMHHUK ynaptoBanu npu NOHUXKEHOMY
TMcKy. [lo 3anuvwKky gofasanu BoAdy i CyMill ekcTparyBanu eTtunaueraTom. EkcTpakT nocnigoBHO
NpoMMBany BoAo i HACMYEHMM PO3COJSIOM, CYLLIMNN Had 6e3BOOHUM CyNb(aToM MarHito i PO34MHHUK
yrnaptoBanu rnpu MOHWKEHOMY TUCKY. 3anuloK KpucTanisyBanu 3 rekcaH/etunaueTrar, O4epXKyuu
BKa3aHy B 3aronosky cnonyky (11,1 r).

MC (IAT+): [M+H]" 338,0.

B) 7-nogp-3,4-avrigponipngo[2,3-blnipasnH-2(1H)-oH

o posunny meTtunn N-(5-noa-3-HiTponipuguH-2-in)miumHaty (6,00 r) B TeTparigpodypani (300 mn)
popgasanu 5 % nnatuHa-syrinna (500 wmr). PeakuinHy cymiw nepemiwyBany MNpoOTAroM HOuYi Mpu
KiMHaTHIN TemnepaTypi B armocdepi BOAHIO, KaTanizatop BigdinbTpoByBanu i dinbTpar
KOHLIEHTpYBarnu npu NOHWKeHOMY TUCKY. 3anuLioK po3unHanu B etaHoni (200 mn), po3ynH Harpisanu
i3 3BOPOTHIM XOMOAWMBHUKOM NPOTArOoM 16 I i PO3YMHHWMK ynaptoBanu MNpu MNOHMKEHOMY TUCKY.
3anuwok npoMmneanu AiisonponinoBMm eTepoM, OEPXKYoUM BKasaHy B 3arofioBky crnonyky (4,48 r).

MC (IAT+): [M+H]" 276,0.

C) 7-nop-1-((2-(tpumetnncunin)etokcun)metnn)-3,4-aurigponipnao[2,3-blnipasunH-2(1H)-oH

Ho cycnensii  7-nog-3,4-gurigponipugo[2,3-blnipa3nH-2(1H)-ony (3,82 1) B N, N-
anvetundopmamigi (160  mn) noeinbHO pgopmaBanm 1 M po3uvMH  rekcameTungucunasung
kanito/TeTparigpodypaH (17,4 mn) npu 0°C. PeakuiiHy cymiw nepemiwysanu npu 0°C npotsarom 1,
MoBINbHO AodaBanu 2-(xnopMeTokcu)eTunTpumeTtuncunad (3,62 mn) i cymiw nepemiwysanu npu
KiMHaTHI TemnepaTtypi npotdrom 20 r. [lo peakuinHoi cymiwi gogasanu Boady, HEPO3YMHHY PEYOBUHY
BiAiNbTPOBYBaNM BUKOPUCTOBYOYM Llenit i dinbTpaT ekcTparyBanu etunaudetatoMm. EkcTpakT
nocnigoBHO NPOMMBANM BOAOK i HACMYEHUM PO3CONOM, CyLInnn Hag 6e3BogHUM CynbaToM MarHito i
PO34YMHHUK yrnapoBany npu NOHMWXEHOMY TUCKY. 3anuLLIOK OYMLLanM KOSTOHKOBOK Xpomartorpadieto Ha
cunikareni (NH, rekcaH/eTunaueTaT), O4epXKYy0UM BKa3aHy B 3arofioBKy crnonyky (2,71 r).

MC (IAT+): [M+H]" 406,0.

D) 3-¢ptop-N-meTokcu-N-meTun-4-(TpudTopmeToKcH)oeH3amin

o po3unHy 3-pTop-4-(TpndTopmeTokcn)beHsomnHa kucnota (20 r), N, O-gumeTunrigpokcunamiHy
rinpoxnopugy (10,5 r) i Tpuetnnaminy (24,9 mn) 8 N, N-gumetundopmamiai (300 mn) gogasanu
MoHorigpaT  1-rigpokcmnbeHsoTpuasony (16,4 r) i rigpoxnopug 1-(3-gumeTunamiHonponin)-3-
etunkapbogiivigy (20,5 r) npu kimMHaTHIn TemnepaTypi. PeakuinHy cymiw nepemiwyBany npoTArom
HOYi Mpu KiMHaTHIN Temnepatypi i noTim npu 50°C npotarom 1,5 r. [Jo peakuinHoi cymiwli gogasanu
HacU4eHWIn BOOHUIM PO34YMH rigpoKapOOoHaTy HaTpilo i CyMill ekcTparyBanu etunauertatom. EkctpakT
nocrigoBHO NPOMUBANM BOAOK | HACUYEHUM PO3COSIOM, CYLUMNN Hag 6e3BOAHMM CcyrbdaToM MarHito i

104



10

15

20

25

30

35

40

45

50

55

60

UA 115057 C2

PO3YMHHUK ynaproBanu npu NOHWXeHOMY TUCKy. [lo 3anuwKy gogasBanu TOMyor, OCKiNbKWA 3anuvLuoK
MicTMB Many kinkbicte N, N-aumeTtundopmamigy i po34MHHUK ynaproBanu npu NMOHWKEHOMY TUCKY,
OLEPXKYI4M BKa3aHy B 3arofioBky cnonyky (22,0 r).

MC (IAT+): [M+H]" 268,1.

E) 3-¢pTop-4-(TpndbTopmeToKkcn)oeH3anbaeria

HOo  po3unHy  3-dpTop-N-meTokcu-N-meTtun-4-(tpudptopmetokcn)éeHsamigy (10,0 r) B
TeTparigpodypaHi (101 mn) aogasanu 1,5 M posunH giisobyTunrigpng antominito/Tonyon (27,4 mn)
npu 0°C. PeakuinHy cymill nepemillyBany nNpoTAroM HOYi Npu KiMHATHIN TemnepaTypi, NOCniaoBHO
AofaBany HacUMYeHUn BOAHMWA PO34YMH XIopuay amoHito i 6 M xnopBoAHEBY KUCAOTY i CyMmill
eKkcTparyBanu etunaueratoMm. EKCTpakT npomMmuBanu HacM4eHMM pPO3COSNOM, CyLIMNn Hag 6e3BoaHUM
cynbaTtoM MarHito i PO34YMHHMK ynaproBanu npy NOHWXEHOMY TUCKY. 3anuLwoK o4MLany KOOHKOBO
xpomaTtorpadieto Ha cunikareni (rekcaH/eTunawueTaT), O4epXKytoUuM BKaszaHy B 3aronosky cnonyky (3,55
r).

'H AMP (300 My, AMCO-dg) & 7,71-7,97 (2H, m), 7,97-8,10 (1H, m), 10,02 (1H, A, J=1,9 I'u).

F) 2-amiHo-2-(3-bTOp-4-(TpMdTOPMETOKCH )DEHIN)OLITOBA KMCIOTA

Ho cymiwi 3-cpTop-4-(TpudTopmeTokcn)beHsanbgerigy (3,50 r) i kapboHaTy amoHito (4,36 1) B
3MillaHOMy pO34MHHKKY eTaHon (21 mn) i Boga (8 mn) nNoBinbHO AodaBany BOOHWIA PO34unH (13 mn)
uianigy kanito (1,37 r) npmn 50°C. Cymiw nepemiwysanu npu 60°C npoTarom 4 r, oxonogxysanu oo
KiIMHaTHOT TemMnepaTypu i eTaHon ynaproBann nNpu NOHMXEHOMY TUCKY. pH 3anuwky gosogmnu o 1
KOHL. XrnopBoAaHeBow kucrnoTow npu 0°C i cymiw 3anvwanu Ha Hi4 B xonoaunbHuky. OgepxkaHy
TBEpPAY pevoBMHY 36upanu ¢inbTpyBaHHSAM i MpomuBanu Bogow. [o BogHoro posuuHy (100 mn)
rigpokcmay kanito (3,96 r) gogaBanuv ogepxkaHy TBEpAY PEYOBMHY MPU KIMHATHIM Temneparypi, CyMill
nepemiwysanm npu 90°C npotdarom 60 r, oxonogxyesanu [0 KiMHATHOI TemnepaTtypu i
HeWTpanidyBanM KOHL,. XIOPBOOHEBOK kucroTow. OpepxaHy TBepAy pedqoBuHy 36upanu
QiNbTPyBaHHAM | NPOMMBaNM BOAO, OOEPXKYIOUYN BKa3aHy B 3arofioBKy crnonyky (937 wmr).

'H AMP (300 My, AMCO-ds) 8 4,34 (1H, c), 7,22-7,42 (1H, m), 7,45-7,66 (2H, m).

G) 2-((TpeT-byTOKCcUKapboHin)amiHo)-2-(3-dpTop-4-(TpndTopMETOKCH)(PEeHin)ouToBa KucnoTa

[o po3unmHy 2-amiHo-2-(3-pTop-4-(TpudpTopmeTokcu)deHin)outoBoi  kucnotm (937 wr) B
TeTparigpodypaHi (7,40 mn) gogasanu gu-tpet-6ytungukapboHat (1,29 mn) i 2 M BogHWIA PO3YMH
rigpokcuay Hatpito (5,55 mn) npu kiMHaTHIV Temnepatypi. PeakuinHy cymiw nepemiwysanu npwu
KiIMHaTHI Temnepatypi npoTarom 3 AHiB, BUNMBanu y Bo4y i CyMill MpoMMBanu GieTUNoBUM eTepoM.
pH BogHoro wapy gosoaunu go 3 BukopuctoBytoun 1 M xnopsogHeBy kucroty npu 0°C i cymiw
eKkcTparyBanu etunauertatoMm. EKCTpakT npommBanu HacvyeHMM PO3COMoM, Cywunn Hag 6e3BoaHUM
cynbhaTtoM MarHito i PO3YMHHUK YynaprBany MNpu MOHWKEHOMY TWUCKY, OOEPXKYyluu BKasaHy B
3aronoBky crnonyky (750 mr).

'H AMP (300 My, AMCO-ds) 5 1,39 (9H, c), 5,02-5,35 (1H, m), 7,15-7,64 (3H, m), 7,64-7,85 (1H,
M).

H) metun 2-((TpeT-6yTokcMkapOOoHin)amiHo)-2-(3-Top-4-(TpudTopMeTOoKCH)dbeHin)aueTart

Ho posunHy 2-((TpeT-byToKcuKapOoHin)amiHo)-2-(3-dpTop-4-(TpudTopMeTOKCU)PEHIN)OLTOBOI
kucnotu (750 mr) B N, N-aumetundpopmamiai (5,5 mn) gogasann metunnogmg, (0,159 mn) i kapboHat
kanito (352 Mr) npu kiMHaTHIn Temnepatypi. PeakuinHy cymiw nepemiwyBanu npu KiMHaTHIN
TemnepaTypi npotdrom 4 r B aTmocdepi asoTy, BunMMBanuM y BOAY i CyMill ekcTparysanu
eTunauetatoMm. EkcTpakTt npomuBanu HacMyeHMM pO3COMOM, Cylumnu Hag 6e3BogHuUM CynbdaTom
MarHito i PO3YMHHMK yraptoBanu npyv MOHWKEHOMY TWUCKY. 3anuoK ouulianm KOJIOHKOBOH)
XpomaTtorpadieto Ha cunikareni (rekcaH/eTunaveTaT), o4epXyo4n BKkasaHy B 3arofioBky cnonyky (630
Mr).

MC (IAT-): [M-H] 366,1.

1) TpeT-6yTnn (1-(3-cpTop-4-(TpndTOpMETOKCH)DEHIN)-2-riapoKcu-2-meTunnponin)kapbamat

Jo pPO34MHY MeTun 2-((TpeT-6yToKcHkapboHin)amiHo)-2-(3-dTop-4-
(TpuddTOpMeETOKCH)beHin)aueTaty (630 mr) B TeTparigpodypani (9 mn) nosinbHo gogasann 1 M
po34nH MeTunmarHinépomig/TetparigpodypaH (6,86 mn) npu 0°C B atmocdepi aproHy. PeakuinHy
cymiw nepemiwysanu npu 0°C npotarom 4 r B atmMocdepi aproHy, gogaBanu HacuyeHu BOAHUN
PO34MH XITOPWMAY aMOHil0 i CyMill ekcTparyBanu etunauetatoMm. EKCTpakT npommBanu Hacu4eHum
pO3COMOM, CyLIMNM Hag 6e3BogHMM CynbdaTtoOM MarHito i PO3YMHHMK ynaproBanu npu NMOHMKEHOMY
TUCKY. 3anulioK o4uwanu KOJMOHKOBOK XxpomaTorpacdieto Ha cunikareni (rekcaH/etunauerar),
OLEPXKYIUM BKa3aHy B 3arofioBky cnonyky (540 wr).

MC (IAT-): [M-H] 366,2.

J) 1-amiHo-1-(3-dpTOp-4-(TPUdTOPMETOKCH)hEHIN)-2-MeTUNNponaH-2-ony rigpoxnopung

HOo T1pet-6ytun  (1-(3-dpTOp-4-(TPUTOPMETOKCU)PEHIN)-2-riapOoKCU-2-MeTunnponin)kapbamary
(540 mr) gpopaBanu 4 M posuuH xnopug BogHwo/eTunauetat (4 mn). PeakuinHy cymiw nepemiwysanm
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npu KiMHaTHIn TemnepaTypi npotsroM 30 XB i PO3YMHHWMK yrapioBanu Mpu MOHMXKEHOMY TUCKY,
OfiepXKytoun BkazaHy B 3aronosky crnonyky (510 wmr).

MC (IAT+), sHangeHo: 268,1.

K) N-(1-(3-dpTop-4-(TprchbTopMeTOoKCK)beHin)-2-rigpokcn-2-meTnnnponin)-7-noa-2-okco-1-((2-
(TpmeTuncunin)eToken)meTun)-2,3-gurigponipnaol2,3-blnipasnH-4(1H)-kapbokcamig

[o pos3unHy 7-nog-1-((2-(tpumeTuncunin)etokcn)metun)-3,4-agurigponipngo[2,3-bJnipasunH-2(1H)-
oHy (586 wmr) B TeTparigpodypaHi (28 mn) gogasanu Gic(TpuxnopmeTtun)kapboHat (343 wmr) npwu
KiMHaTHIN TemnepaTypi. PeakuiiHy cymiw nepemiwysanu npu 40°C npotarom 5 r B aTMocdepi a3oTy i
PO3YMHHUK YynapioBanu nNpu MOHWKEHOMY Tucky. [do 3anuwky pgogasanu TeTparigpodypaH i
PO3YMHHUK yrapioBanu npu noHmwkKeHoMy Tucky. Onepauito (GogaBaHHSA TeTparigpodypaHy i HacTynHe
yrnaploBaHHs1) noBTOptoBanu Tpudi. 3anuwok possoaunu TeTparigpodypaHom (14 mn), cymiw
NnoBiNbHO AoAdaBanu [0 Po3yuHy 1-amiHo-1-(3-cbTop-4-(TpudTOpMeETOKCH)PEHIN)-2-MmeTunnponaH-2-
ony rigpoxnopuay (439 wr) i Tpuetunaminy (0,604 mn) B TeTparigpodypaHi (9 mn) npu KiMHaTHIRN
TemnepaTypi. PeakuiiHy cymiw nepemiwyBanu npu 60°C npoTtdrom 16 r, AogaBanu etunauerar,
nocnigoBHO MPOMMBANM BOAOK i HAacM4YeHUM po3conoM. OpraHiyHWiA Wwap cywmnu Hag 6e3BogHuM
cynbaTtoM MarHito i PO3YMHHMK ynaproBanu npy NOHWXEHOMY TUCKY. 3anvLoK o4umLLany KONTOHKOBO)
xpomaTtorpadieto Ha cunikareni (rekcaH/eTunaueTaT), o4epXKyt4un Bka3aHy B 3arofioBky cnonyky (590
Mr).

MC (IAT+): [M+H]" 699,1.

L) 7-umknonponin-N-(1-(3-dpTop-4-(TpudpTopmMeToKCUH )PEHIN)-2-rigpoKCH-2-MeTUNNPONI)-2-0KCo-
1-((2-(TpumeTuncunin)etokcn)meTnn)-2,3-gurigponipuao[2,3-blnipasnH-4(1H)-kapbokcamig

Ho cymiwi N-(1-(3-dpTop-4-(TpucpTopmeTOoKCU)DEHIN)-2-riAPOKCH-2-MEeTUNMNPONIN)-7-Aof-2-0Kco-1-
((2-(TpumeTuncunin)etokcun)meTnn)-2,3-gurigponipuao[2,3-blnipasunH-4(1H)-kapbokcamigy (590 wr),
uuknonponinéopoHoBoi kucnotu (145 mr) i Tpukanii gocdaty (628 mr) B 3MilLaHOMY PO3YUMHHUKY
tonyon (16,2 wmn) i Boga (0,648 wmn) pomaeanu auetatr nanagito () (37,9 wr) i
TpuumknorekcundocdiH (95 Mr) npu kKiMHaTHIM TemnepaTtypi. PeakuinHy cymiw nepemiwyBanu
npoTtsirom Houi npu 100°C B aTMocdepi aproHy, HEPO34YMHHY PeYOBUHY BigdinbTpoByBanu i inbTpart
eKkcTparyBanu etunauetatom. EkcTpakt nocnigoBHO npomMuBany BOAOK | HAaCM4YEHWM PO3COSOM,
cywunu Hag 6e3BogHMM CynbaToM MarHilo i PO3YMHHUK ynaploBanuv NpuW MOHMKEHOMY TUCKY.
3anuLoKk ouuLiany KOMOHKOBOK XpoMaTorpadieto Ha cunikareni (rekcaH/etunauetaT), og4epXykoun
BKasaHy B 3aronosky cnosnyky (160 wr).

MC (IAT+): [M+H]" 613,2.

M)  7-umknonponin-N-(1-(3-dpTop-4-(TpudTopmeToKken)deHin)-2-rigpokcn-2-meTunnponin)-2-okco-
2,3-aurigponipnao|[2,3-b]nipa3sunH-4(1H)-kapbokcamia

Ho 7-umknonponin-N-(1-(3-dpTop-4-(TpndTopMeToKCU )peHin)-2-rigpoKcu-2-MeTUnnponin)-2-okco-
1-((2-(TpumeTuncunin)etokcn)meTnn)-2,3-gurigponipuao[2,3-blnipasunH-4(1H)-kapbokcamigy (160 mr)
noBinbHO gogasanu TpudptopoutoBy kucnoty (4 mn) i Bogy (0,4 mn) npu KiMHaTHIN TemnepaTypi.
PeakuinHy cymiw nepemiwyBanu npu KiMHaTHI TemnepaTypi NpoTarom 1 T i pO3YMHHMK ynaproBanu
Npuv NOHMKEHOMY TUCKY. 3anumwok posdnHanm B N, N-gumetundopmamigi (3 mn) i noBinskHO gogasanu
8 M posunH amiak/mMeTaHon (0,5 mn). PeakuinHy cymiw nepemiwysanu npu KiMHaTHIn TemnepaTypi
npotarom 30 XB | PO3YMHHWUK YynapioBanv MpU MNOHWKEHOMY TUCKY. 3anuwok po3Bogunu
eTunaueTaToM, CyMill MOCM4OBHO MPOMMBANM BOAOK i HACUYEHWM PO3COMOM, CYLIMMM Hapg
0e3BogHUM CcynbdaTtoM MarHito i pO34YMHHUK ynaproBanu npu NOHMWXEHOMY TUCKY. 3arnuwoK oynanm
KOMOHKOBOK Xxpomartorpadieto Ha cunikareni (NH, rekcaH/eTunaueTtaTt), ogepXyluu BKasaHy B
3aronoBky crnonyky (27,0 Mr) i BkaszaHy B 3aronosky crnonyky (100 mr), o MiCTUTb JOMiLLKK.

MC (IAT+): [M+H]" 483,2.

'H AMP (300 My, AMCO-ds) 5 0,62-0,70 (2H, m), 0,94-1,04 (5H, m), 1,19 (3H, c), 1,91-2,04 (1H,
m), 4,25-4,47 (2H, m), 4,68 (1H, g, J=8,3 T'u), 4,85 (1H, c¢), 6,94 (1H, g, J=1,9 'w), 7,22-7,30 (1H, m),
7,35-7,43 (1H, m), 7,43-7,53 (1H, m), 7,87 (1H, g, J=1,9 T'u), 10,49 (1H, A, J=7,9 'u), 10,67 (1H, wc).

Mpuknag 75-I1

7-umknonponin-N-(1-(3-cdpTop-4-(TpudTOpMETOKCH )(PEHIn)-2-riapoKCU-2-MeTMnnponin)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

o CyMiLLi 4-HiTpodeHin 7-umknonponin-2-okco-2,3-aurigponipnao[2,3-bjnipasunH-4(1H)-
kapbokcunaty (1,06 r) i 1-amiHO-1-(3-cbTOp-4-(TPMUdTOPMETOKCK)DEHIN)-2-METUNNPONAH-2-01y
rinpoxnopuay (1,09 r) B8 N, N-gumetundopmamiai (30 mn) gogasanu tpuetunamid (1,25 mn) npu
KiMHaTHIN TemnepaTypi. PeakuinHy cymill nepemilyBanu npu KiMHaTHIn TemnepaTypi npotsrom 16 T,
0O Hel godasanu Body i Cymill ekcTparyBanu eTtunauertatoMm. EkCTpakT nocnigoBHO npomuBanu
BOZOI0 | HACUYEHNM PO3CONOM, CYLUMIN Hag 6e3BoAHMM CynbdaToM MarHito i PO34YMHHUK ynapioBarnu
Npy MOHWKEHOMY TUCKY. 3anuwoK KpucTamnidyBanu 3 rekcaH/eturauerar, OOepXyluu BkasaHy B
3aronoBky cnonyky (1,12 ).
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MC (IAT+): [M+H]" 483,2.

'H AAMP (300 Mru, CDCl3) & 0,67-0,76 (2H, m), 0,99-1,09 (2H, m), 1,16 (3H, c), 1,3
(1H, c), 1,83-1,96 (1H, m), 4,52-4,72 (2H, m), 4,85 (1H, g, J=8,3 I'u), 6,83 (1H, g, J=1
(3H, m), 7,88 (1H, g, J=1,9 T'y), 8,57 (1H, c), 10,81 (1H, g, J=8,3 'w).

Mpuknag 76-1

ONTUYHO aKTUBHUI 7-umknonponin-N-(1-(3-dpTop-4-(TpUdTOPMETOKCK )PEHIN)-2-rigpoKCcK-2-
MeTunponin)-2-okco-2,3-gurigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

7-Umknonponin-N-(1-(3-¢pTop-4-(TpndTopMeToKCcH ) EeHin)-2-rigpoKkcu-2-MeTunponin)-2-okco-2, 3-
avrigponipnao[2,3-bJnipasun-4(1H)-kap6okcamig (100 mr), O MICTUTb AOMILLKK, SKUA OJepXKyBanun Ha
Crapii M Tlpuknagy 75, ounwann BEPX (C18, Pyxoma dasa: Boga (10 MM, wo Mmictutb
NH4HCO:s)/aueToHiTpun) i ogepxaHy dpakuito KOHLEHTpPyBanu Mpu MOHWXKEHOMY TUCKY. [1oTim,
3anuLoK oNTUYHO po3gainanu 3a gonomorot BEPX (konoHka: CHIRALPAK AD, 50 mmBx500 mm[,
Burotosnsetbca Daicel Chemical Industries, Ltd., Pyxoma dasa: rekcaH/etaHon = 850/150),
OflePXKytoun BKas3aHy B 3arofoBKy CMOMyKy, L0 Mae KOPOTLINIA Yac yTPUMaHHS (24 mr).

MC (IAT+): [M+H]" 483,2.

'H AMP (300 My, AMCO-ds) 5 0,62-0,70 (2H, m), 0,94-1,04 (5H, m), 1,19 (3H, c), 1,91-2,03 (1H,
M), 4,25-4,46 (2H, m), 4,68 (1H, g, J=8,3 T'u), 4,86 (1H, c), 6,94 (1H, g, J=1,9 T'y), 7,22-7,30 (1H, m),
7,35-7,42 (1H, m), 7,43-7,54 (1H, m), 7,87 (1H, g, J=1,9 T'u), 10,49 (1H, g, J=7,9 'u), 10,68 (1H, wc).

Mpuknag 76-11

ONTWUYHO aKTUBHUI 7-umknonponin-N-(1-(3-gpTop-4-(TpudTOpMETOKCH)PEHIN)-2-rigpoKkcn-2-
mMeTunnponin)-2-okco-2,3-gurigponipmnao[2,3-blnipasuH-4(1H)-kapbokcamia

7-Unknonponin-N-(1-(3-dTop-4-(TpudTopmeToKen )DeHin)-2-rigpoKkcu-2-MeTUNnponin)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig (1,25 r) ontnyHo posginanu 3a gonomorowo BEPX
(konoHka: CHIRALPAK AD, 50 mmB[Ox500 mm[, surotoBnsietecs Daicel Chemical Industries, Ltd.,
Pyxoma cpasa: rekcaH/etaHon = 850/150) i nepekpuctanidyBanu 3 auleTOH/renTaH, OLEPXYHuU
BKa3aHy B 3arofloBKY CrosyKy, L0 Ma€e KOPOTLUNIA Yac yTPUMaHHs (474 wmr).

MC (IAT+): [M+H]" 483,2.

'H AMP (300 Mru, CDCls) 5 0,67-0,76 (2H, m), 0,99-1,09 (2H, m), 1,16 (3H, c),
(1H, c), 1,84-1,95 (1H, m), 4,52-4,73 (2H, m), 4,86 (1H, g, J=8,3 '), 6,84 (1H, g, J=
(6H, m), 7,88 (1H, g, J=1,9 T'u), 8,81 (1H, wc), 10,82 (1H, g, J=8,3 'w).

Mpuknag 77

ONTUYHO aKTUBHUN 7-umknonponin-N-(1-(3-dpTop-4-(TpudTOpMETOKCH)PEeHin)-2-rigpokcmn-2-
mMeTunnponin)-2-okco-2,3-gurigponipmnao[2,3-blnipasuH-4(1H)-kapbokcamig

7-Unknonponin-N-(1-(3-dTop-4-(TpudTopmeToKen )DeHin)-2-rigpokcu-2-MeTUNnponin)-2-okco-2,3-
avrigponipngo[2,3-b]nipasuH-4(1H)-kap6okcamig (100 Mr), Wo MiCTUTb AOMILLKW, KM odepXyBanu Ha
Cragii M Mpuknagy 75, oumwanm BEPX (C18, Pyxoma dasa: Boga/aueTtoHitpun (mictute 0,1 %
TFA)), i onTuyHo po3ginanu 3a gonomoroto BEPX (konoHka: CHIRALPAK AD, 50 mmB[x500 mm[,
BurotoBnsetbca Daicel Chemical Industries, Ltd., Pyxoma dasa: rekcaH/etaHon = 850/150),
OZlEPXKYUM BKa3aHy B 3arofioBky Crosyky, Lo Mae AOBLUUIK Yac yTpuMaHHs (29 mr).

MC (IAT+): [M+H]" 483,2.

'H AMP (300 My, AMCO-ds) 5 0,62-0,70 (2H, m), 0,95-1,04 (5H, m), 1,19 (3H, c), 1,92-2,03 (1H,
M), 4,26-4,46 (2H, m), 4,68 (1H, g, J=8,3 T'u), 4,86 (1H, c), 6,94 (1H, g, J=2,3 T'y), 7,22-7,29 (1H, m),
7,35-7,42 (1H, m), 7,43-7,53 (1H, m), 7,87 (1H, g, J=2,3 T'u), 10,49 (1H, A, J=8,3 I'u), 10,68 (1H, c).

Mpuknag 78

2-okco-N-(1-(4-(2,2,2-TpudpTopeTokeun)deHin)nponin)-2,3-gurigponipnao[2,3-blnipasuH-4(1H)-
kapbokcamipg,

A) TpeT-6yTun (1-(4-(2,2,2-TpudbTopetokcu)deHin)nponin)kapbamat

o cymiwi Tpet-6ytun  (1-(4-rigpokcudpeHin)nponin)kapbamaty (302 wmr) i 2,2,2-
TpudTopeTnnTpudTopMeTaHcynbdoHaty (418 mr) B N, N-aumetundopmamiai (10 mn) gogasanu
kapboHat kanito (498 wr). PeakuinHy cymiw nepemiwysanu npu 80°C npotsirom 16 T i pO34MHHKK
ynaptoBanu npu MOHWXeEHOMY Tucky. [o 3anvwky popaBanu etunauetart. OpradidHui wap
npoMMBany BOAOH, CylWwWnM Hag 0e3BOAHUM cyrnbaToM HaTpild i PO3YMHHUK ynaproBanu npwu
MOHWXXEHOMY TUCKY, OOEepPXKYHUn BKa3aHy B 3arofioBKy cnonyky (362 mr).

MC (IAT-): [M-H]'332,1.

B) 2-okco-N-(1-(4-(2,2,2-TpudbTopeTtokcu)eHin)nponin)-2,3-gurigponipnao[2,3-b]nipasuH-4(1H)-
kapbokcamifg,

1-(4-(2,2,2-TpudTopeTokcH)deHin)nponinamiHy rigpoxnopug ogepxysanu 3 TpeT-6ytun (1-(4-
(2,2,2-TpncbTopeTokcn)deHin)nponin)kapbamaTy Takum e camum YMHOM sk i Ha Ctagii E MNpuknagy
18. BkasaHy B 3arorioBKy CMoJiyKy OAepXXyBasiM Takum e camum YnHoM sk i Ha Ctagii B Mpuknagy
53.

1,37 (3H, c), 1,64
19T

9Tu), 7,13-7,32

107



10

15

20

25

30

35

40

45

50

55

60

UA 115057 C2

MC (IAT+): [M+H]"409,1.

Mpuknag 79

N-(2-(meTnncynbdinin)-1-(4-(TpnudTopmeTokcun)deHin)etun)-2-okco-2,3-aurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

BkasaHy B 3arosfioBKy Crnonyky ofepXyBanu 3 N-(2-(meTuncynbdanin)-1-(4-
(TpndTOPpMETOKCH)dDEHIN)eTnn)-2-0kco-2,3-gurigponipnaol2,3-blnipasnH-4(1H)-kapbokcamigy  Takum
e cammum YnHoMm sik B MNpuknagi 60.

MC (IAT+): [M+H]" 443,1.

Mpuknag 80

2-okco-N-(1-(1-(2,2,2-Tpudptopetnn)-1H-imigason-4-in)nponin)-2,3-aurigponipnao[2,3-b]nipasmn-
4(1H)-kapbokcamig

A) 1-tputun-1H-imigason-4-kapbansgerig

Cymiw 1H-iminason-4-kap6ansgerigy (3,00 r), Tpuetnnaminy (7,00 r) i N, N-gumeTtundopmamiay
(40 mn) oxonomxyBanu oo 0°C i pogaBanu Tputunxnopug (10,5 r). PeakuinHy cymiw nepemiwysanm
npu KiMHaTHIN TemnepaTypi npoTtarom 18 r, Oo Hei gogaBanu Body i TBepAy PeyvoBMHY 36upanu
QinbTpyBaHHAM. OgepxkaHy TBepAYy PEYOBMHY MPOMUBANM BOOOM i Oi€TUNOBUM €TEPOM, OO EPXKYHOUMU
BKa3aHy B 3aronioBky cnonyky (10,0 r).

'H AMP (400 MIu, AIMCO-dg) 8 7,11-7,14 (6H, m), 7,40-7,48 (9H, m), 7,67 (1H, g, J=0,8 ['u), 7,80
(1H, g, J=1,2Tu), 9,23 (1H, c).

B) 1-(1-Tputun-1H-imigason-4-in)nponax-1-on

Ho cymiwi 1-Tputun-1H-imigason-4-kapbanegerigy (1,00 r) i TetparigpodyparHy (100 mn)
noBinbHo popasanu 2,96 M po3unH eTtunmarHinbpomig/retparigpogypan (1,50 mn) npu 0°C.
PeakuivHy cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTypi npotsrom 18 r, gogasanu Hacu4eHun
BOOHWIA PO3YMH XNOPMAY aMOHil0 i Cymiw ekcTparyBanu eTtunauetaTom. EkcTpakt nocnigosHO
nNpoMMBany BOAO i HACUYEHMM PO3CONIOM, CyLLIUNKN Hag 6e3BOAHUM CynbdaToOM HaTPito i PO3YNHHUK
ynaptoBanu npu NOHMXeHOMY TUCKY, OAEPXKYH4M BKa3aHy B 3aronosky cnonyky (1,00 r).

'H AMP (400 Mru, AMCO-ds) 5 0,78 (3H, T, J=7,6 L), 1,54-1,59 (1H, m), 1,68-1,72 (1H, m), 4,36
(1H, 1, J=6,0 T'y), 4,81 (1H, g, J=5,6 I'y), 6,65 (1H, c), 7,02-7,12 (6H, m), 7,26 (1H, g, J=1,2 T'y), 7,35-
7,43 (9H, m).

C) 1-(1-tputun-1H-imigason-4-in)nponaH-1-oH

Cymiw  1-(1-tputun-1H-imigason-4-in)nponaH-1-ony (1,00 r), giokenay mapraHuwo (2,36 1) i
piokcaHy (20 mn) HarpiBanu i3 3BOPOTHIM XONOAUMBbHUKOM 2 r. PeakuiiHy cymill oxonoaxysanu o
KiMHaTHOI TemnepaTypu, HEPO3UMHHY PeyvyoBUHY BiAdIiNbLTpoByBanu i dinbTpaT KOHUEHTpyBanu npu
NMOHWXXEHOMY TUCKY, OOepXyroun BkasaHy B 3aronosky cnonyky (1,00 r).

'H AMP (400 My, MCO-dg) & 1,03 (3H, T, J=7,6 '), 2,86 (2H, k, J=7,6 '), 7,10-7,15 (6H, m),
7,35-7,80 (10H, m), 7,54 (1H, A, J=1,2 ).

D) 2-okco-N-(1-(1-(2,2,2-TpucbTopeTnn)-1H-imigason-4-in)nponin)-2,3-aurigponipngo[2,3-
b]nipasuH-4(1H)-kapbokcamig
Cymiw  1-(1-tputun-1H-imigason-4-in)nponan-1-ony (1,00 r) i 4 M posuuH xnopvg

BogHto/eTunauetar (40 mn) nepemiwyBanu Npu KiMHaTHIA TemnepaTypi 2 I i pO34MHHWK ynapiosBanm
npv NOHWXeHomy Tucky. [lo 3anuwky gogasanu N, N-gumetundopmamig (10 mn), kapboHaT kanito
(829 wr) i popaBanu 2,2,2-tpudptopetuntpudTopmeTaHcynbgoHaTt (950 wmr). PeakuiiHy cymiw
nepemillysanu npOTAroM HOYI NpW KiIMHaTHIA TemnepaTypi, OO Hel gopasanu BoAdy i Ccymiw
eKkcTparyBanu etunaueTatoM. EkcTpakT MmocrnigoBHO MnpomuBany BOAOK i HAaCUMYEHWMM PO3COSIOM,
cywwnn Hag 6e3BogHMM CcynbaToOM HaTpilo i PO3YMHHMK ynapioBanu Mnpu MOHMXEHOMY TUCKY.
3anuwok ounLiany KOJOHKOBOK XpomaTtorpadiieto Ha cunikareni (netponenHuii edpip/eTnnauerar)
ogepxytoun 1-(1-(2,2,2-TpudptopeTtnn)-1H-imigason-4-in)nponan-1-oH, WO MiCTUTL Aomiwkn. [o
OfepXXaHOoro 3anuwiKy gogaBanu rigpokcunaminy rigpoxnopug (202 wmr), Tpuetunamid (294 wr) i
eTtaHon (20 mn) i peakuinHy CyMill HarpiBanu i3 3BOPOTHIM XONOAUINbHUKOM NPOTArom 4 r. PeakuinHy
CyMilLl OXOMOMXyBanu OO0 KiMHaTHOI TemnepaTypu i PO3YMHHUK yNaproBanu Npu NMOHWKEHOMY TUCKY.
[o 3anuwky gogasanu Boay i Cymill ekcTparysanu etunauetatomM. EKCTpakT nocnigoBHO npomusanu
BOJOIO i HACKYEHUM PO3CONOM, Cylnnu Hag 6e3BoAHUM CynbdaToM HaTPIlo | PO3YMHHUK ynaproBanu
npu NOHWXeHoMy Tucky. [lo 3anuwky gogasanu metaHon (50 mn) i Hikenb PeHes (1,00 r) i peakuiniHy
cymiw nepemiwysanu npu 50°C npotarom 4 r B atmocdepi BogHio (50 cyHTiB/grovim). PeakuinHy
CyMill oxonofXyBanu [0 KiMHaTHOI TemnepaTypu, HEpPO3UYUMHHY peyoBWHY BiadinbTpoByBanu i
dinbTpaT KOHUEHTPYBanNuM nNpu NOHMWXeHOMY TUCKY. [1o 3anuviiky foaasanu 4-HiTpodgeHin 2-okco-2,3-
avrigponipnao[2,3-bJnipasun-4(1H)-kap6okcunat (491 wr), TtpuetunamiH (303 wmr) i N, N-
anvetundopmamig (20 mn) i peakuiiHy cymill nepemiyBanu npoTarom Houi. PeakuinHy cymiw
oumwanu BEPX (C18, Pyxoma casa: Boga/aueTtoHitpun (mictute 0,1 % TFA)) i ogepxaHy TBepay
peyYoBMHY KpucTanisyeanu 3 eTunaueTaTty, OOepXXYyro4umM BKasaHy B 3arofoBKy cnonyky (76 mr).
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MC (IAT+): [M+H]"383,1.

Mpuknapg 81

2-okco-N-(1-(1-(2,2,2-TpudbtopeTunn)-1H-1,2,4-tpmason-3-in)nponin)-2,3-gurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

A) metun 1-tputnn-1H-1,2,4-tpmason-3-kapbokecunat

BkasaHy B 3aronoky cnonyky ogepxysanu 3 Metun 1H-1,2,4-tpmuason-3-kapbokcunarty Takum xe
camum 4nHOM sik | Ha CTtagii A MNMpuknaay 80.

'H AMP (400 My, AMCO-ds) d 3,84 (3H, c), 7,02-7,12 (6H, m), 7,30-7,42 (9H, m), 8,39 (1H, c).

B) 1-(1-(2,2,2-TpucbTopeTtun)-1H-1,2,4-tpnason-3-in)nponaH-1-oH

Cymiw 3,0 M posunH etunmarHinbpomig/tetparigpodypar (13,2 mn) i tpuetunaminy (11,0 r)
nepemiwysanu npu KiMHaTHIn TemnepaTypi npoTtarom 30 xB. PeakuiiHy cymiw oxonomxysanu go -
20°C, popmaBanu po3umH Metun  1-tputun-1H-1,2,4-tpnason-3-kapbokcunaty (7,30 r) B
TeTparigpodypaHi (150 mn) i cymiw nepemiwyBanu npu -20°C npotsirom 1 r. [JO peakuiiHoOi cymilli
Aofasanv Body i CyMmill ekcTparyBanu etunaueTratoM. EKCTpakT nocnigoBHO npoMuBany BOAOH i
HaCM4YeHVM pO3CONOM, CyLWMnM Hag 6e3BOAHUM CynbaToOM HaTPilo i PO3YMHHUK ynaproBanu npu
MOHMWKEHOMY TUCKY. 3anuLoK oYMLanu KOMOHKOBOK Xpomartorpadieto Ha cunikareni (netponenHuin
edip/eTunaueTar), O4EPXKYOUYN BKa3aHy B 3arofioBKy crnonyky (4,8 r).

'H AMP (400 MIy, IMCO-dg) 8 1,04 (3H, T, J=7,6 '), 2,97 (2H, k, J=7,6 W), 7,02-7,10 (6H, m),
7,35-7,43 (9H, m), 8,36 (1H, c).

C) 2-okco-N-(1-(1-(2,2,2-Tpudbtopetnn)-1H-1,2,4-Tpmuason-3-in)nponin)-2,3-aurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky cnonyky opepxysanu 3 1-(1-(2,2,2-tpucptopetun)-1H-1,2,4-tpnason-3-
in)nponaH-1-oH TakMM e caMum YmHOM SK | Ha Ctagii D MNpwuknagy 80.

MC (IAT+): [M+H]"384,1.

Mpuknag 82

N-(1-(4-isonponokcudeHin)nponin)-2-okco-2,3-gurigponipngo[2,3-b]nipasunH-4(1H)-kapbokcamis

A) TpeT-6yTun (1-(4-isonponokcudperin)nponin)kapbamat

Jo cymiwi TpeT-6yTnn (1-(4-rigpokcudpenin)nponin)kapbamaty (628 wmr) i 2-nognponany (0,324
mn) B N, N-gumetundopmamigi (15 mn) gogaBanu kapboHat kanito (518 mr). PeakuiiHy cymiw
nepemilysanu npu KiMHaTHIM TemnepaTtypi npotarom 16 r, OO Hel godaBanu BoAy i Cymiw
eKkcTparyBanu etunauetatom. EKcTpakT nocnigoBHO nNpoMvBany BOLOK i HaCMYEHMM pPO3COJSIOM,
cywunu Hag 6e3BogHMM CynbaToOM MarHilo i PO3YMHHUK ynaproBanu MNpu MOHWXKEHOMY TUCKY.
3anuwok o4uLanm KONOHKOBOK XpomaTorpacdpieto Ha cunikareni (rekcaH/eTunaueTtar), ogepXytun
BKasaHy B 3aronosky cnosnyky (309 wr).

'H AMP (300 My, CDCl5) & 0,87 (3H, T, J=7,3 T'u), 1,32 (6H, A, J=6,0 I'u), 1,41 (9H, c), 1,66-1,83
(2H, m), 4,35-4,61 (2H, m), 4,73 (1H, wc), 6,80-6,87 (2H, m), 7,11-7,19 (2H, m).

B) N-(1-(4-izonponokcundeHin)nponin)-2-okco-2,3-gurigponipmnao[2,3-blnipasuH-4(1H)-
kapbokcamig,

Ho Ttpet-6ytun (1-(4-isonponokcudperin)nponin)kapbamaty (305 wmr) gogasanm 4 M po3yumH
xnopva BogHw/etunauetart (5 mn) i cymiw nepemiwyBany nNpu KiMHaTHIN Temnepatypi npotarom 1 T.
Po34mHHUK ynaptoBanu npu noHWXeHOMY TUCKY, oepxytouun 1-(4-isonponokcudeHin)nponaH-1-amiHy
rigpoxnopua. o cymiwi 4-HiTpodeHin 2-okco-2,3-gurigponipnaol2,3-blnipasuH-4(1H)-kapbokcunaty
(297 wmr) i 1-(4-isonponokcudpeHin)nponax-1-aminy rigpoxnopugy 8 N, N-aumetundgpopmamiai (10 mn)
ponasanu Tpuetunamid (0,395 mn) i cymiw nepemillysanu npu KiMHaTHIA TemnepaTypi npoTtarom 16 r.
[o peakuinHoi cymiwi gogasanu BoAy i Cymill ekcTparyBanu etunaueratoMm. EkCTpakT nocnifoBHO
NpoMMBany BOAO i HACMYEHMM PO3COJSIOM, CyLINNN Had 6e3BOOHMM CyNb(aToOM MarHito i PO3YNMHHUK
ynapoBanu npu NoHWKEeHOMY TUCKY. 3armLloK o4MLLanm KOJTOHKOBOK XpomaTtorpadieto Ha cunikareni
(rekcaH/eTvnaueTart) i KpucTanidyBanu 3 rekcaH/etunaueTaTt, OAEpXXyluu BKasaHy B 3arofioBKy
cnonyky (178 wr).

MC (IAT-): [M-H]'367,2.

Mpuknag 83

N-(1-(4-xnopdeHin)nponin)-2-okco-2,3-gurigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamia

A) 1-(4-xnopdeHin)nponaH-1-amiH

[o posunHy 1-(4-xnopdeHin)nponaH-1-oHy (1,69 r) B etaHoni (60 mn) goaaBanu rigpokcunaminy
rinpoxnopug (1,39 r) i TpuetunamiH (2,79 Mn) npu KiMHaATHIN Temnepatypi. PeakuiiHy cymiwl
nepemillysanu Npu KiMHaTHIn TemnepaTypi NPoTAromM 16 r i pPO3YMHHUK ynapioBanu npu NOHMWKXEHOMY
Tucky. [lo sanuwky gopgasanu BoAy i Cymiw ekcTparyBanu etunauetaToMm. EkcTpakT nocnigosHO
NpoOMUuBanu BOAOK i HACUYEHMM PO3COSIOM, CyLUMNK Hag 6€3BOAHMM CyrnbdaToM MarHito i pPO34YMHHUK
ynaploBanu npuv MOHWKEHOMY TUCKY, oaepxytoum 1-(4-xnopdeHin)-N-rigpokcunponan-1-imiH. [do
po3umHy 1-(4-xnopdeHin)-N-rigpokcunponaH-1-imiHy B TeTparigpodypani (100 mn) gogasann 1,1 M
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po34uMH komnnekc GopaH-TeTparigpodypaH/TeTparigpodypaH (27,3 mn) i cymiw nepemiwysanu npwm
80°C npotarom 16 r. [o peakuinHoi cymiwi gogaBanvm 1 M XnopBOAHEBY KWUCMOTY i cymiw
eKkcTparyBanu etunauetatom. EKcTpakT nocnigoBHO npomuBanu BOAOK i HACWMYEHWM PO3COSIOM,
cywmnu Hag 6e3BogHMM CcynbaTOM MarHito i PO3YMHHUK yrnaproBanu npu MOHWKEHOMY TUCKY.
3anuwok ounwanM KOJIOHKOBOK XpoMatorpacpieto Ha cunikareni (NH, rekcan/eTunauetar),
OLEPXKYIUM BKasaHy B 3arofioBky cnonyky (520 wr).

'"H AMP (300 Mry, CDCl3) & 0,85 (3H, T, J=7,3 ), 1,58-1,74 (2H, m), 3,80 (1H, T, J=7,0 Tw),
7,21-7,40 (4H, m).

B) N-(1-(4-xnopdeHin)nponin)-2-okco-2,3-gurigponipnaol2,3-b]nipasuH-4(1H)-kapbokcamig

Ho cymiwi 4-HiTpodeHin 2-okco-2,3-gurigponipnao[2,3-bJnipasuH-4(1H)-kapbokcunaty (300 mr) i
1-(4-xnopdpeHin)nponan-1-aminy (211 mr) B N, N-aumetundpopmamigi (10 mn) gogasanu TpueTunamiH
(0,279 mn) i cymiw nepemiysanu npu KiMHaTHIM TemnepaTypi npoTtarom 16 r. [lo peakuinHol cymilui
Aofasanv Body i Cymill ekcTparyBanu etunaueTratoM. EKcTpakT nocnigoBHO npoMuBany BOAOH i
HacM4YeHMM PO3COSIoM, Ccylunu Hag 6e3BoaHMM cynbgaToM MarHilo i PO3YMHHUK ynaproBanu npwm
MOHWKEHOMY  TWUCKY. 3anuwoK ouuliann  KOMOHKOBOK  XpomaTtorpadhiero  Ha  cunikareni
(rekcaH/eTvnaueTar) i NnepekpucTaniayBanu 3 rekcaH/etunauerar, O4epXyloun BKasaHy B 3arosfloBKy
cnonyky (205 wr).

MC (IAT+): [M+H]"345,1.

Mpuknapg 84

2-0kco-N-(1-(2-(TpudTopmeTokcu)dpeHin)nponin)-2,3-gurigponipnaol2,3-bnipasun-4(1H)-
kapbokcamig,

A) N-meTokeun-N-metun-2-(tpudtopmeToken)beHsamia

Ho cymiwi 2-(tpudtopmetokcn)beHsonHoi kucnotn (5,00 r), N, O-gumeTtunrigpokcnnamiHy
rigpoxnopuay (2,63 r) i Tpuetunaminy (7,36 r) B N, N-gumetnndopmawmigi (50 mn) gogasanu
MoHorigpaT  1-rigpokcubensoTtpuasony (4,94 r) i rigpoxnopug 1-(3-aMmeTunamiHonponin)-3-
etunkapbogiimigy (2,63 r). PeakuiiHy cymiw nepewmiwysanu npu 10°C npotsrom 16 r, go Hei
Aofasanu Bogdy i Cymill ekcTparyBanu etunagetaTtom. EKCTpakT npoMuBanm HaCcM4EHUM PO3COMOM,
cywunu Hag 6e3BogHMM CynbdaToM HaTPilo i PO3YMHHUK ynaproBanu NpW MOHMKEHOMY TUCKY,
OZlePXKYKouM BKasaHy B 3aronoBky cnonyky (5,21 r).

'H AMP (400 Mru, CDCl3) & 3,36 (3H, c), 3,45 (3H, c), 7,27-7,37 (2H, m), 7,39-7,50 (2H, m).

B) N-rigpokcu-1-(2-(TpudTopmeToKcH)deHin)nponax-1-imiH

BkasaHy B 3arosioBKy Cnonyky ofepXXyBanu 3 N-meTokcu-N-meTun-2-
(TpudpTOopmeETOKCU)BEH3aMIQY TakuM Xe cammnm YnHOM sk Ha Ctagisax C-D Mpuknagy 2.

'H AMP (400 Mru, CDCl3) & 1,05 (3H, T, J=7,6 W), 2,77 (2H, k, J=7,6 Tw), 7,27-7,35 (2H, m),
7,36-7,44 (2H, m), 8,28 (1H, c).

C) 1-(2-(tpudbTopmeTokcu)beHin)nponaH-1-amiHy rigpoxnopug

Ho posumHy N-rigpokcu-1-(2-(TpudpTopmeTokcun)deHin)nponan-1-imiHy (2,31 r) y metanoni (100
Mn) gopjasanu Hikenb Penesa (1,00 r). PeakuiiHy cymiw nepewmiwysanu npu 50°C npoTarom 4 r B
aTmocdpepi BogHw (50 dyHTIB/AOMM), HEPO3YMHHY peyvoBUMHY BiadINbTpoByBanu i QinbTpaT
KOHLUEHTpyBanu npy NOHWXEHOMY TUCKY. 3anuLoK pO34YMHANN B 3MiLLAHOMY PO34YMHHUKY eTunaueTart
(70 mn) i metaHon (10 mn), gopasanu 4 M po3uuH xnopug BogHw/etunauetaT (40 mn). PeakuinHy
cymiw nepewmiwysBanu npy 15°C 2 r i poO3YMHHUMK ynaproBanu Npu MOHWKeHOMY Tucky. OgepxkaHy
TBEPAY PEYOBMHY MPOMMBANN TPeT-OyTUIMETUIIOBMM €TepoM, OAEPXKYKUM BKasaHy B 3aroroBKY
cnonyky (1,36 r).

MC (IAT+): [M+H]"219,9.

D) 2-okco-N-(1-(2-(TpudTopmeTokcu)dpeHin)nponin)-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-
kapbokcamig

BkasaHy B 3aronoBky cnonyky ogepxysanu 3 1-(2-(TpudpTopmeTokcu)deHin)nponaH-1-aMmiHy
riapoxnopuay Takmm e caMmuMm YnHoM sk i Ha Ctagii L MNpuknagy 72-1.

MC (IAT+): [M+H]"395,1.

Mpuknag 85

N-(1-(4-meTundpenin)nponin)-2-okco-2,3-gurigponipnao[2,3-blnipasuH-4(1H)-kapbokcamig

A) meTtun 4-(ancdtopmeTun)beHsoat

[o po3unHy metun 4-coopminbeHsoaty (821 mr) B Tonyoni (25 mn) gogasanu tpudptopmg N, N-
aieTunamiHocipkn (1,98 mn). PeakuinHy cymiwl nepemillyBanu nNpy KiMHaATHIN TemMnepaTypi NpoTArom
20 r, 0o Hel gogaBanu BoAy i CyMill ekcTparyBanu eTunaderaTom. EKcTpakT nocnigoBHO npoMuBanu
BOZOIO | HACUMYEHNM PO3CONOM, CYLUMIN Hag 6e3BOAHUM CynbdaToM MarHilo i pO34YMHHKK ynaptosanm
Npyv MOHWXEHOMY TUCKY. 3anuoK ouYuany KOMOHKOBOK Xpomartorpadieto Ha cunikareni
(rekcaH/eTnnaueTat) i KpucTanidyBanu 3 rekcaH/etunaueTaTt, OAEPXYIYM BKasaHy B 3aronosky
cnonyky (619 wr).
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'H AMP (300 Mry, CDCls) & 3,95 (3H, c), 6,46-6,92 (1H, m), 7,59 (2H, A, J=8,3 I'u), 8,13 (2H, A,
J=8,7 ).

B) 4-(andTopmeTun)-N-meTokcn-N-meTundeHsamig

o po3unHy wmetun 4-(gudptopmetmn)beHsoaty (615 Mr) B 3MillAHOMY  PO3YUHHUKY
TeTparigpodypaH (15 mn) i metaHon (5 mn) gogaBanu 2 M BOAHMIA pO34MH rigpokeugy Hatpito (3,0
M) | cymiw nepemiwyBanuM npu KiMHaTHIM Temnepatypi npotarom 3 r. PeakuiiHy cymiw
HenTpanidyann 1 M XnopBOOHEBOK KUCIIOTOK i CyMill eKcTparyBanu eTtunauertatoMm. EkcTpakT
nocnigoBHO NPOMMBANM BOAOK i HACMYEHUM PO3COMOM, CyLIMnn Hag 6e3BogHUM CynbaToM MarHito i
PO3YMHHUK ynmapitoBanum npuv  MNOHWXeHoMmy Tucky. Cymiw ogepxaHoro 3anvwky, N, O-
anveTunrigpokcunamidy rigpoxnopugy (387 wr), Tpuetunamivy (0,921 wmn), moHorigpaty 1-
rigpokcmbensoTtpuasony (607 mr) i rigpoxnopuay 1-(3-anmeTtunamiHonponin)-3-etunkapbogiimigy (760
mr) B N, N-gumeTtundopmamigi (15 mn) nepemiwysanu npu KimHaTHin Temnepatypi npotarom 20 r. [o
peakuinHoi cymiwi gogasanu Body i Cymill ekcTparyBanu eTtunauetatoM. EkcTpakT nocnigoBHO
npoMMBany BOAOI i HACUYEHMM PO3CONIOM, CyLLIMNN Hag 6e3BOOHNM CyNbdaToM MarHito i PO3YNMHHUK
ynaptoBanu npv NOHWXeHOMY TUCKY. 3anu1LLIOK o4YmLLany KONTOHKOBOK XxpoMaTorpadieto Ha curikareni
(rekcaH/eTunaueTar), o4epXKyun BKasaHy B 3aronoBKy cnonyky (540 wmr).

'H AMP (300 My, CDCl3) & 3,38 (3H, c), 3,54 (3H, c), 6,47-6,89 (1H, m), 7,56 (2H, A, J=8,3 L),
7,77 (2H, g, J=8,7 T'w).

C) 1-(4-(amdpTopmeTun)deHin)nponaH-1-oH

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 4-(andtopmetun)-N-meTokcu-N-meTunbeHsamigy
TaknMm xe caMmum YmHoMm Sk i Ha Ctagii C Npuknagy 2.

'H AMP (300 My, CDCls) & 1,24 (3H, T, J=7,2 ['u), 3,03 (2H, k, J=7,2 W), 6,48-6,90 (1H, m), 7,61
(2H, g, J=8,3 I'u), 8,05 (2H, g, J=8,7 I'w).

D) 1-(4-meTundeHin)nponaH-1-amiH

[o po3uunHy 1-(4-(andTtopmeTtun)deHin)nponaH-1-oHy (360 mr) B etaHoni (10 mn) gogaeanu
rigpokcunamiHy rigpoxnopug (272 wr) i tpuetnnamin (0,545 mn). PeakuiiHy cymiw nepemiwysanu
npu KiMHaTHIN TemnepaTtypi NpPoTAroM 16 r i PO34YMHHMK ynaproBanu Npu MNOHMXKXEHOMY TUCKy. [o
3anuKy godasanu BOAY i CyMill ekcTparyBanu eTunaueTatoM. EKCTpakT mocnigoBHO mpomuBanu
BOZOI | HACUYEHNM PO3CONOM, CYLUMIN Hag 6€3BOAHUM CynbdaTtoM MarHito i pO34YMHHMK ynaptoBanm
npu nNoHwxeHomy Tucky. o sanuwky aogasanu etaHon (20 mn) i 20 % rigpokcua nanagito-Byrinns
(40 wmr). PeakuinHy cymilwl nepemiwyBanu npu KiMHaTHIM TemnepaTtypi npotarom 16 r B atMmocdepi
BOAHIO, KaTanisatop BigdinbTpoByBanu i @inbTpaT KOHUEHTPYBanu npu MOHWKEHOMY TUCKY,
o,u,eE»Kyroqm BKa3aHy B 3aronosky crnonyky (280 mr).

H AMP (300 MI'u, CDCI) 6 0,72 (3H, T, J=7,2 T'y), 1,66-1,94 (2H, m), 2,31 (3H, c), 3,73 (1H, aa,
J=8,7, 5,7 T'u), 7,08-7,23 (4H, m), 8,26 (2H, wc).

E) N-(1-(4-meTtundeHin)nponin)-2-okco-2,3-aurigponipnao[2,3-b]nipasun-4(1H)-kapbokcamig

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 1-(4-metundeHin)nponaH-1-aMmiHy Takum e camum
4nHom 4K i Ha Ctagii B MNpuknagy 83.

MC (IAT+): [M+H]"325,2.

Mpuknapg 86

2-okco-N-(1-(1-(2,2,2-TpudpTopeTnn)-1H-nipason-4-in)nponin)-2,3-gurigponipnao[2,3-b]nipasuH-
4(1H)-kapbokcamig

A) metun 1H-nipason-4-kap6okcunat

Cymiw 1H-nipason-4-kap6oHoBoi kucnotu (4,00 r) i 4 M po3uunH xnopug BogHio/MeTaHon (150 mn)
nepemillysanu NPOTAroM Houi Npu KiMHaTHIN TeMmnepaTypi i PO3YMHHUK ynapioBanu npu NOHWXeHOMY
TUCKY, OAEPXKYIOUM BKa3aHy B 3arofioBky crnonyky (5,0 r).

'H AMP (400 My, AMCO-ds) d 3,72 (3H, c), 8,09 (2H, c), 11,62 (1H, c).

B) metun 1-tputun-1H-nipason-4-kapbokcunat

BkasaHy B 3aronoBKy crnonyky ogepxyeBanu 3 metun 1H-nipason-4-kapbokcunaTty Takmm xe
camum YrnHOM sk i Ha Ctagii A Mpuknaay 80.

'H AMP (400 Mru, IMCO-dg) & 3,79 (3H, c), 7,11-7,14 (6H, m), 7,31-7,33 (9H, c) 7,93 (1H, c),
8,04 (1H, c).

C) N-meTtokcu-N-meTun-1-tputun-1H-nipason-4-kapbokcamig,

Cymiw wmetun 1-tputun-1H-nipason-4-kap6okcunaty (8,00 r) i rigpokcmuay nitito (2,70 1) y
Bogi/TeTparigpodypar/metarHon (1:2:2) (100 mn) nepemiwysanu npu 60°C npoTarom 3 r i pO3YNHHUK
ynaproBanu npu noHmxeHomy Tucky. [o sanuwky gogasanu N, N-gumetundopmamig (50 mn), N, O-
anveTunrigpokcunaminy rigpoxnopug (2,10 r), Tpnetunamin (6,80 r) i rekcagpTopcocdopar O-(7-
azabeHsoTtpuason-1-in)-N, N,N',N'-teTpameTunypoHito (16,8 r) npu kimHaTHin Temnepatypi. Peakuinny
CyMill nepeMillyBanu MpPOTAroM Houi Npu KiMHATHIA TemnepaTypi, 40 Hel godaBanu Body i Cymil
eKkcTparyBanu etunaueTatoM. EKcTpakT nocnigoBHO NpomMuBanuM BOAHUM PO34MHOM kapboHaTy
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HaTpilo, BOOOK i HAaCMYEHUM PO3CONOM, Cylunu Hag 6e3BogHUM CynbaToM HaTpilo i PO3UMHHUK
ynaptoBanu npu NOHMXEHOMY TUCKY, OAEPXKYHOYM BKa3aHy B 3arofioBKy Cronyky (5,7 r).

'H AMP (400 Mru, AMCO-ds) & 3,29 (3H, c), 3,63 (3H, c), 7,13-7,16 (6H, m), 7,31-7,33 (9H, c)
7,98 (1H, c), 8,11 (1H, c).

D) 2-okco-N-(1-(1-(2,2,2-TpuncTopeTnn)-1H-nipason-4-in)nponin)-2,3-gurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

BkazaHy B 3arofioBky crnonyky ogepxyeanu 3 N-meTokcu-N-metun-1-tputun-1H-nipason-4-
kapbokcamigy Takum xxe cammm YmMHoM sk | Ha Ctagii C MNpuknagy 2 i Ctagii D Mpuknaay 80.

MC (IAT+): [M+H]"383,1.

Mpuknag 87

N-(1-(3-meTun-4-(TpudTopmeToKcH)eHin)nponin)-2-okco-2,3-aurigponipnaol2,3-blnipasuH-
4(1H)-kapbokcamig

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 1-6pom-3-meTtun-4-(TpudTopMeTokcn)beHsony
Takum xe cammm YmHom sk Ha Crtagiax A-B lMpuknagy 30, Cragii D MNpuknaay 2, Cragii C MNpuknagy
56 i Ctapji G Npuknagy 7.

MC (IAT+): [M+H]"409,1.

Mpuknag 88

N-(2-(agumeTnnamiHo)-2-okco-1-(4-(TpudTopmeToKcK)deHin)etun)-2-okco-2,3-gurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

A) TpeT-0yTunn (2-amiHo-2-okco-1-(4-(TpudTopmeToKcK)dpeHin)etun)kapdbamar

Cymiw 2-amiHO-2-(4-(TpndTOopmeToken)deHin)auetamigy (2,15 r), au-tpet-6ytungukapboHaty
(2,41 1) i TeTparigpodypaHy (50 mn) nepemiwyBanyM NPOTArOM HOYI MPW KIMHATHIA TemnepaTypi.
Po3unHHUK ynapioBanu npu NOHMXEHOMY TUCKY, OAEPXKYIOYM BKa3aHy B 3aronosky cnonyky (2,99 r).

'H AMP (300 My, CDCls) & 1,41 (9H, c), 5,24 (1H, wc), 5,67 (1H, wc), 5,83 (1H, a, J=5,7 Tu),
5,91 (1H, wc), 7,16-7,24 (2H, m), 7,37-7,49 (2H, m).

B) TpeT-6yTnn (2-(anmeTunamiyo)-2-okco-1-(4-(TpucpTopmeTokcu)deHin)etnn)kapbamat

Cymiw 2 M BogHOro posuuHy rigpokcuay Hatpito (20 mn), Tpet-Oytun (2-amiHo-2-okco-1-(4-
(TpudpTopmeTokeu)hbeHin)etun)kapbamaty (1,5 r) i metaHony (15 mn) nepewmiwysanu npu 70°C
npoTtaroM 2 gHiB. PeakuiviHy cymiw Hentpanidysanu 1 M xnopsogHesoto kucrnoToto npu 0°C i cymiw
eKkcTparyBanu etunauetatom. EKCTpakT nocnifoBHO NpoMuBany BOAOK i HaCUYEHUM pPO3COSIOM,
cywwnn Hag 6e3BogHUM CynbaToOM MarHito i PO3UMHHMK ynaproBanu Mpu MOHMXEHOMY TUCKY,
ofepxXytoumn 6nigo-xoBTy TBEpay pevoBuHy (1,26 r). Cymiw ogepxaHoi TBepaoi pevoBuHu (400 wmr),
Tpuetunamidy (0,166 mn), moHorigpaTy 1-rigpokcnbensotpuasony (219 wr), rigpoxnopuay 1-(3-
AvMeTunamiHonponin)-3-etunkapbogiimigy (274 wmr), gumeTtunaminy rigpoxnopuay (117 wmr) i N, N-
anveTtundopmamigy (5 mn) nepemiwysanu npotarom Houi npu 80°C. PeakuinHy cymiw Bunueanu B
Hacu4YeHWin BOOHWI PO34UH rigpokapboHaTy HaTpilo i CyMmill ekcTparyBanu etunagetatom. Exkcrpakr
nocnigoBHO NPOMMBANU HAaCUMYEHUM BOAHMM PO3YMHOM rigpokapboHaTy HaTpilo i HacuyeHuMm
pO3COMNOM, CyLIUNM Hag 6e3BOAHNM CynbdaTtoOM MarHito i PO3YMHHMK ynapioBanu nNpu NMOHWKEHOMY
TUCKY. 3anuwIoK ouulanM KONOHKOBOKW XxpomaTorpadiieto Ha cunikareni (rekcaH/etunauerar),
o,u,eE»Kyroqm BKa3aHy B 3arofioBKy Cronyky (254 wmr).

H AMP (300 MI'y, CDCl3) 6 1,41 (9H, c), 2,90 (3H, c), 2,99 (3H, c), 5,56 (1H, g, J=7,5 'y), 6,08
(1H, @, J=7,5Tu), 7,14-7,23 (2H, m), 7,36-7,46 (2H, m).

C) N-(2-(gumeTnnamiHo)-2-okco-1-(4-(TpudTopmeToKeu)eHin)etun)-2-okco-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig

Cymiw  TpeT-OyTvn  (2-(oumeTnnamiHo)-2-okco-1-(4-(TpudTopMeToKeH)deHin)eTun)kapbamary
(270 wmr) i 2 M po3uuHy xnopug BogHwo/MeTaHon (5 mMn) nepemiwlyBanu Npu KiMHaTHI TemnepaTypi
npotsaroM 30 XB i PO3YMHHUK ynapioBanu nNpu MoHwxeHomy Tucky. o sanuwky pgogasanu N, N-
anmetundopmamig (15 mn), Tpuetnnamin (226 wmr) i 4-HiTpodpeHin-2-okco-2,3-gurigponipngo(2,3-
blnipasuH-4(1H)-kapbokcunat (234 wmr) i cymiw nepemiwyBanyM NPOTArOM HOYi MpW  KiIMHATHIN
TemnepaTypi. [0 peakuiiHOi CymiWi [odaBanM HaCUYEeHUM po3Cin i Cymill ekcTparyeanu
eTunaueTtatom. EkcTtpakt npomuBanu 1 M BOAHMM PO3YMHOM TiJPOKCUAY HATPIl0 i HacUYeHUM
pO3COMOM, CyLIMNM Hag 6e3BogHMM CynbdaTtoOM MarHito i PO3YMHHMK ynaproBanu npu NOHMKEHOMY
TUCKY. 3anuLioK ounLLany KONTOHKOBOK Xpomartorpadiieto Ha cunikareni (rekcaH/etunageTaT) i NoTim
KOMOHKOBOK XxpomaTtorpadpieto Ha cunikareni (etunauetat/MeTaHon), OAEepXyluuM BKasaHy B
3aronoBky crnonyky (83 mr).

MC (IAT+): [M+H]"438,1.

Mpuknag 89

N-(2-(MeTnnamiHo)-2-okco-1-(4-(TpudTopMeTOKCH)PEeHin)eTun)-2-okco-2,3-aurigponipnaol2,3-
b]nipa3nH-4(1H)-kapbokcamig,
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BkasaHy B 3aronoBKy CrMonyky o4epXXyBanu Takum xxe cammm YmHoMm sk Ha Ctagisx A-C lMpuknagy
88.

MC (IAT+): [M+H]"424,1.

Mpuknag 90

N-(2-i3onponokcu-1-(4-(TpndTopmeTokcn)deHin)eTnn)-2-okco-2,3-aurigponipngo[2,3-b]nipasuH-
4(1H)-kapbokcamia

A) 2-izonponokcu-1-(4-(TpudTopmMeToKCH)deHiNn)eTaHaMiH

BkasaHy B 3aronoBKy CMOJyKy ogep)XyBanu TakMM e caMuMM YuHOM siK i Ha Ctagii D Mpuknagy
63, Ctagii C Npuknagy 1 i Ctagii B MNMpuknagy 54.

MC (IAT+): [M+H]"264,1.

B) N-(2-i3onponokcu-1-(4-(TpncpTopmeTokcm)peHin)etun)-2-okco-2,3-gurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig
BkasaHy B 3aronoBky CMNONyKy ofepxysanu 3 2-izonponokcu-1-(4-

(TpMdTOPMETOKCH)ChEHIN)eTaHaMiH TakuM e camum YnHoM Sk | Ha Ctagii B Mpuknaay 83.

MC (IAT+): [M+H]"439,2.

Mpuknag 91

N-(2-(uuknoneHTunokcu)-1-(4-(TpudTopmeToKCH)dpeHin)eTun)-2-okco-2,3-aurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

A) 2-(umknoneHTunokeu)-1-(4-(tpucpTopmetokcun)deHin)eTaHamiH

BkasaHy B 3aronoBKy CMOJyKy ogepKyBanu TakMMm e caMuMM 4YuHOM siK i Ha Ctagii D Mpuknagy
63, Ctagii C Npuknagy 1 i Ctagii B MNpuknagy 54.

MC (IAT+): [M+H]"290,2.

B)  N-(2-(uuknoneHTunokcwu)-1-(4-(tpudTtopmeToKemn)peHin)eTun)-2-okco-2,3-gurigponipnaol2,3-
b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky Cronyky oAepxysanu 3 2-(umknoneHTunokcu)-1-(4-
(TpudpTopmeTOKCUH)dhEeHIN)eTaHaMiH TakMM ke camum YMHOM SK | Ha CTagii B Mpuknaay 83.

MC (IAT+): [M+H] 465,2.

Mpuknag 92

N-(3-amiHO-3-0kco-1-(4-(TpudTopmeToKecH )dbeHin)nponin)-2-okco-2,3-aurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

A) TpeT-6yTun (3-amiHo-3-okco-1-(4-(TpudTopMmeToKcK)dbeHin)nponin)kapbamaT

[o po3unHy 3-((TpeT-6yToKcmKapOOoHin)amiHo)-3-(4-(TpudhTopMeTOKCH)hEHIN)NPONAHOBOT KACNOTH
(700 wmr) B N, N-gumeTtnndopmamigi (25,0 mn) gogasanun amoHieBy cinb 1H-6eH3otpuason-1-ony (335
mr) i rigpoxnopug 1-(3-gumeTtunamidonponin)-3-etunkapbogiimigy (431 wr). PeakuinHy cymiw
nepemiwysany NpoTAromM HOYi NpW KiMHATHIA TemnepaTypi, 4O Hel gogasanu Bogy i ocag 36upanu
iNbTPyBaHHAM | NPOMMBaNM BOAO, OOEPXYIOUN BKa3aHy B 3arofioBky cnonyky (740 wmr).

MC (IAT-): [M-H]'347,2.

B) 3-amiHo-3-(4-(TpudTopMeTOKCH)deHin)nponaHamigy rigpoxnopug

Ho Tpet-6ytun  (3-amiHo-3-okco-1-(4-(TpudTopmeTokcn)deHrin)nponin)kapbamaty (740 wmr)
pogasanu 4 M posudnH xnopup BogHwo/etunauetaT (10 mn). PeakuinHy cymiw nepemiwysanu npu
KiMHaTHI Temnepatypi npotsrom 1 r, ocag 36upanu iNnbTpyBaHHAM i MpOMUBANM eTunaleTaToMm,
OZlePXKYKoUM BKa3aHy B 3aronoBky cnonyky (413 wr).

MC (IAT+), s3HangeHo: 249,1.

C) N-(3-amiHo-3-0kco-1-(4-(TprdTopmMeToKCH)deHin)nponin)-2-okco-2,3-avrigponipngo[2,3-
blnipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky cnonyky ogepxysanu 3 3-amiHo-3-(4-(TpudTopmeTokcn)deHin)nponaHamigy
rigpoxnopvay Takmm e caMmyMMm YiHOM SK | Ha Ctagii L Mpuknagy 72-1.

MC (IAT+): [M+H]"424,1.

Mpuknag 93

N-(3-(aumeTnnamiHo)-3-okco-1-(4-(TpudTopmeTokeu)peHin)nponin)-2-okco-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig

A) TpeT-6yTun (3-(aMmeTunamiHo)-3-okco-1-(4-(TpucdTopmeToKCcH)dheHin)nponin)kapbamat

o po3unHy 3-((TpeT-6yToKCcMKapBOoHin)amiHo)-3-(4-(TpndTOPMETOKCH)(PEHIN)NPONaHoBOI KMCNOTH
(600 mr) B N, N-aumeTtuncpopmamigi (25 mn) gogasanu MoHorigpat 1-rigpokcnbensotpuasony (353
mr), rigpoxnopua 1-(3-aumeTtunamiHonponin)-3-etunkapbogiimigy (437 mr), N-metunmetanamid (1,12
Mn) i TpuetunamiH (725 wmkn). PeakuinHy cymiw nepemiwyBany MNpOTArOM HOYi MpPU KiMHATHIN
TemnepaTypi, OO Hei pgopjaBanu Bopdy, ocag 30upanu @inbTpyBaHHSAM i NpoOMMBaNM BOAOH,
OLEPXKYHUM BKa3aHy B 3arofioBky cnosnyky (600 wmr).

MC (IAT-): [M-H] 375,1.

B) 3-amiHo-N, N-gnmeTun-3-(4-(TpudTopmeToKCH )dbeHin)nponaHamiay rigpoxmnopua
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BkasaHy B 3aronoBky Cnonyky ogepxysanu 3 TpeT-6ytun (3-(aumeTtunamiHo)-3-okco-1-(4-
(TpudTOpMETOKCH)DeEHIN)Nponin)kapbamaTy Takum xe caMmuMm YnHOM sk | Ha CTagii B MNpuknagy 92.
MC (IAT+), sHangeHo: 277,1.

C) N-(3-(aumeTnnamiHo)-3-okco-1-(4-(TpudTopMeToKCH)dpeHin)nponin)-2-okco-2, 3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

BkasaHy B 3arosioBKy CMNOmyKy ofepxysanmu 3 3-amiHo-N, N-gumeTun-3-(4-
(TP TOPpMETOKCH)dDEHIN)NponaHamigy rigpoxnopuay TakMMm ke caMuMM YmHOM K i Ha Crtapii H
Mpuknagy 72-1.

MC (IAT+): [M+H]"452,2.

Mpuknag 94

N-(2-meTokcu-1-(4-(TpudTopMETOKCH )DEHIN)eTHM)-7-MeTUN-2-0Kkco-2,3-aurigponipnao[2,3-
b]nipasnH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CNonyky ogepxyBsanu 3 2-MeTokcu-1-(4-(TpudTopmeToken)deHin)etunamiHy
riapoxnopuay Takmm e caMmuMm YnHom sk i Ha Ctagii L MNpuknagy 72-1.

MC (IAT+): [M+H]"425,2.

Mpuknag 95

3-meTun-2-okco-N-(1-(4-(TpudpTopmeTokcm)deHin)nponin)-2,3-gurigponipuao[2,3-b]nipa3vH-
4(1H)-kapbokcamig

A) metun 2-((3-HiTponipnanH-2-in)amiHo)nponaHoat

BkasaHy B 3aronoBky Cnonyky ogepxyBanu 3 MeTun 2-amiHonponaHoaty rigpoxnopuay Takum xe
camuM YnHOM $K i Ha Ctagii A Mpuknagy 19.

MC (IAT+): [M+H]"225,8.

B) 3-meTtun-3,4-gurigponipnao[2,3-b]nipasnH-2(1H)-oH

[o posunHy meTtun 2-((3-HiTponipmamH-2-in)amiHo)nponaHoaty (18,0 r) B etaHoni (500 mn)
Aofasanuv nopowok 3anisa (17,9 r) i koHuU. xnopBogHeBY KUCOTY (2 mn). PeakuinHy cymiw Harpisanm
i3 3BOPOTHIM XONMOAWUSIBHUKOM MPOTArom 16 r, HEPO3YMHHY pPevoBUHY BiadinbTpoByBanu i ginbTpar
KOHUEHTpyBanu npu MOHWKEHOMY Tucky. 3anuwok ouvwann BEPX (C18, Pyxoma dasa:
Boga/aueTtoHiTpun (Mictntb 0,1 % TFA)) i ogepkaHy dpakuilo KOHLEHTpyBanu npu MOHMKEHOMY
TUCKy. [lo 3anuwiky gofasanu KOHL. XNOpBOAHEBY KUCHOTY (1 Mm) i CyMmill KOHUEHTpyBanu npu
MOHWXeHOMy Tucky. [o 3anuwKy gogasany HacMYeHUW BOAHWUWA PO3YMH rigpokapboHaTy HaTpito,
peakuinHy cymiw nepemiwysBann npu 15°C npotarom 16 r i TBepay pevoBuHy 36upanu
dinbTpyBaHHAM. OgepxaHy TBepdy PevoBUHY NPOMUBANM BOAOK i CYLUMAM MPU NOHWKEHOMY TUCKY,
OZlePXXyloumM BKasaHy B 3aronosky cnonyky (1,2 r).

MC (IAT+): [M+H]"163,8.

C)  3-metun-2-okco-N-(1-(4-(TpucptopmeTtokcu)dbeHin)nponin)-2,3-aurigponipngo[2,3-blnipasuH-
4(1H)-kapbokcamig

BkasaHy B 3aronoBky cnonyky ogepxysanu 3 3-metun-3,4-gurigponipmnao[2,3-blnipasunH-2(1H)-ony
TakuMm xe caMum YmHoMm Sk | Ha Ctagii F Mpuknagy 1.

MC (IAT+): [M+H]"409,1.

Mpuknag 96

N-(1-(4-(andpTopmeTun)deHin)nponin)-2-okco-2,3-gurigponipmaol2,3-blnipasuH-4(1H)-
kapbokcamig

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 1-(4-(audptopmeTun)deHin)nponaH-1-oHy Takum xe
camum YmHoM sik Ha Ctagiax A-B MNpuknagy 83.

MC (IAT+): [M+H]"361,2.

Mpwuknag 97

N-(2-uiaHo-1-(4-(TpndTOPMETOKCH)heHin)eTnn)-2-okco-2,3-aurigponipnaol2,3-bnipasuH-4(1H)-
kapbokcamipg,

A) TpeT-0yTnn (3-amiHo-3-0Kco-1-(4-(TpudTopMeTOKCH )dbeHin)nponin)kapbamat

BkasaHy B 3aronoBKy Cronyky oAepXyBanu Takmm Xe camvM 4uHoM sk i Ha Ctagii A lMpuknagy
92.

MC (IAT-): [M-H]'347,1.

B) TpeT-6yTnn (2-uiaHo-1-(4-(TpudTopMeTOoKCH)beHin)eTun)kapbamar

[o po3umHy TpeT-6yTnn (3-amiHo-3-okco-1-(4-(TpudpTopmeTokcu)deHin)nponin)kapbamarty (425
Mr) B TeTtparigpodpypaHi (30,0 mn) pogasanu TioHinxnopua (281 mkn). PeakuinHy cymiw
nepemilysann MpoTAromMm Hodi npu 60°C i PO3YMHHWMK ynapitoBanu npu MOHWXKeHoMYy Tucky. [o
3anuwKy gogasanu BoOAy i CyMmill ekcTparyBanu etunaueTtaTtoM. EKCTpakT npomMuBany HacMYeHUM
BOOHMM PO34YMHOM TrigpokapOOHaTy HaTpilo i HACMYEeHMM pO3CONIOM, Cywunn Hag 6e3BogHUM
CcynbdaToM HaTPIlO i PO3YMHHMK YnapoBanu Npu NOHMKEHOMY TUCKY. 3anmMLLIOK O4MLLANIN KONTOHKOBOIO
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xpomaTtorpadieto Ha cunikareni (rekcaH/eTunawleTaT), 04epXKyHun BKasaHy B 3aronoBKy crnonyky (251
Mr).

MC (IAT-): [M-H]'329,1.

C) 3-amiHo-3-(4-(TpndTopMETOKCH)JEHIN)NPONaHHITPUIY rigpoxnopug

BkasaHy B 3aronoBKy Cronyky ofepXyBanm 3 TpeT-0yTun (2-uiaHo-1-(4-
(TpndTOpMETOKCH)dDEHIN)eTnn)kapbamaTy Takum e camum YMHOM Sk | Ha CTagii B MNpuknagy 92.

'H AMP (300 My, AMCO-ds) & 3,23-3,44 (2H, m), 4,80 (1H, aa, J=8,3, 6,0 '), 7,52 (2H, A, J=7,9
Mu), 7,72-7,84 (2H, m), 9,01 (3H, wc).

D) N-(2-uiaHo-1-(4-(TpndTOPMETOKCH)(PEHin)eTnn)-2-okco-2,3-aurigponipnao[2,3-blnipasuH-
4(1H)-kapbokcamig

BkasaHy B 3aronosKy Cronyky oAepxysanu 3 3-amiHo-3-(4-
(TPMdTOPMETOKCU)CDEHIN)NPONAHHITPUNY rapoXnopuay TakMMm Xe camum YMHOM sk i Ha Cragii L
Mpuknagy 72-1.

MC (IAT+): [M+H]"406,2.

Mpuknag 98

2-0kco-N-(1-(3-(TpudTopmeTokcu)deHin)nponin)-2,3-gurigponipnaol2,3-bnipasun-4(1H)-
kapbokcamig,

A) 1-(3-(TpudbTopmeTokcu)deHin)nponaH-1-amiHy rigpoxnopug

BkasaHy B 3aronoBKy cronyky ogepxyeanu 3 3-(TpudTOPMETOKCM)OEH30MHOT KACMOTU TakUM Xe
camum YnHOM siK | Ha CTtagii A Mpuknaay 84, Ctapaii C-D Mpuknagy 2 i Ctagji C Mpuknaay 84.

'H AMP (400 MI'y, AMCO-dg) 5 0,75 (3H, T, J=7,2 T'u), 1,71-1,85 (1H, m), 1,92-2,05 (1H, m), 4,17-
4,28 (1H, m), 7,34-7,42 (1H, m), 7,51-7,61(3H, m), 8,66 (3H, wc).

B) 2-0kco-N-(1-(3-(TpudTopmeToken)derin)nponin)-2,3-gurigponipnaol2,3-b]nipasnnH-4(1H)-
kapbokcamig,

BkasaHy B 3aromnoBky cnonyky ogepxysanu 3 1-(3-(TpudTopmeTokcu)deHin)nponaH-1-aminy
rigpoxnopuay Takmm e caMuMM YMHOM siK | Ha CTagii L MNpuknagy 72-I.

MC (IAT+): [M+H]"395,2.

Mpuknag 99

N-(1-(4-umknonponindeHin)nponin)-2-okco-2,3-gurigponipnao[2,3-blnipasuH-4(1H)-kapbokcamia

A) 1-(4-umknonponindeHin)nponaH-1-oH

Cymiw 1-(4-6pomdpeHin)nponaH-1-ony (1,07 r), umknonponinbopoHoBoi kucroTtu (0,558 ), (1,1-
bic(andenindocdiHo)depoueH)auxnopnanagito  (Il) (183 wr), Tpukanin docdary (2,12 1) B
3MillaHOMy po34nHHKKY 1,2-aumeTokcueTaH (15 mn) i Boga (5 mn) nepemiwysanu npu 85°C npoTsirom
20 r B aTmMocdepi a3oTy. [lo peakuinHoi cymilli gogasanu BOAy i CyMilll ekcTparysanu etunayetaTom.
EkcTpakt npomuBanM HacM4YeHMM pO3CONoM, cywunum Hag 6e3BogHvM CynbdaTtom MarHito i
PO3YMHHUK yrapioBarsnu nNpu NOHMKEHOMY TUCKY. 3anuLLOK O4MLLan KONTOHKOBOK XpoMaTorpadieto Ha
cunikareni (rekcax/eTnnaueTar), OAepPXKyr4M BKa3aHy B 3arofioBKy Cnonyky (679 wmr).

MC (IAT+): [M+H]"174,9.

B) N-(1-(4-umknonponindgeHin)nponin)-2-okco-2,3-gurigponipnao[2,3-b]nipasnH-4(1H)-
kapbokcamig,

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 1-(4-uuknonponindeHin)nponaH-1-oHy Takum xe
camum YmHoM sik Ha Ctagiax A-B MNpuknagy 83.

MC (IAT+): [M+H]"351,2.

Mpuknag 100

N-(3-meTokcu-1-(4-(TpudpTopmeTokeun)deHin)nponin)-2-okco-2,3-gurigponipngo[2,3-blnipasuH-
4(1H)-kapbokcamig

A) 1-(4-(TpucpTopmeTokcu)dbeHin)npon-2-eH-1-on

[o posuunHy 4-(tpudptopmeTtokcun)beHsanbgerigy (12,0 r) B tetparigpodypani (200 mn) nosinsHo
popgasanu 1 M po3uunH BiHinMarHinbpomig/retparigpodypaH (69,5 mn) B atmocdepi asoty npm -78°C.
PeakuinHy cymiw 3anvwanu noBiNbHO HarpiBaTMCb 40 KiIMHaTHOI TemnepaTypu i nepemiwyBany npu
KiMHaTHIn TemnepaTypi npoTtarom 16 r B atmocdepi asory. [o peakuinHoi cymiwi gogasanu
HacuM4yeHUn BOOHWUA pPO3YMH XMOPUAY aMOHil0 i CyMill ekcTparyBanu eTtunauetaTtoM. EkcTpakT
NpOMMBanyM HaCUYEHWM pPO3COSIOM, CYWWUNM Hag 0e3BOAHMM CynbgaToM HaTpild i PO3YMHHMK
ynaptoBanu npv NOHMWXeHOMY TUCKY. 3aruLIoK o4mLLany KONTIOHKOBOK XpoMaTorpadieto Ha cunikareni
(neTponenHun ecbip/eTunaweTar), OAepXKytouM BKaszaHy B 3arofnoBky crnonyky (11,8 r).

"H AMP (400 Mru, AMCO-ds) d 5,02-5,13 (2H, m), 5,26 (1H, a1, J=17,2, 1,6 T'u), 5,64 (1H, A,
J=4,4Tu), 5,87-5,99 (1H, m), 7,31 (2H, g, J=8,0 l'u), 7,44 (2H, pa, J=6,8, 1,6 I'w).

B) 1-(4-(TpudbTopmeToKcH)dpeHin)npon-2-eH-1-oH

[o posunHy 1-(4-(TpudpTopmeTtokcu)eHin)npon-2-eH-1-ony (9,80 r) B amxnopmeTtaHi (150 mn)
pogasanu  piokemag mapraduto  (IV) (39,1 r). PeakuiHy cymilw nepemiwyBanyM Npu  KiMHATHIN
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TeMnepaTypi NPOTAroM 2 AHiB, HEPO3UYMHHY PEYOBUHY BiAdINbLTPOBYBanM i inbTpaT KOHLEHTPYBanu
npyv MNOHWXEHOMY TUCKY. 3anulioK OYuliannM KOJIOHKOBOK XpomaTtorpaduieto Ha cunikareni
(neTponenHunn ecbip/eTMnaueTar), OAepPXKyOUM BKasdaHy B 3arofioBKy crnonyky (2,75 r).

'"H AMP (400 Mru, CDCl3) & 5,97 (1H, aa, J=10,8, 1,6 I'u), 6,46 (1H, ag, J=17,2, 1,6 I'u), 7,13
(1H, ga, J=17,2, 10,8 'u), 7,31 (2H, aa, J=8.,8, 0,8 'y), 8,00 (2H, aoa, J=6,8, 2,0 I'u).

C) 3-meToken-1-(4-(TpudpTopmeToKkeu)deHin)nponaH-1-oH

Cymiw  1-(4-(TpudbtopmeTtokecun)deHin)npon-2-eH-1-oHy (2,75 r), ™etaHony (407 wmr) i
Oic(aueTtoHiTpun)aguxnopnanagito (1) (328 mr) B auxnopmeTati (30 Mn) nepemiwyBanu npu KiMmHaTHIN
TemnepaTypi npotarom 16 r B atmMocdepi a3oTy, godaBanu OUXNOPMETaH i HEPO3YMHHY PEeYOBUHY
BiadinbTpoByBanu. ®inbTpaT KOHUEHTPYBanM Mpu MOHWKEHOMY TUCKY | 3anuwiok ouulianu
KOMNOHKOBO XpomaTorpadieto Ha cunikareni (neTponenHui edip/etTunageTar), O4EPXKYOUYN BKa3aHy B
3aronoeky crnonyky (2,80 r).

'H AMP (400 Mry, CDCl3) & 3,22 (2H, T, J=6,4 'u), 3,38 (3H, ¢), 3,82 (2H, T, J=6,4 W), 7,29 (2H,
A, J=8,4'u), 8,02 (2H, aa, J=6,8, 2,0 'y).

D) 3-meTokcu-1-(4-(TpudTopMeToKeH)heHin)nponaH-1-amiHy rigpoxnopua

BkasaHy B 3arofioBky crnonyky ogepxysanu 3 3-MeTokcu-1-(4-(TpudpTopMeTokeu)deHin)nponaH-1-
OHY TakuM e caMmM YmMHoM sik Ha CTapgisix D-F MNpuknagy 2.

MC (IAT+): [M+H]"250,0.

E) N-(3-meTtokcu-1-(4-(TpudTopmeTokcu)deHrin)nponin)-2-okco-2,3-gurigponipuao[2,3-blnipasuH-
4(1H)-kapbokcamia

BkasaHy B 3aronosky cnonyky ogepxysanu 3 3-meTokcu-1-(4-(TpudTtopMmeTokeu)deHin)nponaH-1-
aMiHy rigpoxnopuay Takmm e camum YnHom sk i Ha Ctagii L Mpuknagy 72-1.

MC (IAT+): [M+H]"425,2.

Mpuknag 101

2-0kco-N-(2-(niponigmn-1-in)-1-(4-(TpudpTopmeTokeun)dpeHin)etnn)-2,3-gurigponipnao|[2,3-
b]nipa3nH-4(1H)-kapbokcamig

A) 2-(niponignH-1-in)-1-(4-(TpudTopmeToKcu)deHin)eTaHaMiH

Ho cymiwi 4-(TpudTopmeTokcn)peHaumnbpomigy (3,00 r) i Tpuetunamivy (1,61 r) B
TeTparigpodypaHi (15 mn) gopasanu niponignH (0,902 r). PeakuiiHy cymiwl nepemiwysanu npu
KiMHaTHI TemnepaTypi npoTaroM 1 r, 4O Hel Aodasanu BoAy i CyMill ekcTparysanu uxnopMeTaHoM.
EkcTpakT cywunu Hag 6e3BogHMM cynbdhaTtoM HaTpilo i PO3YMHHMK yrnaploBanu npyv NOHUXKEHOMY
TUCKY, ofepXytoumn 2-(niponigmH-1-in)-1-(4-(tpudtopmetokcun)deHin)etaHoH (3,20 r). Jo posunHy 2-
(miponiguH-1-in)-1-(4-(tpudTtopmeTokcu)deHrin)etaHoHy (3,20 r) B etaHoni (30 wmn) pgopasanu
rigpokcunamiHy rigpoxnopug (0,805 r) i Tpuetnnamin (1,18 r). PeakuinHy cymiw nepemiwysanv npu
78°C npotaroM 16 r i pO3YMHHMK ynapioBanu Mpu MOHWKEHOMY TUCKY. 3anuwiok ouuwanu
KONMOHKOBOK Xpomatorpadieto Ha cwunikareni (netponenHun edip/etunauertat) ogepxytoun N-
rigpokcu-2-(niponianH-1-in)-1-(4-(tpudtopmeTokcmn)deHin)etarimii (1,12 r). o posunHy N-rigpokcu-
2-(niponignH-1-in)-1-(4-(TpudTopmeTokcu)deHin)etaHimivy (1,12 r) y metaHoni (50 mn) gogasanu
Hikenb Penesa (300 wmr) npu kiMHaTHIW TemnepaTypi. PeakuiviHy cymiw nepewmiwysanu npu 50°C
npotdarom 3 r B atmocdepi BogHio (50 yHTIB/AWONM), HEPO3YMHHY PEeYOBUHY BiadinbTpoByBanu i
dinbTpaT KOHUEHTPYBanu Npy NOHWXEHOMY TUCKY, OAEPXYOUN BKa3aHy B 3aronosky cnonyky (1,01 r).

MC (IAT+): [M+H]"274,9.

B) TpeT-6yTnn (2-(niponiganH-1-in)-1-(4-(tpudTtopmeTokcu)eHin)etun)kapbamar

Ho cymiwi 2-(niponignH-1-in)-1-(4-(TpudptopmeTtokcu)erin)etaHamiHy (1,01 r) i Tpuetunaminy
(558 w™r) y metaHoni (15 wmn) pgogaeBanu gu-tpeT-Oytungukap6oHat (1,20 1) npu KiMHaTHIN
TemnepaTypi. PeakuinHy cymil nepemillysany npu KiMHaTHIA TemMnepartypi NpoTArom 4 r i pO34YNHHUK
ynapoBanu npu NoHWKEeHOMY TUCKY. 3armLloK o4MLLanm KOJTOHKOBOK XpomaTtorpadieto Ha cunikareni
(netponennunn edip/etunavetat) i notim BEPX (C18, Pyxoma ¢asa: Boga/aueToHiTpun (MicTuTb
0,1 % NH4;HCO3)), ogepxytoumn BkasaHy B 3arofioBky cronyky (560 wr).

'H AMP (400 Mru, CDCI3) & 1,39 (9H, c), 1,71-1,85 (4H, m), 2,41-2,69 (5H, m), 2,73-2,86 (1H, m),
4,51-4,71 (1H, m), 5,58-5,78 (1H, m),7,16 (2H, g, J=8,0 l'y), 7,32 (2H, g, J=8,4 T'L).

C) 2-(niponiguH-1-in)-1-(4-(TpudTOpMETOKCH)cheHin)eTaHaMiHy riapoxnopua

Ho Tpet-6ytun (2-(niponigmn-1-in)-1-(4-(TpucpTopmetokcun)deHin)etun)kapbamaty (560 mr)
ponasanu 4 M posuuH xnopup BogHwo/etunauetat (20 mn) npu KiMHaTHIN TemnepaTypi. PeakuinHy
CyMill nmepemiyBanu Npu KiMHATHIN TemnepaTypi 2 © i pO34YMHHUK ynaproBanu nNpu MOHUXKEHOMY
TUCKY, OOEPXYH4UM BKasaHy B 3aronosky crnonyky (310 wr).

'H AMP (400 Mru, CD;0D) & 2,02-2,15 (4H, m), 3,35-3,58 (4H, m), 3,97 (2H, a, J=6,8 I'u), 5,00
(1H, 7, J=6,8 'u), 7,49 (2H, @, J=8,0 l'u), 7,80 (2H, A, J=8,8 I'L).

D) 2-okco-N-(2-(niponignH-1-in)-1-(4-(TpndTopmeTokcn)deHin)eTun)-2,3-gurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig,
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BkasaHy B 3arornoBky cronyky ofepxysanu 3 2-(niponignH-1-in)-1-(4-
(TpMdTOPMETOKCH)ChEHIN)eTaHaMiHy rigpoxnopuay TakMMm >Xe caMuM 4YuMHOM sk | Ha Cragii L
Mpuknagy 72-1.

MC (IAT+): [M+H]"450,2.

Mpuknag 102

2-okco-N-(2-(2-okconiponianH-1-in)-1-(4-(tpudpTtopmeTtokcu)deHin)etun)-2,3-gurigponipmaol2,3-
b]nipa3nH-4(1H)-kapbokcamig

A) 5-meTokcu-3,4-aurigpo-2H-nipon

Cymiw niponiamHy (7,30 r) i anmetnncynbedaty (12,1 r) nepemiwysanu npu 60°C npotarom 18 r,
00 Hei gogaBanu Boay, pH cymiwi goBogunu go 8-9 HacnYeHUm BOOHUM PO3YMHOM KapboHaTy Kanito.
PeakuinHy cymiw ekcTparyBanu TpeT-0yTUNMeTnnoBMM eTepoM, cylumnu Hag 6e3sogHum cynbcatom
HaTPIilO | PO3UYMHHUK yrnaptoBanu npu NOHWKEHOMY TUCKY, OOEPXKYHUM BKasaHy B 3arofioBKy Cronyky
(7,2r).

'H AMP (400 Mru, CDCl5) & 1,89-1,99 (2H, m), 2,30-2,40 (2H, m), 3,52-3,60 (2H, m), 3,71 (3H, c).

B) 1-(2-okco-2-(4-(TpudpTopmeToKkeu)beHin)eTnn)niponignuH-2-oH

Cywmiw 5-meTtokcu-3,4-aurigpo-2H-nipony (5,60 r) i 2-6pom-1-(4-(TpudTOpMETOKCH)PEHIN)ETAHOHY
(3,00 r) B N, N-gumetnncdopmamigi (20 mn) nepemiwysann npu 50-60°C npotarom 5 r, oo Hei
AofaBanu Bofy i CyMmill ekcTparyBanu eturauetratom. EKCTpakT npoMuBanyM HaCM4EHUM PO3COSOM,
cywunu Hag 6e3BogHMM CcynbgaTtoM HaTpilo i PO3YMHHMK YyMapltoBanu Mpu MOHWXEHOMY TUCKY.
3anuvuoKk ouunwianM KOSIOHKOBOK Xpomatorpadieto Ha cunikareni (netponevHun edpip/etunauerar),
OlepXXytoum BKasaHy B 3arofnioBky cnonyky (2,32 r).

'H AMP (400 My, CDCly) 8 2,01-2,15 (2H, m), 2,48 (2H, T, J=8,0 I'u), 3,50 (2H, T, J=7,2 L), 4,70
(2H, ¢), 7,31 (2H, g, J=8,0 'y), 8,03 (2H, g, J=8,8 T'u).

C) 1-(2-amiHo-2-(4-(TpudTopMeTOoKCU)DEHIN)eTUN)NiPonianNH-2-0H

Cymiw 1-(2-okco-2-(4-(TpudTopmeTokcn)deHin)etun)niponiamH-2-oHy (2,32 r) i rigpokcunaminy
rigpoxnopua (1,12 r) B nipuamHi (20 mn) nepemiwysanu npu 12°C npotsrom 16 r, 0o Hei gogasanu
BOAY i CyMilLl ekcTparysanu etunaueraTom. EKCTpakT npommMBany HaCMYEHUM PO3COSMIOM, CYLLIMIN Hag
6e3BoAHUM CynbdaToOM HaTpilo | PO3YMHHMK ynaproBanu npu NOHWXKEHOMY TUCKY, odepxytoun 1-(2-
(rippokcuimiHo)-2-(4-(TpudpTopmeToKeH )deHin)eTnn)niponiguH-2-oH (2,19 ). CymiL 1-(2-
(rippokcuimiHo)-2-(4-(TpudpTopmeTokemn)deHin)etun)niponignH-2-oHy (1,00 r) i 10 % nanagin-syrinns
(cyxun, 100 mr) y metaHoni (50 mn) nepemiwysanu npu 25°C npotarom 18 r B atMocdepi BOAHIO.
HeposunHHy pedoBuHY BigdinbTpoByBanu Yepes LleniT i inbTpaT KOHUEHTPYBanu npu NOHWKXeHOMY
TUCKY. 3anuLloK ouuLLiann KOMOHKOBOK XpomaTtorpadieto Ha cunikareni (auxnopmeTaH/meTaHon),
OZlepPXXyoumM BKasaHy B 3aronosky cnonyky (700 wr).

MC (IAT+): [M+H]"288,9.

D) 2-okco-N-(2-(2-okconiponignH-1-in)-1-(4-(TpudpTtopmeTtokcu)deHin)etun)-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

BkasaHy B 3aronoBky Crnonyky odepXyBanu Takmm e camvM YuHoM sk i Ha Ctagii B lMpuknagy
83.

MC (IAT+): [M+H]"464,2.

Mpuknag 103

3-(((2-okco-2,3-gurigponipmnao[2,3-blnipasun-4(1H)-in)kapboHin)amiHo)-3-(4-
(TpudpTopmeToKkeu)dpeHin)nponinaueTart

BkasaHy B 3arofioBKy  CNonyky  ofepxyBanM 3 TpeT-Oytun (3-rinpokcm-1-(4-
(TpucpbTopchbTOopMeETOKCU)heHIN)Nponin)kapbamaTty Takum xxe caMum YMHOM sK | Ha Ctagii E Mpuknagy
18 i Crapii L MNpuknagy 72-1.

MC (IAT+): [M+H]"453,2.

Mpuknag 104

N-(3-rigpokcu-1-(4-(TpudTopmeTokecn)deHrin)nponin)-2-okco-2,3-aurigponipnao[2,3-bnipasunH-
4(1H)-kapbokcamig

o pPO34nHYy 3-(((2-okco-2,3-gurigponipnao[2,3-blnipasuH-4(1H)-in)kapboHin)amiHo)-3-(4-
(TpudpTopmeTokeu)dpeHin)nponinauetaty (115 mr) y metaHoni (5 mn) gogasanu kapboHat kanito (45,7
Mmr). PeakuinHy cymiw nepemiwyBanyM Mpu KiMHaTHIM TemnepaTtypi nNpoTaroM 1 1 i pPO3YMHHMK
ynapioBanu npu MOHWKEeHOMY Tucky. [o 3anuwky pgogasanu Bogy i Cymill ekcTparyBanm
eTunaueTtatoM. EKCTpakT nocnigoBHO NpoMMBanyM BOAOK i HAaCMYEHVMM PO3COSIOM, CYLUIMNWU Hapg
6e3BogHMM cynbdaToM MarHito i PO3YMHHWMK ynaproBanuM npu MNOHWKEHOMY TUCKY. 3anuLiok
nepekpucTaniayBanu 3 rekcaH/etunauerar, O4epXyoun BKasaHy B 3aronoBky crnonyky (89,4 wmr).

MC (IAT+): [M+H]"410,8.

Mpuknag 105
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N-(1-(4-(azeTnamH-1-in)deHin)nponin)-2-okco-2,3-aurigponipngo[2,3-blnipasnnH-4(1H)-
kapbokcamig

A) 1-(4-(a3eTnanH-1-in)deHin)nponaH-1-oH

CymiL 1-(4-6pomdoeHin)nponaH-1-oHy (639 M), aseTnguny (0,303 mn),
Tpic(anbeHsunigeHauetoH)gunanagito (0) (137 wr), 4,5-6ic(andeHindociHo)-9,9-anmeTnnkcaHTeHy
(174 wmr) i TpeT-6yTOKCHAY HaTpito (432 mr) B Tonyoni (15 mn) nepewmiwysanu npu 85°C npotsarom 20 r
B aTMocdhepi asoTy. [lo peakuinHOl cymilwi godaBanu BoAy i CyMmill ekcTparyBanu eTtunauetatom.
EkcTpakt nocnigoBHO MpomMuBanM BOAOK | HacMYeHMM poO3CofioM, cywunu Hag 6e3BogHuM
cynbaTtoM MarHito i PO34YMHHMK ynaproBarnm npy NOHMXEHOMY TUCKY. 3anvLIOK o4MLLany KOJIOHKOBO)
xpomaTtorpadieto Ha cunikareni (rekcaH/eTunaueTaT), 0O4epXXyrun BkasaHy B 3arofioBky cnonyky (414
Mr).

'H AMP (300 Mru, CDCl3) & 1,20 (3H, T, J=7,3 W), 2,42 (2H, kBiH, J=7,3 T'u), 2,90 (2H, K, J=7,2
M), 3,99 (4H, 1, J=7,3 l'y), 6,32-6,39 (2H, m), 7,82-7,90 (2H, m).

B) N-(1-(4-(aseTnanH-1-in)deHin)nponin)-2-okco-2,3-aurigponipnao[2,3-blnipasvH-4(1H)-
kapbokcamig,

BkasaHy B 3aronoBKy cnonyky ogepxysanu 3 1-(4-(azetuguH-1-in)deHin)nponaH-1-oHy Taknm xe
camum YnHoM sik Ha Ctagisx D-E Mpuknaay 2 i Ctagaii B MNMpuknaay 83.

MC (IAT-): [M-H] 364,2.

Mpuknag 106

N-((1R)-2-meToKCK-1-(4-(TprdbTOpMETOKCH)PEHIN)eTUN)-7-METUN-2-0KCO-2,3-gurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

PauemiuHni N-(2-meTokcu-1-(4-(TpudTopmeTokcmn)eHin)etun)-7-MeTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kap6okcamig (1,90 r) posginanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK IC, 46 mmB[Ox250 mm[, BurotoBnsietecst Daicel Chemical Industries, Ltd., Pyxoma
asa: rekcan/etaHon = 400/600), ogepxyroum BKazaHy B 3arofioBKy CMOMyKy, WO Mae KOpPOTLMI Yac
yTpumaHHs (815 wr).

MC (IAT+): [M+H]"425,2.

Mpuknag 107

N-((1S)-2-meTokcu-1-(4-(TpudTtopmeToKkemn)peHin)eTun)-7-MmeTun-2-okco-2,3-gurigponipmaol2,3-
b]nipa3nH-4(1H)-kapbokcamig

PauemidHnin N-(2-meTokcu-1-(4-(TpudTopMeToKCU)deHin)eTnn)-7-meTnn-2-okco-2,3-
avrigponipuao[2,3-b]nipasvH-4(1H)-kap6okcamig (1,90 r) po3ginsanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK IC, 46 mmBOx250 mm[, BurotoBnsaetbca Daicel Chemical Industries, Ltd., Pyxoma
asa: rekcaH/etaHon = 400/600), ogepxyoun BKaszaHy B 3arosfioBKy CMOSyKy, WO Mae AOBLUMA Yac
yTpuUMaHHs (772 wr).

MC (IAT+): [M+H]"425,1.

Mpuknag 108

N-(2-(audpTopmeTokeu)-1-(4-(TpudTopmeToken)deHin)eTnn)-2-okco-2,3-gurigponipugo|2,3-
b]nipa3nH-4(1H)-kapbokcamig

A) TpeT-0yTun (2-(amdpTopmeToKkcm)-1-(4-(TpudTtopmeTokcn)deHin)etun)kapbamar

Ho posunHy TpeT-byTnn (2-rigpokcu-1-(4-(TpudTopmeTokcn)deHin)etun)kapbamarty (4,00 r) y
aueToHiTpuni (120 mn) pogasanu noauna Mmigi (1) (3,57 r) i ancdTop(dhTOPCYNBEEOHIN)OLUTOBY KACNOTY
(1,93 mn) npm KiMHaTHIM TemnepaTypi. PeakuinHy cymilw nepemillyBany NpoTAroM HOYi NpU KiIMHATHIN
TeMmnepaTypi, JofaBann HacUYeHWA BOAHWMMA PO3UMH XMOPUAY aMOoOHIl i CyMmill ekcTparyBanu
eTunaueTtatoMm. EkcTpakTt npommBanu HacMyYeHVMM pO3CONOM, Cylmnu Hag 6e3BogHuUM CynbdaTom
HaTpil0 | PO3YMHHMK YynapioBanv Mpu MOHWKEHOMY TUCKY. 3anuWwoK ouuMwanu KOFIOHKOBO
Xpomarorpadieto Ha cunikareni (rekcaH/eTunaueTaT), OAepXKylo4n BkasaHy B 3arofloBKy Cnosyky (673
Mr).

MC (IAT-): [M-H]370,1.

B) 2-(gudtopmeTtokcn)-1-(4-(TpucdTopmeToKCH)dheHin)eTaHamiHy rigpoxnopug

BkasaHy B 3aronoBKy CMoOmMyKy oJepxyBanu 3 TpeT-Oytmn (2-(amdptopmeTokcm)-1-(4-
(TpucbTopmeToKCcUH)dbeHin)eTun)kapbamaTy Takum e cammm YMHOM sk i Ha Ctagii B Mpuknagy 92.

MC (IAT+): [M+H]"272,1.

C) N-(2-(andpTopmeTokcu)-1-(4-(TpudTopmeToKeH)deHin)etun)-2-okco-2,3-aurigponipmnaol2,3-
b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3arosioBKy Crnonyky oAepXyBanu 3 2-(andpTopmeTokcu)-1-(4-
(TpudTOpMETOKCH)DEHIN)eTaHaMiHy rigpoxnopuay TakMMm e caMuMM 4Y4MHOM sK | Ha Cragii L
Mpuknagy 72-1.

MC (IAT+): [M+H]"447,1.
Mpuknag 109
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N-(2-meTokcu-1-(4-(TpudpTopmeTun)deHin)eTnn)-2-okco-2,3-aurigponipnao[2,3-bJnipasuH-4(1H)-
kapbokcamig

BkasaHy B 3aronoBky cnonyky ogepxysanu 3 2-6pom-1-(4-(TpudtopmeTnn)eHin)eTaHoHy Takum
e camum YnHom sk Ha Ctagisx D-E MNpuknagy 63 i Ctagji L Mpuknaay 72-1.

MC (IAT+): [M+H]"395,1.

Mpuknag 110

N-(2-meTokcu-1-(4-(TpudpTopmeTun)deHin)eTnn)-7-meTunn-2-okco-2,3-gurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig,

BkaszaHy B 3aronoBky Cnonyky ogepxyBann 3  4-HiTpodpeHin  7-meTtun-2-okco-2,3-
avrigponipnao[2,3-bJnipasun-4(1H)-kapbokcunaty i 2-meTtokcu-1-(4-(TpudTopmeTunn)deHin)eTaH-1-
aMiHy TakuMm e camuMm YnHom sk i Ha Ctagii L MNpuknagy 72-I.

MC (IAT+): [M+H]"409,2.

Mpuknag 111

N-(1-(3-dbTop-4-(TprchTOopMeTOKCH)heHIN)-2-MmeToKCcHMeTUn)-2-okco-2,3-aurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

BkazaHy B 3arofioBky CMONyKy ogepxyBann 3 4-HiTpodeHin 2-okco-2,3-gurigponipnao[2,3-
blnipasun-4(1H)-kapbokcunaty i 2-meTokcu-1-(3-dpTop-4-(TprdTOopMETOKCH)dhEHIN)eTaH-1-amiHy
TakuM >xe caMnm YmHoM sik | Ha CTagii L Mpuknagy 72-1.

MC (IAT+): [M+H]"429,1.

Mpuknag 112

N-(1-(3-dpTOop-4-(TprdTopMETOKCU)DEHIN)-2-METOKCMETNM)-7-METUM-2-0KCO- 2, 3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkaszaHy B 3aronoeBky Cnonyky opepxyBanum 3  4-HiTpodeHin  7-meTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcnnaty i 2-meTtoken-1-(3-prop-4-
(TpudpTopmeToKeu)dheHin)eTaH-1-amiHy TakuMm xxe camum YmMHOM Sk | Ha Ctagii L MNpuknagy 72-1.

MC (IAT+): [M+H]"443,1.

Mpuknag 113

N-(1-(3-gpTop-4-(TpUdTOopMETOKCU )DEHIN)-2-METOKCMETNN)-2-0KCO-6-(1H-nipa3on-1-in)-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

A) meTtun N-(6-xnop-3-HiTponipuauH-2-in)rniunHaT

BkasaHy B 3aronoBKy CMOMyKy ofepXXyBanu Takum e caMuMm YuMHOM K | Ha Ctagii A MNpuknagy
37.

'H AMP (300 My, AMCO-dg) & 3,67 (3H, c), 4,27 (2H, a, J=6,0 I'u), 6,87 (1H, A, J=8,7 I'u), 8,48
(1H, g, J=8,7 'y), 8,96 (1H, 1, J=5,7 I'y).

B) metnn N-(3-HiTpo-6-(1H-nipason-1-in)nipnguH-2-in)rniumHat

Ho posunHy metun N-(6-xnop-3-HitponipmamH-2-in)raiunHaTy (1,02 r) B N, N-gumetunauetamigi
(10 mn) pogasanu 1H-nipason (844 mr) npu KiMHaTHIN TemnepaTypi. PeakuinHy cymiw nepemiwysanu
npu 120°C npotarom 16 r, p[o Hel gopjaBanM BOAY | CyMmill  ekcTparysBanu
eTunaueTtat/TeTparigpodypaH. EkcTpakT nocnigoBHO npomMuBany BOAOK i HACUYEHUM pPO3COMOM,
cywunu Hag 6e3BogHMM CynbgaToM HaTPilo i PO3YMHHUK ynaproBanuv NpuU MOHMKEHOMY TUCKY.
3anuwok o4uLann KONOHKOBOK XpomaTorpacdpieto Ha cunikareni (rekcaH/eTunaueTtar), ogepXytun
BKa3saHy B 3arofoBky crnonyky (293 wr).

MC (IAT+): [M+H]"278,1.

C) 6-(1H-nipason-1-in)-3,4-aurigponipnao[2,3-b]nipasunH-2(1H)-oH

BkasaHy B 3aronosky cnonyky ogepxysanu 3 metun 2-((3-HiTpo-6-(1H-nipason-1-in)nipugnH-2-
in)amiHo)aueTaTty TakMMm e camum YmHoMm sk i Ha Ctagii C Mpuknagy 72-1.

MC (IAT-): [M-H] 214,1.

D) 4-HiTpodeHin 2-okco-6-(1H-nipa3on-1-in)-2,3-gurigponipngo[2,3-b]nipa3nH-4(1H)-kapbokcunat

BkasaHy B 3aromnoBky cnonyky ogepxyBanu 3 6-(1H-nipason-1-in)-3,4-gurigponipuao[2,3-
blnipasuH-2(1H)-oHy TakuMm e camum YmHOM sk | Ha Ctagii F MNMpuknaay 7.

MC (IAT+): [M+H]"381,1.

E) N-(1-(3-dbTop-4-(TpUdTOpMETOKCH)(PEHIN)-2-MeToKCcUeTun)-2-okco-6-(1H-nipason-1-in)-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky CMonyky ogepxyBanu 3 4-HiTpodpeHin 2-okco-6-(1H-nipason-1-in)-2,3-
avrigponipnao[2,3-bJnipasuH-4(1H)-kapbokcunaty i 2-meToken-1-(3-prop-4-
(TpudTOPMETOKCH)hEHIN)eTaH-1-amiHy Taknm e caMmmm YmMHOM siK | Ha CTagii L MNpuknagy 72-1.

MC (IAT+): [M+H]"495,2.

Mpuknag 114

7-umknonponin-N-(2-meTokcu-1-(4-(TpudTopmeToken)dbeHin)eTmn)-2-okco-2,3-gurigponipnaol2, 3-
b]nipa3nH-4(1H)-kapbokcamig
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BkasaHy B 3aronosky crnonyky ogepxysanu 3 N-(1-(4-(TpudTopmeToKCH)dEHin)-2-MeToKCneTun)-
7-noa-2-okco-1-((2-(TpumeTuncunin)etokem)meTun)-2,3-gurigponipmao[2,3-blnipasuH-4(1H)-
kapbokcamigy Takum xxe cammm YmHoM sk | Ha Ctagii L Mpuknagy 75 i Cragii | Npuknagy 63.

MC (IAT+): [M+H]"451,2.

Mpuknag 115

7-umknonponin-N-(2-meTokcu-1-(4-(TpudTtopmeTnn)deHrin)eTnn)-2-okco-2,3-aurigponipngo[2,3-
b]nipa3nH-4(1H)-kapbokcamig

BkasaHy B 3aronioBKy CMONnyky ofepXxyBanu 3 2-MeToKcu-1-(4-(TpudpTopmeTun)deHin)eTaH-1-
aMmiHy rigpoxnopuay Takmm xe camum YnHom sk i Ha Ctagii L Mpuknagy 72-1.

MC (IAT+): [M+H]"435,2.

Mpuknag 116

N-(2-meTokcu-1-(4-(TpudpTopmeTokeun)deHin)etun)-2-okco-6-(1H-nipason-1-in)-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

BkasaHy B 3aronoBky Cronyky opepxyBanu 3 4-HiTpodpeHin 2-okco-6-(1H-nipason-1-in)-2,3-
avrigponipnao[2,3-bJnipasuH-4(1H)-kapbokeunaty i 2-meTtokcu-1-(4-(TpudpTopmeTun)deHin)etan-1-
aMiHy rigpoxnopuay Takmm e camum YnHoMm sk i Ha Ctagii L Mpuknagy 72-1.

MC (IAT+): [M+H]"477,2.

Mpuknag 117

N-((1S)-1-(3-dpTOp-4-(TpUdTOPMETOKCU )DEHIN)-2-MEeTOKCUETUN)-2-0KCO-6-(1H-nipa3on-1-in)-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

PauemiyHun  N-(1-(3-cpTop-4-(TpudTOpMETOKCU)DEHIN)-2-MEeTOKCUE TN )-2-0KCOo-6-(1H-nipa3on-1-
in)-2,3-gurigponipnao[2,3-b]nipasun-4(1H)-kapbokcamig (118 mr) posginanu 3a gonomoroo SFC
(kononka: CHIRALCEL OJH, 20 mmB[1x250 mm[, Burotoensaetscs Daicel Chemical Industries, Ltd.,
Pyxoma chasa: giokcug syrneuro/metaHon=860/140), ogepxytoum BKazaHy B 3aronoBKy CMOMyKy, LLO
Mae KoOpOoTLMIM Yac yTpumanHs (31,0 mr).

MC (IAT+): [M+H] 495,2.

Mpuknag 118

N-((1R)-1-(3-dTop-4-(TpndTOPMETOKCH)hEHIN)-2-MeToKCUeTUN)-2-0KCo-6-(1H-nipason-1-in)-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

PauemiyHnin - N-(1-(3-cpTop-4-(TpUdTOPMETOKCH)DEHIN)-2-MeTOKCHeTnN)-2-0kco-6-(1H-nipason-1-
in)-2,3-gurigponipnao[2,3-bnipasunH-4(1H)-kapbokcamig (118 mr) posginanu 3a pgonomoroto SFC
(kononka: CHIRALCEL OJH, 20 mmB[1x250 mm[, BurotoensaeTtscsa Daicel Chemical Industries, Ltd.,
Pyxoma chasa: giokcug syrneuto/metaHon=860/140), ogepxytoum Bka3aHy B 3arofloBKy CroOmMyky, Lo
Mae JOBLUMIA Yac yTpuMaHHs (41,8 wmr).

MC (IAT+): [M+H]"495,1.

Mpuknag 119

7-umknonponin-N-((1R)-2-meTokcu-1-(4-(TpudTopMeToKCH)peHin)eTun)-2-okco-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

PauemidHnin 7-uuknonponin-N-(2-meTokcu-1-(4-(TpudpTopMeToKCUn )peHin)eTnn)-2-okco-2,3-
avrigponipuao[2,3-b]nipasvH-4(1H)-kapbokcamig (245 mr) posginanu 3a gonomoroto SFC (KonoHka:
CHIRALCEL OJH, 20 mmBx250 mm[, surotoBnsietbcs Daicel Chemical Industries, Ltd., Pyxoma
dasa: piokeva Byrneut/metaHon=860/140), ogoepxyounm BKasaHy B 3arofioBKy CMOMyKy, WO Mae
KOpOTLUUIA Yac yTpuMaHHs (98,6 mr).

MC (IAT+): [M+H]"451,2.

Mpuknag 120

7-umknonponin-N-((1S)-2-meTokcu-1-(4-(TpudTopmeToKkeHn)deHin)eTnn)-2-okco-2, 3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

PauemivHun 7-umknonponin-N-(2-meTtokcu-1-(4-(TpudpTopmeTokeu)deHin)eTnn)-2-okco-2, 3-
avrigponipuao[2,3-b]nipasvH-4(1H)-kapbokcamig (245 mr) posginanu 3a gonomoroto SFC (KonoHka:
CHIRALCEL OJH, 20 mmBx250 mm[, BurotoBnsietbca Daicel Chemical Industries, Ltd., Pyxoma
dasa: piokeva Byrneuto/metaHon=860/140), ogepXyoun BkasaHy B 3arofioBKy CMOMyky, LLO Mae
JoBLwnin Yac ytpumarHs (102 mr).

MC (IAT+): [M+H]"451,2.

Mpuknag 121

N-((1S)-1-(3-dpTOop-4-(TpUdTOpMETOKCH )EHIN)-2-METOKCMETUN)-2-0KCO-2,3-gurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig,

PauemiyHuin N-(1-(3-dpTOp-4-(TpUdTOPpMETOKCH)PEHIN)-2-METOKCUETIIT)-2-0KCO-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig (184 wmr) posginsanu 3a gonomoroto SFC (KonoHka:
CHIRALPAK IA, 20 mmB[Ox250 mm[, surotoensietbcsi Daicel Chemical Industries, Ltd., Pyxoma
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dasa: piokeva Byrneuto/metaHon=860/140), ogepXylounm BKasaHy B 3arofioBKy CMOMyKy, LLO Mae
KOpOoTLWWWA Yac yTpuMaHHs (70,1 mr).

MC (IAT+): [M+H]"429,1.

Mpuknag 122

N-((1R)-1-(3-cTOp-4-(TPUPTOPMETOKCH)PEHIN)-2-METOKCUETWIN)-2-0KCO-2,3-aurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

PauemivHuin N-(1-(3-dpTOp-4-(TpUdTOPpMETOKCH)PEHIN)-2-METOKCUETIIT)-2-0KCO-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamig (184 mr) po3ginsanu 3a gonomoroto SFC (KonoHka:
CHIRALPAK IA, 20 mmBOx250 mm[, surotosnsetbca Daicel Chemical Industries, Ltd., Pyxoma
dasa: piokeva Byrneuto/metaHon=860/140), ogepXylounm BKkasaHy B 3arofioBKy CMOMyKy, LLO Mae
AOBLUMIN Yac yTpumaHHs (73,6 mr).

MC (IAT+): [M+H]"429,1.

Mpuknag 123

N-((1S)-1-(3-dTOp-4-(TpUdTOPMETOKCU )PEHIN)-2-METOKCUETUN)-7-METUM-2-0KCO-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

PauemivHunin N-(1-(3-dpTOp-4-(TpUdTOPMETOKCU)DEHIN)-2-METOKCUETUN)-7-METUI-2-0KCO-2,3-
avrigponipnao[2,3-b]nipasvH-4(1H)-kap6okcamig (203 mr) posginanu 3a gonomoroto SFC (KonoHka:
CHIRALPAK 1A, 20 mmB[Ox250 mm[, surotoBnsieTbcsi Daicel Chemical Industries, Ltd., Pyxoma
dasza: pgiokcup Byrneuto/metaHon=860/140), ogepxyrtoum BkasaHy B 3arofioBKy CrOMyKy, LUO Mae
KOpOTLUUIA Yac yTpuMaHHs (61,0 mr).

MC (IAT+): [M+H]"443,1.

Mpuknag 124

N-((1R)-1-(3-dpTop-4-(TpNTOPMETOKCH)(PEHIN)-2-METOKCUETUI)-7-MEeTUI-2-0KCO-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

PauemiuHni N-(1-(3-dTOop-4-(TpUdTopMETOKCU)DEHIN)-2-METOKCUETUN)-7-METUM-2-0KCO-2,3-
avrigponipnao[2,3-bJnipasuH-4(1H)-kap6okcamig (203 mr) posginanu 3a gonomoroto SFC (KomnoHka:
CHIRALPAK 1A, 20 mmBOx250 mm[, Burotoensietbcsi Daicel Chemical Industries, Ltd., Pyxoma
dasza: piokcup Byrneuto/metaHon=860/140), ogepxXyrtoum BkasaHy B 3arofioBKy CrOMyKy, WO Mae
OOBLUNIA Yac yTpuMaHHs (78,8 mr).

MC (IAT+): [M+H]"443,1.

Mpuknag 125

7-umknonponin-N-(1-(3-cpTop-4-(TpudTOpMETOKCH )DEHIN)-2-MEeTOKCNETUI)-2-0KCO- 2, 3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

Bkasany B 3arornoBky Cronyky oAepxysanu 3 2-meTtokcmn-1-(3-dpTop-4-
(TpudpTopmeToKkeu)dbeHin)eTaH-1-amiHy rigpoxnopuay TakMM Ke caMuMM YMHOM sK i Ha Cragii L
Mpuknagy 72-I.

MC (IAT+): [M+H]"469,2.

Mpuknag 126

ONTWUYHO aKTUBHUN N-(2-(audpTopmeTokecu)-1-(4-(TpudTopMETOKCH)heHin)eTnn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

PauemidHnin N-(2-(andpTopmeTtokeu)-1-(4-(TpudTopMmeToKeH)eHin)eTun)-2-okco-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig (243 mr) posginanu 3a gonomoroto SFC (KonoHka:
CHIRALPAK IC, 20 mmB[x250 mm[, BurotoBnsietbcst Daicel Chemical Industries, Ltd., Pyxoma
asa: piokeug Byrneuto/meTtaHon=770/230), ogoepXXylun BKasaHy B 3arorfioBKy CrMOSyKy, WO Mae
KOpOoTLWW Yac yTpumaHHs (81,1 mr).

MC (IAT+): [M+H]"447,1.

Mpuknag 127

ONTUYHO  aKTUBHUN N-(2-(amdTopmeTokcm)-1-(4-(TpudpTopmeTokeun)dpeHin)etnn)-2-okco-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig

PauemiyHuin N-(2-(audpTopmeTtokcu)-1-(4-(TpudTopMmeToKCH)peHin)eTun)-2-okco-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig (243 mr) posginanu 3a gonomoroto SFC (KonoHka:
CHIRALPAK IC, 20 mmBx250 mm[, BurotoBnsietecs Daicel Chemical Industries, Ltd., Pyxoma
dasa: piokeva Byrneut/metaHon=770/230), ogepxytoum BKaszaHy B 3aronoBKy CMOMYyKY, WO Mae
OOBLUNIA Yac yTpuMaHHs (81,4 mr).

MC (IAT+): [M+H]"447,1.

Mpuknag 128

7-umknonponin-N-((1R)-1-(3-¢pTop-4-(Tpud TOPMETOKCH )PEHIN)-2-METOKCUETU)-2-0KCO-2, 3~
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

Pauemiynnn  7-umknonponin-N-(1-(3-cdTop-4-(TpudTOPMETOKCU )EHI)-2-METOKCMETUIT)-2-0KCO-
2,3-gurigponipnao[2,3-b]nipasunH-4(1H)-kapbokcamia (129 wmr) posginanu 3a gonomorotd BEPX
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(konoHka: CHIRALPAK IC, 50 mmB[dx500 mm[, BurotoBngaetscs Daicel Chemical Industries, Ltd.,
Pyxoma ¢a3sa: rekcaH/etaHon = 600/400), ogepxytoum BKasaHy B 3arofioBKYy CrOMyky, WO Mae
KOpOTLNIA Yac yTpumaHHs (58,2 mr).

MC (IAT+): [M+H]"469,2.

Mpuknag 129

7-umknonponin-N-((1S)-1-(3-cpTop-4-(TpndTOPMETOKCH )JEHIN)-2-METOKCUETNN)-2-0KCO-2, 3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

Pauemiynnn  7-umknonponin-N-(1-(3-cdbTop-4-(TpudTOPMETOKCU)EHIN)-2-METOKCMETUI)-2-0KCO-
2,3-gurigponipuao[2,3-b]nipasunH-4(1H)-kapbokcamia (129 wmr) posginanu 3a pgonomoroto BEPX
(kononka: CHIRALPAK IC, 50 mmB[dx500 mm[, surotoBnaetsca Daicel Chemical Industries, Ltd.,
Pyxoma oa3sa: rekcaH/etraHon = 600/400), ogepxytoum BkasaHy B 3arofioBKy CrOMyky, WO Mae
AOBLUMI Yac yTpumaHHs (60,7 mr).

MC (IAT+): [M+H]"469,2.

Mpuknag 130

N-((1S)-2-meTokcu-1-(4-(TpudTopmeTokemn )deHin)etun)-2-okco-6-(1H-nipason-1-in)-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

PauemMiyHui  N-(2-meTokcu-1-(4-(TpudTopmeTokcu)deHin)eTun)-2-okco-6-(1H-nipason-1-in)-2,3-
avrigponipnao[2,3-b]nipasvH-4(1H)-kapbokcamig (142 mr) posginanu 3a gonomoroto SFC (KonoHka:
CHIRALCEL OJH, 20 mmBx250 mm[I, BurotoBnsietbcst Daicel Chemical Industries, Ltd., Pyxoma
dasza: pgiokcup Byrneuto/metaHon=860/140), ogepxXytoum BkasaHy B 3arofioBKy CrOMyKy, LUO Mae
KOpOTLNIA Yac yTpuMaHHs (53,5 mr).

MC (IAT+): [M+H]"477,2.

Mpuknag 131

N-((1R)-2-meToKCK-1-(4-(TprdbTOopMETOKCH )dPeHin)eTnn)-2-okco-6-(1H-nipason-1-in)-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

PauemMiyHui  N-(2-meTokcu-1-(4-(TpudTopmeTokcu)deHin)eTnn)-2-okco-6-(1H-nipason-1-in)-2,3-
avrigponipuao[2,3-bJnipasvH-4(1H)-kap6okcamig (142 mr) posginanu 3a gonomoroto SFC (konoHka:
CHIRALCEL OJH, 20 mmBOx250 mm[, BurotoBnsietbcst Daicel Chemical Industries, Ltd., Pyxoma
dasa: piokeva Byrneut/metaHon=860/140), ogepXyounm BkasaHy B 3arofioBKy CMOMyky, O Mae
OOBLUNIA Yac yTpuMaHHs (57,3 mr).

MC (IAT+): [M+H]"477,2.

Mpuknag 132

N-(1-(4-6pomdeHin)-2-meToKcneTnn)-7-meTun-2-okco-2,3-gurigponipugo[2,3-bjnipasuH-4(1H)-
kapbokcamig,

A) 1-(4-6pomdeHin)-N-rigpokcu-2-MeToKCUeTaHIMiH

BkasaHy B 3aronoBky Crnonyky ogepxyBanu 3 2-6pom-1-(4-6pomMdeHin)eTaHoHy Taknum xe camum
ynHoM sk i Ha Ctagii D MNpwuknagy 63 i Ctagii D MNpuknagy 2.

MC (IAT+): [M+H]"244,1.

B) 1-(4-6pomdpeHin)-2-meToKCHeTaHaMiH

Cywmiw 1-(4-6pomdpeHin)-N-rigpokcu-2-meTokcmeTaHiminy (7,5 1), 1,1 M po3umHy komnnekc 6opaH-
TeTparigpodypaH/TeTparigpodypaH (55,9 mn) i Tetparigpodypany (300 mn) nepemiwysanu npu 80°C
npoTarom 2 gHie, gogasanu 1 M BogHM po34vnH rigpokcuay HaTpito i cymiw nepemiwysanu npu 80°C
npotarom 3 r. [o peakuiiHOi cymilWi [odaBanu HacuM4eHWW po3cin i Cymill ekcTparysanmu
eTunaueTtatoM. EkcTpakT npomuBany HacuM4YeHMM pO3CONIOM, Cywunu Hapg 0e3BOAHUM CyrbdaTom
MarHito i PO34YMHHKK ynaproBanu npu NMOHMXKEHOMY TUCKY, OOEPXYHUN BKa3aHy B 3arofiloBKY CroOSyKy,
O MICTUTb AoMilku (8,44 ).

MC (IAT+): [M+H]"230,1.

C) N-(1-(4-6pomdeHin)-2-meTokcmeTnn)-7-meTun-2-okco-2,3-gurigponipngo[2,3-blnipasuH-4(1H)-
kapbokcamifg,

BkazaHy B 3aronioBky Cnonyky ogepxyBann 3  4-HiTpodpeHin  7-mMeTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokennat i 1-(4-6bpomdeHin)-2-mMeTokCMeTaHaMiH TaknuMm xe
camum YrHOM siK | Ha Ctagaii G lMNpuknaay 7.

MC (IAT+): [M+H]"419,1.

Mpuknag 133

N-(2-(2-meTokcueTokcun)-1-(4-(TpudToOpMETOKCH )PEHIN)eTnn)-7-MeTnun-2-okco-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

BkasaHy B 3aronoBky cnonyky ogepxysanu 3 4-(TpudTopmeTokcu)deHaunnbpomiak Takum xe
camum YnHom 5K i Ha Ctagii D lMpuknagy 63, Ctagii D MNpuknaay 2, Ctagii B Mpuknagy 15 i Ctagii G
Mpuknagy 7.

MC (IAT+): [M+H]"469,2.
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Mpuknag 134

N-(2-meTokcu-1-(4-(1H-nipason-1-in)deHin)eTun)-7-meTun-2-okco-2,3-gurigponipnao|2, 3-
b]nipa3nH-4(1H)-kapbokcamig

A) 1-(4-6pomdeHin)-2-MeToOKCUETaHOH

BkasaHy B 3aronoBKy cnonyky ogepxysanu 3 2-6pom-1-(4-6pomdeHin)eTaHoHy Takum e camum
unHomMm sk i Ha Ctagii D lMpuknagy 63.

'H AMP (300 Mru, CDCls) & 3,50 (3H, c), 4,65 (2H, c), 7,55-7,68 (2H, m), 7,75-7,87 (2H, m).

B) 2-(4-6pomdeHin)-2-(meTokcumeTuin)-1,3-giokconaH

Cywmiw 1-(4-6pomdeHin)-2-meTokcmetaHory (3,00 r), MoHorigpaTy N-TonyoncynbdOHOBOI KUCNOTK
(0,249 r), etunenrnikonto (1,63 r) i Tonyony (50 Mn) nepemilysanu NPOTArOM HOYi BUKOPUCTOBYHOUU
Hacagky [iHa-Ctapka npu 140°C. PeakuiHy cymiw ¢inbTtpyBanm 4depes wap cunikarento (NH) i
PO3YMHHUK yraptoBanu nNpu NOHWXEHOMY TUCKY, OAEPXKYHOYM BKa3aHy B 3aronosKy cnonyky (3,97 r).

'H AMP (300 My, CDCl3) & 3,39 (3H, ¢), 3,57 (2H, c), 3,76-3,92 (2H, m), 4,02-4,19 (2H, m), 7,35-
7,43 (2H, m), 7,43-7,52 (2H, m).

C) 1-(4-(2-(meTokcmumeTnn)-1,3-giokconaH-2-in)deHin)-1H-nipason

Cymiw 2-(4-6pomdeHin)-2-(meTokcumeTnn)-1,3-giokconany (3,5 r), 1H-nmipasony (0,960 r),
xiHoniH-8-ony (0,372 r), noguay migi (1) (0,244 r), kapboHaty kanito (3,54 r) i aumeTuncynbgokeugy
(50 mn) nepemiwysanu npotarom Houi npu 140°C B aTtmocdpepi a3oTy, A0 HEl AogaBanu Body i Cymil
eKkcTparyBanu etunaueTatoM. EKCTpakT nocnigoBHO MPOMMBAaNM HacM4eHWM BOAHUM PO34YMHOM
XIiopuay aMoHito i HaCUYeHUM PO3COoSIoM, CyLIMM Hag 6e3BoAHMM cynbdaToM MarHito i inbTpysanu
yepes wap cunbkarento NH. @inbTpat KOHUEHTpyBanu nNpy NOHWXKEHOMY TUCKY i 3afMLLOK oYuLLanm
KONTOHKOBOI XpomaTorpadieto Ha cunikareni (rekcaH/eTunaueraT), O4epXylun BKasaHy B 3arofioBKy
crnonyky (2,53 ).

MC (IAT+): [M+H]"261,1.

D) 2-meTtokcu-1-(4-(1H-nipason-1-in)deHin)etaHoH

Cymiw  1-(4-(2-(meTokcumeTun)-1,3-giokconaH-2-in)derin)-1H-nipasony (26 1), 1 M
xnopsogHeBoi kucnotu (15 mn) i Tetparigpodypary (30 mMn) nepemiwyBanu MAPOTArOM HOYi Mpu
KiMHaTHIN TemnepaTypi, AoAaBany HacU4YeHU Po3cin i CyMilll ekcTparysanu etunawleraTom. EkcTpakT
npommBanyM HacuU4eHWM PO3COSIOM, CYWMNU Hag 6e3BogHUM CcynbgaToM MarHito i PO3YMHHKK
ynaptoBanu npu NOHWXeHOMY TUCKY, OAEPXYUM BKasaHy B 3aronosky cnonyky (2,15 r).

'H AMP (300 My, CDCl3) & 3,52 (3H, c), 4,71 (2H, c), 6,48-6,56 (1H, m), 7,78 (1H, a, J=1,9 I'u),
7,79-7,87 (2H, m), 8,02 (1H, g, J=2,6 I'y), 8,03-8,10 (2H, m).

E) N-(2-meTokcu-1-(4-(1H-nipason-1-in)deHin)etun)-7-meTun-2-okco-2,3-gurigponipuaol2,3-
b]nipa3nH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky crnomnyky ogepxyBamu 3 2-meTtokcu-1-(4-(1H-nipason-1-in)deHin)etaHoHy
Takum e cammm YmHoM sk i Ha Ctagii D MNpuknagy 2, Cragii B Mpuknagy 15 i Cragii G Mpuknagy 7.

MC (IAT+): [M+H]"407,2.

Mpuknag 135

N-(2-meTokcu-1-(4-(TpudpTopmeTokeun)dpeHin)etnn)-7-(1-metun-1H-nipason-3-in)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

A) metun N-(5-6pom-3-HiTponipnanH-2-in)rniuuHaT

BkasaHy B 3aronoBKy Cnosnyky ogepxyBanu 3 5-6pom-2-xnop-3-HiTponipuanHy TakMM e camum
4YnHom 4K i Ha Ctagii A MNpuknagy 19.

MC (IAT+): [M+H]"290,0.

B) 7-6pom-3,4-aurigponipnao[2,3-bJnipa3unH-2(1H)-oH

Cymiw metunn N-(5-6pom-3-HiTponipnamH-2-in)rniunHaty (18,0 r) i 5 % nnatuHa-syrinng (1,80 r) B
TeTparigpodypaHi (414 mn) nepemiwyBanu nNpu KiMHaTHIN TemnepaTypi npotsarom 1 r B atmocdepi
BoAHl. KaTaniszatop BigdinbTpoByBanu i pO3UYMHHUK ynaproBanu Npu NOHWKEHOMY TUCKY. 3anuvLioK
po3umHAnNKU B etaHoni (200 mn), po3unH nepemiwyBanu npoTtdarom Houi npu 80°C. PeakuinHy cymil
0XO0riogKyBanu Ao KiMHaTHOI TemnepaTypu, TBepay peyoBuHy 36upanu inbTpyBaHHSAM i MpoOMUBanu
eTunaueTaTom, O4epXYyHun Bka3aHy B 3arofioBky cnonyky (9,60 r).

'H AMP (300 My, AMCO-dg) & 3,94 (2H, A, J=1,7 Ty), 6,99 (1H, c), 7,01 (1H, A, J=2,1 Ty), 7,65
(1H, @, J=2,3 'u), 10,46 (1H, c).

C) 7-6pom-N-(2-meTokcu-1-(4-(TpudpTopmeToKen)dbeHin)eTnn)-2-okco-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-b]-nipasuH-4(1H)-kapbokcamia

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 7-6pom-3,4-gurigponipmnao[2,3-blnipasunH-2(1H)-oHy
TakuM xxe caMmnm YmHoM sk Ha Ctapgisix C-D Mpuknagy 26.

MC (IAT+): [M+H]'619,2.

D) N-(2-meTokcu-1-(4-(TpudpTopmeToken)deHin)etnn)-7-(1-metun-1H-nipason-3-in)-2-okco-1-((2-
(TpumeTuncunin)eToken)meTun)-2,3-gurigponipnaol2,3-bl-nipasunH-4(1H)-kapbokcamig
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o CyMiLLi 7-6poM-N-(2-meTokeu-1-(4-(TpudTopmeTokeun)deHin)etunn)-2-okco-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-bl-nipasunH-4(1H)-kapbokcamigy (100 wmr) i 1-
meTtun-3-(4,4,5,5-tetpametnn-[1,3,2]-giokcaboponaHy-1H-nipasony (101 wmr), Tpukanin docdaTty (103
Mr) B 3MillaHOMy po34uHHKUKY Tonyon (1,51 mn) i Boga (0,10 mn) gogaeanu Gic(an-TpeT-6yTun(4-
anveTunamiHodgeHin)dgocdin)anxnopnanagin (Il) (11,4 mr) npu KiMHaTHIA TemnepaTypi, peakuiiHy
cymiw nepemiwysanu npu 100°C npotsrom 3 r B atmocdhepi aproHy. PeakuiiHy cymill oxonogxysanu
[0 KIMHATHOI TemnepaTypy i PO3YMHHUK yMNaproBanv Mpu MOHWXEHOMY TUCKY. 3anuoK oyuLianu
KOMOHKOBOK XpomaTorpadieto Ha curikareni (rekcaH/eTnnaueTar), OAepXKyr4uM BKa3aHy B 3arofioBKy
cnonyky (72 wmr).

MC (IAT+): [M+H]621,3.

E)  N-(2-metokcu-1-(4-(TpudptopmeTtokcun)deHin)etun)-7-(1-metnn-1H-nipason-3-in)-2-okco-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

BkasaHy B 3aronosky crnonyky ogepxysanu 3 N-(2-meTokcu-1-(4-(TpudptopmeTokcn)deHin)etmn)-
7-(1-meTnn-1H-nipason-3-in)-2-okco-1-((2-(TpumeTuncunin)eTokcm)meTnn)-2,3-gurigponipnaol2,3-bl-
nipasuH-4(1H)-kapbokcamigy Takum xe camum YmHOM sk | Ha Ctagii | Mpuknagy 63.

MC (IAT+): [M+H]"491,2.

Mpuknag 136

N-(2-meTokcu-1-(4-(TpudpTopmeTokeun)deHin)etnn)-7-(1-metun-1H-nipason-4-in)-2-okco-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

BkasaHy B 3arosfioBKy CMONyKy oAepxyBanmu 3 7-6pom-N-(2-meTokcu-1-(4-
(TpudpTopmeToKkeun)dpeHin)eTunn)-2-okco-1-((2-(tpumeTuncunin)etokcn)meTtun)-2,3-gurigponipnao[2,3-
b]-nipasuH-4(1H)-kapbokcamigy (100 wmr) i 1-meTtun-4-(4,4,5,5-tetpameTnn-[1,3,2]-giokcaboponaHy-
1H-nipasony Takum xe cammm YnHoM 5K i Ha Ctagii D Mpuknagy 135 i Cragii | Mpuknagy 63.

MC (IAT+): [M+H]"491,2.

Mpuknapg 137

N-(2-meTokcu-1-(4-(TpudpTopmeTokeun)dpeHin)etnn)-7-(1-metun-1H-nipason-5-in)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3arosfioBKy CMONyKy oAepxyBanmu 3 7-6pom-N-(2-meTokcu-1-(4-
(TpudTOPMETOKCH)heHIN)eTnn)-2-okco-1-((2-(TpumeTuncunin)eTokcu)meTun)-2,3-gurigponipnaol2,3-
b]-nipasuH-4(1H)-kapbokcamigy (100 wmr) i 1-meTtun-5-(4,4,5,5-TetpameTnn-[1,3,2]-giokcaboponaHy-
1H-nipasony Takum xe camum YnHom Sk i Ha Ctagii D Mpuknagy 135 i Cragail | MNpuknagy 63.

MC (IAT+): [M+H]"491,2.

Mpuknag 138

7-izonponokcu-N-(2-meTokeu-1-(4-(TpudTtopmeTokcun)deHin)etun)-2-okco-2,3-gurigponipmao[2,3-
b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky Crnonyky ogepxyBanu 3 2-nognponaHy TakMM >Xe CaMUM YMHOM SK Ha
Cragiax H-I Npuknaay 63.

MC (IAT+): [M+H]"469,1.

Mpuknag 139

7-(andpTopmeToKken)-N-(2-meToKeU-1-(4-(TpudToOpMETOKCH )dDEHIN)eTnn)-2-okco-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

A) 7-(amdpTopmeTOoKCH)-N-(2-MeToKCU-1-(4-(TpUdTOpMETOKCH)PEHIN)eTnn)-2-okco-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-blnipasvH-4(1H)-kapbokcamig
Jo CyMmiLLi 7-rigpokcun-N-(2-meTokeu-1-(4-(TpudTopMmeToKeH)deHin)etmn)-2-okco-1-((2-

(TpumeTuncunin)eTokcm)meTun)-2,3-gurigponipngo[2,3-bjnipasvH-4(1H)-kapbokcamigy (163  mr) i
xnopuay N-6eH3un-N, N,N-Tpuetnnamosito (20,4 mr) B TeTparigpodypani (2,00 mn) gogasann 8 M
BOOHWUI po3uunH rigpokcnay Hatpito (36,3 mkn) npu 0°C. PeakuinHy cymill nepemillyBany nNpoTArom
HOYI NpW KiMHaTHIN TeMmnepaTypi B atmocdepi xnop(amdtop)meTaHy. [1o peakuinHoi cymiwi gogasanu
BOAY i CyMill ekcTparyBanv etunaueratom. EkCTpakT npommnBanu HacyeHMM po3COSoM, CYLUMMAM Hag
6e3BogHUM CynbdaTtoM HaTPI0 i PO3YMHHMK ynapioBanu npu NOHWKEHOMY TUCKY. 3anuwoK o4YuLanm
KONTOHKOBOK XpomaTorpadieto Ha cunikareni (rekcan/eTunauyeTar), OOEepPXKYUM Bka3aHy B 3arosyloBKy
cnonyky (80,9 wmr).

MC (IAT+): [M+H]'607,2.

B) 7-(amdpTopmeTokcn)-N-(2-meTokeu-1-(4-(TpudTOpMETOKCH )DEeHIN)eTnn)-2-okco-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky cnonyky ogepxysanu 3 7-(audtopmeTtokcu)-N-(2-meTokcu-1-(4-
(TpudpTopmeToKeU)heHin)eTnn)-2-okco-1-((2-(tpumeTuncunin)etoken)meTnn)-2,3-gurigponipnao[2,3-
b]nipa3uH-4(1H)-kapbokcamigy Takum xxe cammm YMHOM sk | Ha Ctagii | Mpuknagy 63.

MC (IAT+): [M+H]"477,2.

Mpuknag 140
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N-(2-meTokcu-1-(4-(TpudpTopmeTokeun)deHin)eTnn)-6-okco-6,7-gurigpontepmanH-8(5H)-
kapbokcamig

A) meTtun 2-((2-xnop-5-HiTponipnmianH-4-in)amiHoaueTtar

BkasaHy B 3arofnoBKy CMoOSiyKy ogepXxyBanu 3 2,4-anxnop-5-HiTponipumiguHy Takmm Xe camum
yYnHoMm sk i Ha Ctagii A Mpuknaay 1.

MC (IAT-): [M-H] 245,0.

B) 7,8-gurigponTtepnanH-6(5H)-oH

[o po3unHy meTtun 2-((2-xnop-5-HiTponipumigunH-4-in)amiHoauetaty (7,23 r) B eTaHoni (293 mn)
popgasanu 5 % nanagin-syrinnsa (mictute 50 % Boawn, 3,00 r) npu kiMHaTHIN TemnepaTypi. PeakuiiHy
CyMill nepemiwlyBanu npu KiMHaTHIM Temnepatypi 2 r B aTtmocdepi BOAHK, KaTanisaTop
BiAiNbTPOBYBaNM i PO3YMHHMK ynapioBanu Npu NOHMWKEHOMY TUCKY. [10 po3unHy 3anuwKy B eTaHoni
(293 mn) popasanu outoBy kucnoty (8,39 mn) npu KiMHaTHIN Temnepatypi. PeakuiviHy cymil
nepemiwysann npu 80°C npoTtsrom 3 [HiB, OXONOMXyBanu A0 KiMHATHOI Temnepatypu i TBepay
peyoBuHy 3bupanu dinbTpyBaHHAM. OpepxaHy TBepay PevoBMHY CyrneHOyBanv B HaCUYeHOMY
BOAHOMY poO3yuHi BikapboHaTy HaTpito i TBepay peyoBuHy 36upanu @inbTpyBaHHSAM, NpoMuBanu
BOZIOI, OAEPXKYHOUM BKa3aHy B 3aronoBky cnonyky (3,91 r).

'H AMP (300 Mru, AMCO-ds) & 4,02 (2H, o, J=1,5 'y), 7,66 (1H, c), 7,70 (1H, wc), 8,05 (1H, c),
10,49 (1H, wc).

D) N-(2-meTokcu-1-(4-(TpudpTtopmeTokcun)deHin)etunn)-6-okco-6,7-gurigpontepuamH-8(5H)-
kapbokcamig,

BkasaHy B 3aronoBKy Cronyky ogepxysanu 3 7,8-gurigpontepngunH-6(5H)-oHy Takmm xe camum
ynHoM sk Ha Ctagiax F-G lMpuknaay 7.

MC (IAT+): [M+H]"412,2.

Mpuknag 141

7-eTokcun-N-(2-meToken-1-(4-(TpudpTtopmeTokeun)deHin)etun)-2-okco-2,3-gurigponipmao[2,3-
b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CMonyky ogepXxyBanu 3 NoAeTaHe TakMM Xe caMuMM YMHOM sk Ha Ctagiax H-
| Mpuknagy 63.

MC (IAT+): [M+H]"455,2.

Mpuknag 142

7-meTnn-N-(okceTaH-3-in(4-(TpudTopMeToKCH )heHin)meTnn)-2-okco-2,3-aurigponipnao[2, 3-
b]nipa3nH-4(1H)-kapbokcamig

A) pietvn (4-(TpudTopMeTOKCK)OeH3UN)ManoHat

Cywmiw 1-(6pommeTun)-4-(tpucbtopmeTokcun)bensony (10,0 r), gietunmanoHaty (6,91 r), etokeugy
HaTpito (14,7 r) i eTaHony (500 mn) nepewmiwysanu npu 80°C npotsarom 2 gHie. [Jo peakuUinHOi cyMiLi
Aofasany HacWYeHUW BOOHWW PO3YMH XNOPWUAY aMOoHil0 | CyMill eKkcTparyBanu eTunaueTaToM.
EkcTpakt npomuBanM HacMyYeHMM pO3COMOM, Cywunu Hag 6e3BogHvM cynbdatomM MarHio i
PO3YMHHUK yrapioBasnun nNpy NOHMXEHOMY TUCKY. 3anuLLOK O4MLLan KONTOHKOBOK XpoMaTorpadieto Ha
cunikareni (rekcaH/eTunaueTtar), 04epXKyrun Bka3aHy B 3arofioBky Cnonyky (7,46 r).

MC (IAT-): [M-H]'333,1.

B) 2-(4-(TpucpTopmeToKcn)oeH3nn)nponaH-1,3-gion

Ho cymiwi gietun (4-(tpudptopmeTtokcn)beHsmn)mvanoHaty (5,3 r) i Tetparigpogypary (100 mn)
Aopasanu antomorigpug nitito (2,41 1) npu 0°C. PeakuiiHy cymiw nepemiwysanu npu 0°C npoTtarom
30 xB, gopaBann M xnopBogHEBY KUCMOTY | CyMill ekcTparyBanu eTtunauetatoM. EkctpakT
NpoOMMBanyM HaCUYEHWM pPO3COJSIOM, CYLWMNM Hag ©6e3BOAHUM CcynbaToM MarHito i PO3YMHHUK
yrnaptoBanu npu MOHMWKEHOMY TUCKY, ofepxyroun 3anuwok (4,32 r). Lo x camy peakuito
nosToptoBanu. OgepxaHu 3anuwiok (3aranom 5,3 r) ouvwianu KOMOHKOBOK XpoMatorpadieto Ha
cvnikareni (rekcaH/eTunauerar), 04epXyrun BKa3aHy B 3arofioBKy Cnosnyky (2,9 r).

'"H AMP (300 My, CDCl3) & 1,89-2,12 (1H, m), 2,34 (2H, wc), 2,65 (2H, A, J=7,5 '), 3,60-3,72
(2H, m), 3,75-3,87 (2H, m), 7,08-7,17 (2H, m), 7,17-7,24 (2H, m).

C) 3-(4-(TpudpTopmMeTOKCH)DOEH3NN)OKCETAH

Ho cymiwi 2-(4-(TpncpTopmeTokcmn)beHsmn)nponan-1,3-giony (2,37 r) i TeTparigpodypary (100 mn)
popgasanu 1,6 M po3umH H-GyTunnitin/rekcan (6,51 mn) npyn 0°C. PeakuinHy cymiw nepemiwysanu
npu 0°C npotarom 30 xB B aTMocdepi a3oTy, AodasBanu n-tonyoncynbgoHinxnopua (1,99 r) npu
KIMHaTHIN TemnepaTypi i Cymill nepemiwyBanu Npu KiIMHaTHIN TeMnepaTtypi npotdarom 1 r B atmocdepi
asoTy. [lo peakuinHoi cymiwi gogaeanu 1,6 M po3umH H-OyTtunniTii/rekcan (7,10 mn) npy KiMHaTHIA
TemnepaTypi, cymiw nepemiwyBanu npu 80°C npotdrom 4 r B atMocdepi asoTy. [Jo peakuifiHoi
CyMiLli jofaBann HaCMYeHUA BOAHUIA PO3UYUH XINOpMAY aMOHilo i CyMmill ekcTparysanu eTunaueTaToMm.
EkcTpakT npomuBanuM HaCU4YEeHMM pO3COSMOM, CyWunuM Hag 6e3BogHMM  cynbdatomMm Marsito i
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PO3YMHHUK yrapioBasun npu NOHWKEHOMY TUCKY. 3anuLLOK O4MLAn KOSTOHKOBOK XpoMaTorpadieto Ha
cunikareni (rekcaH/eTunaueTar), o4epKyloun BkasaHy B 3aronosky cnonyky (0,950 r).

'H AMP (300 My, CDCl3) & 3,03 (2H, A, J=7,9 I'u), 3,15-3,43 (1H, m), 4,46 (2H, T, J=6,0 I'u), 4,80
(2H, pa, J=7,5, 6,0 'y), 7,13 (4H, c).

D) 3-(6pom(4-(TpndTopMeTOKCU ) EHIN)METUIT)OKCETaH

Cymiw 3-(4-(tpndbtopmeTokcun)beHsumn)okcetaHy (950 wmr), N-OGpomcykumHimigy (947 wmr), 2,2'-
asobic(2-meTunnponioHiTpuny) (67,2 mr) i 6eH3oTpudptopmay (20 mn) nepemiwyBanu NpOTAroOM Houi
npu 80°C. [o peakuiHOI CyMmilli goAaBanu rekcaH, Hepo3YMHHY PevyoBUHY BiadinbTpoByBanu i
inNbTpaT KOHUEHTPYBaNu Npy NOHWKEHOMY TUCKY. 3anuLLIOK O4uMLLIanmM KOJIOHKOBOK XpomaTtorpadieto
Ha cunikareni (rekcaH/eTunaueTaT), OAepPXXyo4uM BKasaHy B 3arofioBky crnosnyky (406 mr).

'H AMP (300 Mru, CDCls) & 3,68-3,87 (1H, m), 4,17 (1H, T, J=6,4 Tu), 4,54-4,66 (2H, m), 4,92
(1H, pa, J=7,4, 6,6 l'y), 5,32 (1H, g, J=11,1Tu), 7,14-7,24 (2H, m), 7,35-7,43 (2H, m).

E) 3-(asanpo(4-(TpudptopmeTokcu)dbeHin)meTunn)okcetaH

Cywmiw 3-(6pom(4-(TpudTopmeToken)deHin)meTnn)okcetaHy (230 mr), asmay HaTpito (80 mr), Boau
(3 mn) i aueToHy (12 mn) nepemiwyBanu NPOTATOM HOYi NPV KiMHATHIM TemnepaTtypi, Aogasanu
HacuM4eHWI BOOHUI PO34MH rigpokapOoHaTy HaTpilo i CyMill ekcTparyBanu etunauetatoM. EkcTpakT
NpoOMMBanuM HacUYEeHWM pPO3COJSIOM, CYWMNM Hag ©6e3BOAHUM CynbaToM MarHitlo i PO3YMHHUK
ynaptoBanu npu NOHWXeHOMY TUCKY, OAEPXKYHOUYM BKa3aHy B 3arosfioBky cronyky (260 mr).

'H AMP (300 Mru, CDCl3) & 3,18-3,41 (1H, m), 4,33 (1H, T, J=6,2 T4), 4,54-4,71 (2H, m), 4,80-
4,89 (2H, m), 7,21-7,27 (2H, m), 7,29-7,36 (2H, m).

F) 7-meTun-N-(okceTaH-3-in(4-(TpudTopMmeToKcH)heHin)meTnn)-2-okco-2,3-gurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamig

Cymiw 3-(asnpo(4-(tpudtopmeTtokcn)deHin)metTnn)okcetady (260 wmr), 5 % nanagin-syrinns
(mictutb 50 % Boawn, 30 wmr) i TeTparigpodypaHy (5 mMn) nepemiwyBanu Npu KiMHaTHIN Temneparypi
npotsarom 1 r B armocdepi BogHw. [loTiM, 0O peakuinHoi cymiwi gogasanu meTtaHon (5 mn),
peakuinHy CyMmill nepemillyBanu nNpoTAroM HOYi MpW KiMHATHIM TemnepaTtypi B atMocdepi BOAHIO.
HeposunHHy pevoBuHy BigdinbTpoByBanu vepes Llenit, dinbTpat KOHUEHTpyBanu nNpu NOHWXEHOMY
TUCKY, OAEPXYHUYM OKceTaH-3-in(4-(TpudTopmeTtokcn)deHin)metaHamiH - (209 wmr). BkasaHy B
3arofioBKy CMOMyKy odepXyBanu 3 ofepaHoro okceTaH-3-in(4-(TpudTopMeTokcn)deHin)meTaHaminy
TakuM xe caMnm YmHoM sk i Ha Ctagii G MNMpuknagy 7.

MC (IAT+): [M+H]"437,1.

Mpuknag 143

N-(1-(3-dbTop-4-(1H-nipason-1-in)deHin)-2-meTokCneTNN)-7-MeTun-2-okco-2,3-gurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamig

A) 2-6pom-1-(4-6pom-3-bTopdeHin)eTaHoH

[o po3unHy 1-(4-6pom-3-cpTopdheHin)etaHoHy (2,8 r) (oaepxaHoro 3 4-6pom-3-pTopOEeH30HITPUNY
TakmMm xe camum 4vHoM sk i Ha Cragaii B lMNpuknagy 30) B TeTparigpodypaHni (150 mn) gogasanu
Tpubpomig cdeHinTpumeTunamorito (4,35 r) npu 0°C. PeakuinHy cymiw nepemiliyBanu npu KiMHaTHI
TemnepaTypi NPOTArom 2 AHIB i PO3YMHHUK yNaproBanu nNpy MNOHWXXEHOMY TUCKY. 3arnuwioK oyuLlanm
KOMOHKOBOIK XpomaTorpadieto Ha curnikareni (rekcaH/eTunauerar), OAepXKyloun BKazaHy B 3arofioBKy
crnonyky (3,58 r).

'H AMP (300 Mru, CDCl3) & 4,33-4,42 (2H, M), 7,59-7,77 (3H, m).

B) N-(1-(3-dbTop-4-(1H-nipason-1-in)deHin)-2-MeTokCUeTnn)- 7-MeTnn-2-okco-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamin

BkasaHy B 3aronoBky crnonyky ofepxysanu 3 2-6pom-1-(4-6pom-3-cpTopeHin)eTaHoHy Takum xe
camuM 4mHom sk Ha Cragisx A-D lMpuknagy 134, Cragii D lMNpuknagy 2, Cragii B Mpuknagy 15 i
Cragii G MNpuknagy 7.

MC (IAT+): [M+H]"425,2.

Mpuknag 144

N-(2-meTtokcu-1-(5-(1H-nipa3on-1-in)nipugunH-2-in)eTnn)-7-meTun-2-okco-2,3-gurigponipnao[2, 3-
blnipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy Cronyky ofgepxyBanu 3 5-6poMnikoniHOBOT KMCNOTU TakUM e CaMUM YMHOM
ak i Ha Cragii A Mpuknagy 31, Cragii D-F Mpuknagy 66, Ctaaii A-D [Mpuknagy 134, Cragii D
Mpuknagy 2, Ctagii B MNpuknaay 15 i Ctagii G MNpuknaay 7.

MC (IAT+): [M+H]"408,2.

Mpuknag 145

N-((1R)-2-rinpokcu-2-metnn-1-(4-(TpudTopmeToKeH)deHin)nponin)-2-okco-2,3-gurigponipmuaol2,3-
b]nipa3nH-4(1H)-kapbokcamig,

PauemiyHuin N-(2-rigpokcu-2-meTun-1-(4-(TpudpTopMmeToKCH)dpeHin)nponin)-2-okco-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamig (30,1 mr) posginanu 3a gonomoroto BEPX (konoHka:
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CHIRALPAK IC, 50 mmBdx500 mm[, surotoBnsietecss Daicel Chemical Industries, Ltd., Pyxoma
asa: rekcan/etaHon = 800/200), ogepxyoun BKazaHy B 3arofoBKy CMOMyKy, WO Mae KOPOTLIMI Yac
yTpumanHs (10,0 mr).

MC (IAT+): [M+H]"425,2.

Mpuknag 146

N-((1S)-2-rigpokcu-2-meTtun-1-(4-(tpudtopmeToken)deHin)nponin)-2-okco-2,3-aurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

PauemiyHuin N-(2-rigpokcu-2-meTun-1-(4-(TpudpTopMmeToKCH)dpeHin)nponin)-2-okco-2,3-
avrigponipnao[2,3-b]nipa3un-4(1H)-kapbokcamig (30,1 mr) posginanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK IC, 50 mmBdx500 mm[, surotoBnsietecs Daicel Chemical Industries, Ltd., Pyxoma
asa: rekcaH/etaHon = 800/200), ogepxyoun BKaszaHy B 3arosfioBKy CMOMyKy, IO Mae AOBLUMA Yac
yTpumaHHs (9,4 wr).

MC (IAT+): [M+H]"425,2.

Mpuknag 147

7-meTtun-2-okco-N-(1-(4-(1H-nipon-1-in)deHin)nponin)-2,3-avrigponipnao[2,3-b]nipasmH-4(1H)-
kapbokcamig,

A) 1-(4-(1H-nipon-1-in)deHin)nponaH-1-oH

Ho cymiwi 1H-nipony (1,38 r), 1-(4-6pomdeHin)nponaH-1-oHy (3,66 r), TpaHc-N, N'-6icmeTtnn-1,2-
uuknorekcaHy (489 wmr) i Tpukani pocdary (7,66 r) B Tonyoni (20 mn) gogasanu noana migi (1) (164
Mr). PeakuiiHy cymill HarpiBanu i3 3BOPOTHIM XONOAWUMBbHUKOM MpOTSArom 16 r B aTMocdpepi aproHy i
[0 Hel gogasanv Bofy i eTunauetat. Hepos3unHHy peyvoBuHY BiadinbTpOBYBanu, OpraHiyHui wap i
BOAHUI Wap dinbTpaT po3Ainsany i BOGHUI Wap ekcTparysanu eTunaueratoMm. Ekctpakr cywmnu Hag
6e3BogHUM CynbdaToOM HaTPIO i PO3YMHHMK ynapioBanu npu NOHWKEHOMY TUCKY. 3anuwoK o4yuanm
KOMOHKOBOK XpomaTorpadieto Ha cunikareni (rekcan/eTnnaueTar), OAepXKyH4M BKasaHy B 3arorioBky
cnonyky (2,32 r).

'H AMP (300 My, IMCO-dg) 8 1,10 (3H, T, J=7,3 'u), 3,06 (2H, k, J=7,2 '), 6,28-6,37 (2H, m),
7,46-7,57 (2H, m), 7,68-7,80 (2H, m), 7,96-8,10 (2H, m).

B) 7-meTtun-2-okco-N-(1-(4-(1H-nipon-1-in)deHin)nponin)-2,3-gurigponipnao[2,3-bjnipasnH-4(1H)-
kapbokcamig,

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 1-(4-(1H-nipon-1-in)deHin)nponaH-1-oHy Takum xe
camum YnHoM sk i Ha Ctagii C Mpuknagy 1, Ctagii B MNpuknagy 54 i Ctagii G MNpuknaay 7.

MC (IAT+): [M+H]"390,2.

Mpuknapg 148

7-meTun-2-okco-N-(1-(4-(niponigumH-1-in)derin)nponin)-2,3-gurigponipnao[2,3-b]nipasunH-4(1H)-
kapbokcamig,

BkasaHy B 3aronosky cnonyky ogepxysanu 3 1-(4-(1H-nipon-1-in)deHin)nponaH-1-oHy Takum xe
camum YmHOM sik i Ha Ctagii C Mpuknagy 1, Cragii B Mpuknaay 54 i Ctagii G MNMpuknagy 7.

MC (IAT+): [M+H]"394,3.

Mpuknag 149

7-(2-rigpokcunpona-2-in)-N-(2-meTokcu-1-(4-(TpudTopMeToKCH)deHin)etun)-2-okco-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

A) MeTun 4-((2-meToKCK-1-(4-TprudTOopMETOKCHK )dDeHin)eTun)kapbamoin)-2-okco-1-((2-
(TpumeTuncunin)etoken)metun)-1,2,3,4-tetparigponipngo([2,3-b]nipasuH-7-kapbokcunar
Cymiw 7-6pom-N-(2-meTokcu-1-(4-(TpudpTopmeTokeun)deHin)etunn)-2-okco-1-((2-

(TpumeTuncunin)eTokcm)meTun)-2,3-gurigponipngo[2,3-bjnipasvH-4(1H)-kapbokcamigy (537 wr) i
komnnekcy 1,1-6ic(amdeHindocdiHo)dbepoueHanxnopnanagito (1) i guxnopmetany (70,8 wr),
Tpuetunamidy (0,242 mn) i metanony (1,5 mn) B N, N-gumetundopmamigi (15 mn) nepemiwysanu npu
80°C npoTdarom 3 r B aTMoccepi MoHookcuay Byrneuto (5 atm). PeakuinHy cymill oxonogysanu i
PO34YMHHUK yrnapoBany npu NOHMXEHOMY TUCKY. 3anuLLIOK OYMLLanM KOSTOHKOBOK Xpomartorpadieto Ha
cvnikareni (rekcaH/eTunaueTar), 04epXKyrun Bka3aHy B 3arofioBky crnonyky (403 mr).

MC (IAT+): [M+H]"599,3.

C) wmetun  4-((2-meTtokcu-1-(4-TpudTopmeTokcH)dpeHin)etun)  kapbamoin)-2-okco-1,2,3,4-
TeTparigponipmao[2,3-b]nipasnH-7-kapbokcunat

BkasaHy B 3aronoBky crnonyky oaepxyBanu 3 MeTun 4-((2-meToKCK-1-(4-
TpUdTOPMETOKCH)DEHIN)eTnn) kapbamoin)-2-okco-1-((2-(TpumeTuncunin)etokcu)metun)-1,2,3,4-
TeTparigponipmao[2,3-b]nipasuH-7-kapbokcunarty Takum e caMmmMm YMHOM siK | Ha CTtagiji | MNpuknagy
63.

MC (IAT+): [M+H]"469,1.

D) 7-(2-rippokcunponan-2-in)-N-(2-meTokcu-1-(4-(TpudTopmeToKeH)dpeHin)eTumn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia
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o posunHy meTtunn 4-((2-metokeu-1-(4-tpuctopmeToken)denin)etnn) kapbamoin)-2-okco-1,2,3,4-
TeTparigponipmao[2,3-b]nipasuH-7-kapbokcunaty (40 mr) B TeTparigpodypaHi (0,85 mn) gopasanu 1
M po3uunH meTunmarninbpomig/retparigpodypaHr (0,43 mn) npu 0°C. PeakuiiHy cymill nepemiliysanu
npu 0°C 2 r B aTMOcdbepi aproHy, gogaesann 1 M po3unH meTunmarHinbpomig/tretparigpodypat (0,85
mn). Peakuinny cymiw nepemiwysanu npy 0°C npotarom 30 xB, go Hei npyu 0°C gogaBanu HacUYeHUA
BOOHWUA PO34YMH XIOpUAY aMOHIl0 i Cymill ekcTparyBanum eTunaueTtaTtom. EkcTpakT npomuBanu
HacM4YeHMM PO3COSIOM, Ccylunu Hag 6e3BoaHMM cynbgaToM MarHilo i PO3YMHHUK ynaproBanu npwm
MOHWKEHOMY  TWUCKY. 3anuwoK ouuwanu KOMOHKOBOK  XpomaTtorpadpiero Ha  cunikareni
(rekcaH/eTunaueTar), O4epPXKYUN BKa3aHy B 3arofioBKy cnosnyky (27 wmr).

MC (IAT+): [M+H]"469,2.

Mpuknag 150

7-(a3eTnamH-1-in)-N-(2-metokeun-1-(4-(TpudpTtopmeTokemn)peHin)etun)-2-okco-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

A) 7-(a3eTnamH-1-in)-N-(2-meTtokecu-1-(4-(TpudpTtopmeTokeu)peHin)etun)-2-okco-1-((2-
(TpumeTuncunin)eTokcn)meTnn)-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-kapbokcamig
o CyMiLLi 7-6pom-N-(2-meTokeu-1-(4-(TpudpTopmeTokeun)deHin)etunn)-2-okco-1-((2-

(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-bjnipasvH-4(1H)-kapbokcamigy (300  wr),
asetmamnHy (32,6 mkn) i kapboHaty uesito (249 wmr) B Tonyoni (4,84 mn) gogasamu (9,9-gumeTtun-9H-
kcaHTeH-4,5-giin)bic(andeHindocdin) (28,0 mr) i Tpic(anbeHaunigeHaueToH)gmnanagin (0) (29,6 wmr),
peakuinHy cymiw nepemiwysanu npotarom Hodi npu 110°C B atmocdepi asoTy. PeakuinHy cymiw
po3BoAWNM eTunaueTaToM i CyMmill NpoOMMBany Hacn4yeHM po3coniom. OpraHiyHui Wwap cylnnm Hag
0e3BogHUM cynbdaTtoM HaTPIl0 i PO3YMHHKK yNaproBanu npu NOHMKEHOMY TUCKY. 3anuLoK o4YuLLanm
KONMOHKOBOIK XpomaTorpadieto Ha curikareni (rekcan/eTunauerar), O4epXylouM BkazaHy B 3arofioBKy
cnonyky (19,3 wr).

MC (IAT+): [M+H]'596,3.

B) 7-(azetnguH-1-in)-N-(2-meTtokcu-1-(4-(TpucbTopmeTokeu)deHin)eTnn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkaszaHy B 3aronoBky crnonyky ogepxyBanu 3  7-(a3etuguH-1-in)-N-(2-metokcu-1-(4-
(TpudpTopmeToKeu)dheHin)etunn)-2-okco-1-((2-(tpumeTuncunin)etokcun)meTnn)-2,3-gurigponipnao[2,3-
blnipasuH-4(1H)-kapbokcamigy Takum xe camum YnHOM Sk | Ha Ctagii | Mpuknaay 63.

MC (IAT+): [M+H]"466,2.

Mpuknag 151

N-(1-(imiga3o[1,2-alnipngunH-7-in)nponin)-7-meTun-2-okco-2,3-aurigponipnao[2,3-b]nipasunH-4(1H)-
kapbokcamig,

BkasaHy B 3aronoBky crnonyky ofepxysanu 3 imigaso[1,2-alnipuanH-7-kapboHOBOI KUCITOTU Takum
Xe camuMm YmHoM sk | Ha Ctagii A Mpuknagy 31, Cragaii B Mpuknaagy 30, Ctagii D MNpuknaay 2, Ctagii
B Mpuknagy 132 i Ctagii G MNMpuknagy 7.

MC (IAT+): [M+H]"365,2.

Mpuknag 152

7-meTun-2-okco-N-(1-(4-(TpudptopmeTokeu)beHin)umknonponin)-2,3-gurigponipngo[2,3-b]nipasvH-
4(1H)-kapbokcamig

A) 1-(4-(TpndbTopmeToKCH)deHin)yuknonponaHamiH

o cymiuwi 4-(TpudpTopmeTokcn)beHsoHiTpuny (2,02 r) i TeTpaizonponokeugy tutany (IV) (3,48 mn)
B pgietunoBomy etepi (50 mn) noinbHO npotsrom 50 xB npu -78°C pgopmaarmm 3 M po3uuH
eTunmarHinbpomig/TetparigpodpypaH (7,91 mn). PeakuiHy cymilwl nepemiwyBanu npu KiMHaTHIN
TemnepaTypi npotarom 1 r, gogasanu komnnekc TpudTopua Gopy:gietunosuii etep (3,01 mn).
PeakuinHy cymill nepemiwyBanu npu KiMHaTHIM TemnepaTypi npotsarom 16 r, gogasann 1 M
XIOpBOAHEBY KUCNOTY i dieTunosui etep. lNoTim, fogasany 2 M BOAHMI PO3YUH TAPOKCUAY HATPILO i
CyMilLl ekcTparyBanu gietunosum eTepoM. EkcTpakT cywunu Hag 6e3BogHMM cynbgatom HaTpito i
PO34YMHHUK yraptoBanu Npu NOHWXEHOMY TUCKY, OAEPXKYHOYM BKa3aHy B 3aronosky cnonyky (1,51 r).

MC (IAT+): [M+H]"218,1.

B) 7-meTtun-2-okco-N-(1-(4-(TpucpTopmeTokeun)deHin)umknonponin)-2,3-gurigponipnao[2,3-
blnipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 1-(4-(TpudpTopmeToKkcu)deHin)umknonponaHamiHy
TakuM ke caMmm YmHoM sk i Ha Ctagii G MNMpuknagy 7.

MC (IAT+): [M+H]"407,1.

Mpuknag 153

7-pTop-N-(2-meToKCH-1-(4-(TpUdTOpMETOKCH)(heHin)eTun)-2-okco-2,3-gurigponipmuao[2,3-
b]nipasnH-4(1H)-kapbokcamig

A) meTtun N-(5-cpTop-3-HiTponipuanH-2-in)raniunHat
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[o posuuHy rigpoxnopugy metunrniumHaty (1,39 r) i 2-xnop-5-cpTop-3-HitponipuanHy (2,00 r) B
etaHoni (35,9 mn) gopasanu Tpuetunamid (3,79 mn). PeakuinHy cymilw nepemiwyBanm NpoTArom Houi
npyn 80°C i pO3YMHHUK ynaproBanu npu NOHWXEHOMY TUCKY. 3anulioK po3BOAMMAM eTunaueTaToMm i
CyMiLL NOCMigOBHO NPOMMBAaNM BOAOK i HACUYEHMM PO3COSOM, CyLLUNK Hag 6e3BoaHMM cynbdaTom
HaTpil0 | PO3YMHHMK YynapioBanM Mpyu MOHWKEHOMY TUCKY. 3anulioK OYuMLianyM KOJTIOHKOBOM
xpomaTtorpadieto Ha cunikareni (rekcaH/eTunaueTaT), OAepPXKyo4YM BKasaHy B 3arofioBky crnonyky (93,0
Mr).

MC (IAT+): [M+H]"230,1.

B) 7-cptop-3,4-gurigponipnao[2,3-b]nipasnH-2(1H)-oH

[o po3unHy meTtun N-(5-dpTop-3-HiTponipnanH-2-in)rniumHaTty (90,0 mr) B TeTparigpodypaHi (6,66
mn) pgogasaru 5 % nnatuHa-syrinng (10,0 wmr). PeakuiHy cymiw nepemiwyBanu npu KiMHaTHIN
TemnepaTypi 2 r B aTMocepi BOAHIO, KaTanidaTop BiadinbTpoByBanu i binbTpaT KOHLUEHTPYBanu npu
MOHMKEHOMY TUCKY. 3anuliok po3dmHsinm B eTaHoni (5,00 mn) i cymiw nepemiwyBanu npu 87°C
npotaromM 1 r. [lo peakuiiHoi cymiwi gogasanv 2 M po3uuH xnopua sogHwo/mMeTtaHon (1,00 mn), cymilu
nepemilwyBanm NpoTarom Houi npu 87°C i pO3YMHHUK yrnapioBanu nNpu NMOHWKEHOMY TUCKY. 3anuLiok
pos3soauny eTunaueTaToM i CyMmill HeWTpanidyBanu Hacu4eHWM BOAHMM PO3YMHOM rigpokapboHaTy
HaTpilo | ekcTparyBanu eTtunaueTatom. EKCTpakT npoMuBanu HacMYeHWM PO3COSIOM i PO3YMHHUK
ynaptoBanu npu NOHMWXeHOMY TUCKY, OAEPXKYHO4M BKa3aHy B 3aronioBky cnonyky (39,1 mr).

MC (IAT+): [M+H]"168,1.

C) 7-pTOop-N-(2-MeToKcu-1-(4-(TpudpTopmeToKeu )deHin)eTunn)-2-okco-2,3-gurigponipmnao[2, 3-
b]nipa3nH-4(1H)-kapbokcamig

Ho cymiwi 7-dTop-3,4-gurigponipugo[2,3-b]nipa3unH-2(1H)-oHy (39,1 wmr) i TpmeTtunaminy (99,0
MKM) B 3MillaHOMYy PO34MHHUKY TeTparigpodypaH (2,00 mn) i N, N-aunmetunauetamig (2,00 mn)
popasanu posunH bic(TpuxnopmeTtun)kapboHaty (69,4 wmr) B TeTparigpodypani (1,00 mn) npu 0°C.
PeakuinHy cymiw nepewmiwysanu npu 0°C 2 r i go Hei npm 0°C gogaBanu cymiw Tpuetunaminy (165
MKN) i 2-meTokcu-1-(4-(TpudpTopMeTokeu)dbeHin)eTaHamiHy rigpoxnopuay (318 wmr) B 3MmiliaHoMy
po3unHHUKY TeTtparigpocdypaH (1,00 mn) i N, N-gumetnnauetamig (2,00 mn). PeakuiiHy cymiw
nepemiwyBanyM nNpPOTArOM HOYi MpM KiMHATHIW TemnepaTypi, A0 Hei Jogasanu Bogy i Cymiw
eKkcTparyBanu etunauetatom. EkcTpakT nocnigoBHO MpommBanu BOAOK i HACUYEHWM PO3COMOM,
cywunu Hag 6e3BogHMM CyrnbdaToM HaTPilo i PO3YMHHUK ynaproBanu NpW MOHMKEHOMY TUCKY.
3anuwokK  ouMwanM  KOMOHKOBOK  Xpomartorpadpield  Ha  cunikareni  (rekcan/eTunauetar),
KpucTanisyBanwu 3 rekcaH/etunauerar, O4epXyloun BKkasdaHy B 3aronosky cnonyky (10,1 mr).

MC (IAT+): [M+H]"429,1.

Mpuknag 154

N-(2-meTokcu-1-(4-(1H-nipon-1-in)deHin)etun)-7-meTun-2-okco-2,3-aurigponipnao[2,3-blnipasnH-
4(1H)-kapbokcamia

A) 2-6pom-1-(4-rioadeHin)eTaHoH

BkasaHy B 3aronoBky crnonyky ogepxyeanu 3 1-(4-ioadeHin)eTaHoHy Takum e CaMuM YNHOM SK i
Ha Cragii F MNpuknaay 66.

'H AMP (300 My, AMCO-ds) 8 4,91 (2H, c), 7,72-7,80 (2H, m), 7,91-8,00 (2H, m).

B) 1-(4-noadeHin)-2-meToKCHETaHOH

BkasaHy B 3aronoBKy Cnonyky ogepxysanu 3 2-6pom-1-(4-nogdeHin)eTaHoHy TakMM e CaMuMm
ynHOM $K i Ha Ctagiji D MNpwuknagy 63.

'H AMP (300 My, AMCO-ds) d 3,35 (3H, c), 4,75 (2H, c), 7,63-7,73 (2H, m), 7,88-8,00 (2H, m).

C) 1-(4-(1H-nipon-1-in)deHin)-2-mMmeTOKCUETaHOH

BkasaHy B 3aronoBky cnonyky ogepxysanu 3 1H-nipony i 1-(4-hoadeHin)-2-mMmeToKCUMeTaHOHY
TakuM xe caMmmm 4YMHOM sk | Ha Ctagii A Mpuknagy 147.

'H AMP (300 My, AMCO-ds) & 3,37 (3H, c), 4,79 (2H, c), 6,29-6,41 (2H, m), 7,50-7,58 (2H, m),
7,71-7,82 (2H, m), 7,95-8,05 (2H, m).

D) N-(2-meTokcu-1-(4-(1H-nipon-1-in)deHin)eTun)-7-meTun-2-okco-2,3-gurigponipuaol2,3-
blnipasuH-4(1H)-kapbokcamig

BkasaHy B 3aromoBky cnonyky ogepxyBamu 3 1-(4-(1H-nipon-1-in)deHin)-2-mMeToKCeTaHoHyY
Taknm xe camum YmHoMm Sk i Ha Ctagii C MNpuknagy 1, Ctagii B MNpuknagy 54 i Ctagii G Mpuknagy 7.

MC (IAT+): [M+H]"406,2.

Mpuknag 155

7-xnop-N-(2-meTokcu-1-(4-(TpudpTtopmeTokcn)heHin)eTun)-2-okco-2,3-aurigponipnao[2,3-
b]nipasnH-4(1H)-kapbokcamig

A) metun N-(5-xnop-3-HiTponipnanH-2-in)raiuuHaT

o posuuHy metun N-(5-6pom-3-HiTponipnanH-2-in)rniuuHaty (400 mr) B 1-MeTuUNNiponignH-2-oHi
(13,8 mn) gogasanu xnopug migi (1) (410 wmr). Peakuinny cymiw nepemiwysanu rnpu 150°C npotsarom
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2,5 r npuv MIiKpOXBUIbOBOMY OMPOMIHEHHI i A0 Hel gogasanu Body. HeposumHHy peyoBUHY
BiaodinbTpoBYBanM i inbTpaT ekcTparyBanu eTtunauetatoM. EkcTpakT nocnigoBHO npomuBanu
BOAOH0 | HACUYEHVM PO3COMOM, CYLUMMM Hag 6e3BOAHMM CynbdaToM HaTPIlo i PO3YMHHMK ynaproBanu
Npyv MOHWXEHOMY TUCKY. 3anuoK ouYMwanu KOFIOHKOBOK Xxpomartorpadieto Ha cunikareni
(rekcaH/eTunaueTar), KpucTanisyBanu 3 Aii3onponinoBun eTep, OJEpPXYylun BKasaHy B 3arorioBKY
cnonyky (181 mr).

MC (IAT+): [M+H]"246,0.

B) 7-xnop-3,4-gurigponipuaol2,3-b]nipasnH-2(1H)-oH

[o po3unHy metun N-(5-xnop-3-HiTponipuavH-2-in)rniguHaty (181 wmr) B TeTparigpodypani (12,5
mn) pgogasarmu 5 % nnatuHa-syrinng (20,0 wmr). PeakuinHy cymiw nepemiwysanu npu KiMHaTHIN
TemnepaTypi 2 r B aTMocepi BOAHIO, KaTanidaTop BiadinbTpoByBanu i binbTpaT KOHUEHTPpYBanu npu
NMOHWXXEHOMY TUCKY. 3anuwiok po3dmHanu B etaHoni (10,0 mn) i po3umH nepemilyBanm npoTArom Houi
npu 87°C. [o peakuinHoi cymiwi gogasanu 2 M po3umH xnopwug BogHwo/metaHon (1,00 mn) i cymiw
nepemiwysanu npu 87°C npotarom 10 XB, PO34YMHHMK yrapioBanu npu NOHMKEHOMY TUCKY. 3anuLiok
po3Boauny eTunauetaTom, CyMill HenTpanisyBanu HacvdeHMM BOOHWM PO3YMHOM rigpokapboHaty
HaTpilo i ekcTparyBanu etuvnaueTatoM. EkCTpakT mpomMuBany HacuMyYeHMM pPO3COSIOM, CyLIUNW Hapg
6e3B0oAHNM CyrnbaToM HaTPIlO | PO3YMHHUK yNapioBanu nNpu NOHWKEHOMY TUCKY, OOEPXYUN BKasaHy
B 3aronoBky cnonyky (132 mr).

MC (IAT+): [M+H]"184,0.

C) 7-xnop-N-(2-meTokcu-1-(4-(TpudpTopmeToKkeu )deHin)etunn)-2-okco-2,3-gurigponipmao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CMoOnyky ogepxyBanu 3 7-xnop-3,4-gurigponipmnao[2,3-b]nipasunH-2(1H)-oHy
TakuM ke caMmm YmHoM sik i Ha CTagii C MNpuknagy 153.

MC (IAT+): [M+H]"445,1.

Mpuknag 156

N-(2-meTokcu-1-(4-(niponianH-1-in)deHnin)etun)-7-metun-2-okco-2,3-gurigponipngo[2,3-
b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky cnonyky ogepxysamu 3 1-(4-(1H-nipon-1-in)deHin)-2-meToKCneTaHoHy
Takum xxe camnm vmHoM sk i Ha Ctagii C MNpuknagy 1, Ctagaii E Mpuknaagy 2 i Ctagii G Mpuknagy 7.

MC (IAT+): [M+H]"410,3.

Mpuknag 157

N-(2-meTokcu-1-(4-(1H-nipon-1-in)deHin)etun)-2-okco-2,3-gurigponipnaol2,3-b]nipasuH-4(1H)-
kapbokcamig,

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 1-(4-(1H-nipon-1-in)deHin)-2-mMmeToKCMeTaHOHY
Takum xxe cammm YmHoM sk i Ha Ctagii C MNpuknagy 1, Cragii E Mpwuknaagy 2 i Cragii G Mpuknagy 7.

MC (IAT+): [M+H]"392,2.

Mpuknag 158

N-(2-meTokcu-1-(4-(niponignH-1-in)deHnin)etun)-2-okco-2,3-aurigponipnaol2,3-b]nipasmnH-4(1H)-
kapbokcamig,

BkasaHy B 3aronmoBky cnonyky ogepxysanu 3 1-(4-(1H-nipon-1-in)deHin)-2-mMmeToKCneTaHoHy
Takum xxe camnm YmHoM sk i Ha Ctagaii C MNpuknagy 1, Ctagaii B MNMpuknagy 54 i Ctaaii G MNMpuknagy 7.

MC (IAT+): [M+H]"396,2.

Mpuknag 159

N-(1-(2,2-gudpTtop-1,3-6eH3ogiokcon-5-in)nponin)-2-okco-2,3-gurigponipnao[2,3-blnipasunH-4(1H)-
kapbokcamig

A) 1-(2,2-gndptopbenHso[d][1,3]aiokcon-5-in)nponaH-1-on

[o posunHy 2,2-ancdtopbenso[d][1,3]aiokcon-5-kapbanbgeriay (2,35 r) B TeTparigpodypaHi (50
Mr) noBinbHO AodaBann 3 M po3unH eTunmarHinbpomig/retparigpodpypaH (6,30 mn) npu 0°C.
PeakuinHy cymiw nepemillyBany npu KiMHaTHIA TemnepaTypi npoTsaroMm 16 r, gogasanu HacudeHuin
PO34MH XMOpUAY amoHilo i CyMmill ekcTparyBanu eTunaueTtatoM. Ekctpakt cywunu Hag 6e3sogHuM
cynbhaTtoM HaTpild | PO3YMHHMK yMapitoBanu Mpu  MOHWXKEHOMY TUCKY. 3anuvoK ouuLanm
Xpomarorpadieto Ha cunikareni (rekcaH/eTunaueTaT), O4EPXKYUM BKa3aHy B 3arofioBKy cronyky (2,36

r).

'H AMP (300 Mru, IMCO-dg) 5 0,81 (3H, T, J=7,3 '), 1,51-1,67 (2H, m), 4,42-4,53 (1H, m), 5,27
(1H, o, J=4,5Tw), 7,10-7,18 (1H, m), 7,27-7,36 (2H, m).

B) 1-(2,2-gudptopbenso[d][1,3]aiokcon-5-in)nponaH-1-oH

Jo posunHy 1-(2,2-gudptopberso[d][1,3]aiokcon-5-in)nponax-1-ony (2,36 r) B Tonyoni (50 mn)
Aopasanuv giokeva MapraHuto (2,36 r). PeakuiiHy cymill nepemiliysanu npu KiMHaTHi Temneparypi
npoTarom 3 [HIB, HEpPO3YMHHY peyvoBMHY BiadINbTpoBYBaNU i inbTpaT KOHUEHTpyBanu npu
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MOHMKEHOMY TUCKY. 3anuiok ouuiany Xxpomatorpadied Ha cunikareni (rekcad/etvnauerar),
ofepXytoumn BkasaHy B 3aronosky cnonyky (0,492 r).

'H AMP (300 My, AMCO-dg) & 1,08 (3H, T, J=7,2 Tw), 3,05 (2H, «, J=7,1 I'u), 7,55 (1H, A, J=8,3
Mu), 7,91 (1H, og, J=8,5, 1,7 l'u), 7,96 (1H, g, J=1,7 T'u).

C) N-(1-(2,2-gndpTop-1,3-6eH30aiokcon-5-in)nponin)-2-okco-2,3-gurigponipnao[2,3-b]nipasunH-
4(1H)-kapbokcamia

BkasaHy B 3aronoBky crnonyky ogepxyeanu 3 1-(2,2-gudtopberso[d][1,3]aiokcon-5-in)nponaH-1-
OHY TakuM e camuM YMHoM siK i Ha Ctagii C Mpuknaay 1, Cragii E MNpuknagy 2 i Ctagii G MNMpuknagy
7.

MC (IAT+): [M+H]"391,1.

Mpuknag 160

7-meTnn-2-okco-N-(2-(1H-nipason-1-in)-1-(4-(TpucdTopmeTokcu)dpeHin)etun)-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

A) 2-(1H-nipason-1-in)-1-(4-(TpudTopMeToKCH)peHin)eTaHoH

Cywmiw 1H-nipasony (0,722 r), 60 % rigpuay HaTtpito (459 wr) i N, N-gumetundopmamigy (50 mn)
nepemiwysanu npu 0°C npotarom 10 xB, gogaBanu 2-6pom-1-(4-(TpudTopmMeTOKCH)EHIN)eTaHOH
(2,5 r) i cymiw nepemiwysanu npu 0°C npotarom 20 xB B aTmMocdepi a3oTy. [Jo peakuiiHoi cyMilui
AofaBany HaCWMYEHU BOLOHWUA PO3YMH XMOpPUZY aMOHI0 | CyMmill eKkcTparyBanu eTunaleTaTtoMm.
EkcTpakt npomuBanu HacMYeHMM pO3CONIOM, Cywunu Hag 6e3BoAHMM  CynbgaToM MarHito i
PO34YMHHUK yraploBarnu npy NOHMXEHOMY TUCKY. 3anuLLOK o4MLLany KONTOHKOBOK XpoMaTorpadieto Ha
cunikareni (rekcax/eTnnaveTar), OAepXKyHo4M BKa3aHy B 3arofioBky cronyky (598 wmr).

MC (IAT+): [M+H]"271,1.

B) 7-meTun-2-okco-N-(2-(1H-nipason-1-in)-1-(4-(TpucpTopmeTokcun)dpeHin)etun)-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig
BkasaHy B 3aronosKy Cronyky oAepxysanu 3 2-(1H-nipason-1-in)-1-(4-

(TpudpTopmeToKCUH)heHIN)eTaHOHY TaknM xe camuM YmHoM sK | Ha Cragii D Mpuknagy 2, Cragaii B
Mpuknagy 15 i Cragii G MNpwuknagy 7.

MC (IAT+): [M+H]"461,2.

Mpuknag 161

ONTUYHO aKTUBHUI 7-meTun-2-okco-N-(1-(4-(1H-nipon-1-in)denin)nponin)-2,3-gurigponipnaol2,3-
b]nipa3nH-4(1H)-kapbokcamig

PauemidHnin 7-meTun-2-okco-N-(1-(4-(1H-nipon-1-in)deHin)nponin)-2,3-gurigponipnao[2,3-
blnipasuH-4(1H)-kapbokcamia (244 wr) po3ginsanu 3a gonomoroto BEPX (konoHka: CHIRALPAK IC,
4,6 mmBOx250 mm[, surotoBnseTbca Daicel Chemical Industries, Ltd., Pyxoma ¢hasa: etaHon),
OepXKytoun BKazaHy B 3arofioBKy CMOMyKy, O Mae KOpPOoTLIWIA Yac yTpuMaHHs (93,7 wmr).

MC (IAT+): [M+H]"390,2.

Mpuknag 162

7-meTtun-2-okco-N-(1-(5-(1H-nipason-1-in)-2-tienin)nponin)-2,3-gurigponipngo[2,3-b]nipa3uH-
4(1H)-kapbokcamig

BkasaHy B 3aronoBky cronyky ogepxyBanu 3 5-6GpomTioeH-2-kapboHOBOI KUCIOTU TakuUM Xe
camum YnHoMm sk i Ha Ctagii A MNpuknagy 31, Ctagii C Mpuknagy 134, Cragaii B Mpuknagy 30, Ctagii
D Mpuknaay 2, Cragaii B Mpuknagy 15 i Ctagii G lMNMpuknagy 7.

MC (IAT+): [M+H]"397,0.

Mpuknag 163

ONTUYHO aKTUBHUW 7-meTun-2-okco-N-(1-(4-(1H-nipon-1-in)deHin)nponin)-2,3-gurigponipnao[2,3-
blnipasuH-4(1H)-kapbokcamig

PauemivHun 7-meTun-2-okco-N-(1-(4-(1H-nipon-1-inm)deHin)nponin)-2,3-gurigponipngo|[2, 3-
blnipasuH-4(1H)-kapbokcamig (244 wr) posginanu 3a gonomoroto BEPX (konoHnka: CHIRALPAK IC,
4,6 mmBOx250 mm[, BurotoBnsietbcs Daicel Chemical Industries, Ltd., Pyxoma ¢a3sa: etaHon),
OLEPXKYIUM BKa3aHy B 3arosfioBKy CMoJyKy, WO Mae AOBLINIA Yac yTpumaHHs (93,0 mr).

MC (IAT+): [M+H]"390,2.

Mpuknag 164

7-meTun-2-okco-N-(2-(1H-1,2,4-tpuason-1-in)-1-(4-(TpudTopMeETOKCH)DeHIN)eTnn)-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3arofioBky crnonyky ogepxysanu 3 2-6pom-1-(4-(TpudpTopmeTokcu)deHin)eTtaHoHy
Takum xe cammm 4vHOM siK | Ha Ctagii A lMpuknagy 160, Ctagii D Mpuknagy 2, Ctagii B MNpuknagy
132 i Cragii G Npuknagy 7.

MC (IAT+): [M+H]"462,2.

Mpuknag 165
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7-meTnn-2-okco-N-(1-(nipasono[1,5-alnipugun-5-in)nponin)-2,3-aurigponipnao([2,3-b]nipasuH-
4(1H)-kapbokcamig

A) pietnn nipasono[1,5-a]nipnanH-3,5-ankapbokcunaT

Ho cymiwi (amiHookew)(rigpoken)cynbdangiokenay (15,0 r) i Boam (60 mn) gogaBanyn Hacu4YeHUi
BOOHWUI pO34nH rigpokapboHaTy HaTpito npu 0°C po pH cymiws 9-10 i go Hei npu 0°C gopasanu
cymiw etunizoHikotuHaTty (10,0 r) i meTtaHony (250 mn). PeakuinHy cymill nepemillyBany nNpoTsrom
Houi npu 70°C, pogasanu N, N-gumeTtundopmamif i pO3YMHHMK ynaptoBanu npuv NOHMXEHOMY TUCKY.
[o 3anuwKy gogaBanu kapboHart kanito (27,4 1), N, N-aumetundgopmamia (250 mn) i etunnponioHat
(7,14 r) npu 0°C i peakuiHy cymill nepemiwyBanu nNpu KiMHaTHIN TemnepaTypi npotarom 3 r. o
peakuinHOl Cymili gogaBanu HacM4YeHU PO3Cin i Cymill ekcTparysBanu etunauertatom. Ekctpakr
NpoOMMBanyM HacUYEeHWM pPO3COJSIOM, CyLWMNM Hag ©6e3BOAHUM CynbaToM MarHilo i PO3YMHHUK
yrnapoBanu npv NOHWKEHOMY TUCKY. 3anuvLIOK OYMLLany KONTOHKOBOK XpoMaTorpadieto Ha cunikareni
(rekcaH/eTunaueTar), 04epXKylun Bka3aHy B 3arofioBky cnonyky (8,01 r).

MC (IAT+): [M+H]"263,1.

B) nipasono[1,5-alnipnanH-5-kapboHoBa kncnota

Cywmiw gietun nipasono[1,5-a]nipnann-3,5-ankapbokeunaty (6,7 r), koHuU. cipyaHoi kucnotu (50
mn) i Bogu (50 mn) nepemiwysanu npotarom Houi npu 100°C. PeakuiHy CyMill OXOMnomxyBanu o
KiMHaTHOi Temnepatypu i pH cymiwi gosogunu o npubnusHo 3 BukopuctoBytoun 8 M BOOHWIA PO3YMH
rigpokcmay HaTtpito. OgepxaHy TBepay PeyvoBuHY 36upanu inbTpyBaHHAM i NpoMuBany BOAOMO,
OLEPXKYKOUM BKa3aHy B 3aronoBky cnonyky (3,15 r).

MC (IAT-): [M-H]'161,1.

C) 7-metun-2-okco-N-(1-(nipasono[1,5-a]nipuguH-5-in)nponin)-2,3-aurigponipnao[2,3-b]nipasuH-
4(1H)-kapbokcamia

BkasaHy B 3aronoBky cnonyky ogepxyBanu 3 nipasono[1,5-a]nipuanH-5-kapboHoBOi KMcnotm
TakuM Xe camumM YMHoM siK i Ha Ctagii A MNpuknagy 31, Ctagji B MNMpuknaay 30, Ctagii D MNpuknaay 2,
Cragii B MNpuknaay 132 i Ctagii G MNMpuknaay 7.

MC (IAT+): [M+H]"365,2.

Mpuknapg 166

7-meTun-N-(2-(okcetaH-3-in)-1-(4-(Tpud TopmeToKcK )beHin)etun)-2-okco-2,3-gurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamig

A) 6pomig (2-okco-2-(4-(TpudTopmeToKCH)beHin)eTun)TpudeHindocdoHito

[o po3unHy TpudeHindgocdiHy (6,29 r) B gieTunosomy etepi (20 mn) NosinbHO AogaBany PoO3yuH
2-6pom-1-(4-(TpudpTopMeTOoKCH)beHin)eTaHoHy (6,68 r) B gieTunosomy etepi (10 mn) npu KiMHaTHIN
TeMmnepaTypi. PeakuinHy cymilw nepemilyBanu npu KiMHaTHIA TemnepaTtypi npotsaromM 1 1 i ogepxaHy
TBEPAY PEYOBUHY 30Mpanu ginbTpyBaHHAM, NPOMMBANN Li€TUIIOBMM €TEPOM, OLEPXKYIOUM BKa3aHy B
3aronoBky crnonyky (9,47 r).

MC (IAT+), sHangeHo: 465,3.

B) 2-(okceTaH-3-inigeH)-1-(4-(TpudTopMeTOKCH)heHin)eTaHoH

Cywmiw 6pomigy (2-okco-2-(4-(TpudTopMmeTokcu)eHin)etun)TpudeHindocdoHio (6,54 r) i Tpet-
oytokcuay kanito (1,35 r) B teTparigpodypaHdi (50 mn) nepemiwysanu npu 0°C npotarom 15 xB.
PeakuinHy cymiw nepemiwysanu npu KimHaTHin Temnepatypi npotarom 30 xB, AogaBanu okceTaH-3-
OH (721 wmr) i cymiw nepemiwysanu NpoTarom Hodi npu 70°C B atmocdepi aproHy. PeakuiiHy cymilu
OXONIOKYBanu i PO3YMHHUK ynaproBanu Npuv MNOHWKEHOMY TUCKY. 3anuvLiOK O4YMLLanM KOJTOHKOBOH)
Xpomartorpadieto Ha cunikareni (rekcaH/eTunaueTaT), OAEPXKYO4YM BKa3aHy B 3arofioBKy crnonyky (2,18

r).

'"H AMP (300 Mru, CDCly) & 5,39-5,48 (2H, m), 5,64-5,72 (2H, m), 6,77-6,85 (1H, m), 7,28-7,36
(2H, m), 7,93-8,02 (2H, m).

C) 2-(okceTaH-3-in)-1-(4-(TpudTOpMETOKCH)PEHIN)eTaHOH

[o po3uuHy 2-(okceTaH-3-inigeH)-1-(4-(tpudptopmeTtokcu)dpeHrin)etaHoHy (1,03 r) B etaHoni (35
mn) gopasanu 10 % nanagin-syrinnga (mictute 50 % sBoaun, 200 mr). PeakuiiHy cymilw nepemillysanu
npu KiMHaTHIX TemnepaTypi npotaroMm 1 T B atMocdepi BOAHI, HEPO3UMHHY PEYOBUHY
BiAMINbTPOBYBaNM i PO3YMHHUK ynapioBanu Npu NOHMWXKEHOMY TUCKY. [lo po3unHy 3anuwky (1,07 r) y
auetoHiTpuni (20,4 mn) gogasanu neproguHaH Oecca-MapTiHa (1,90 r) npu kKiMHaTHIn Temnepartypi.
PeakuinHy cymiw nepemiwysanu npu KiMHaTHIN TemnepaTypi NpoTArom 1 r i po34YMHHUK ynaproBanu
NMpUY MOHMXKXEHOMY TUCKY. 3anuuioKk ouMiany KOJTOHKOBOK Xpomartorpadoieto Ha cunikareni (NH,
rekcaH/eTvnaveTar), OAepPXKytoUuM BKasaHy B 3arofioBky crnonyky (900 mr).

MC (IAT+): [M+H]"261,1.

D) N-rigpokcu-2-(okceTaH-3-in)-1-(4-(TpudTopmeToken)peHin)eTaHimin

BkasaHy B 3arornoBKy CronyKky ofepxysanu 3 2-(okceTaH-3-in)-1-(4-
(TpudpTopmeTOKCU)hEHIN)ETAHOHY TakUM Xe camnm YnMHOM sk i Ha Ctagii C Mpuknaay 1.
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MC (IAT+): [M+H]"276,1.

E) 7-meTun-N-(2-(okcetaH-3-in)-1-(4-(TpudTOpMETOKCH )PEeHin)eTun)-2-okco-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

[o posunHy N-rigpokcu-2-(okceTtan-3-in)-1-(4-(tpudTopmeTokcn)deHrin)etariMmiHy (275 wr) B
etaHoni (5 mn) pogaeanu 5 % nanagin-syrinna (mictute 50 % Bogw, 120 Mr) npu KiMHaTHInA
TemnepaTypi. PeakuinHy cymiw nepemiyBanu npu KiMmHaTHi TemnepaTypi npoTtdarom 5 r B atmocdepi
BogHo i gopgaBanu 20 % rigpokeug nanagito-syrinna (30 mr). PeakuiiHy cymiw nepemiwyBanu
NPOTAroM HOYi NpW KiMHATHIA TemnepaTtypi B atmocdepi BoAH, KaTanisaTtop BiadinbTpoByBanu i
PO3YMHHUK  ynaptoBanu  Mpu  MOHWKEHOMY  TUCKY,  oJepxyloun  2-(okcetaH-3-in)-1-(4-
(TpudpTopmeTokeu)deHin)etaHamiH (260 wmr). [Jo posumHy opgepxaHoro 2-(okcetaH-3-in)-1-(4-
(TpuddTOpMmeETOKCH)heHin)eTaHamiH B N, N-gumeTtundopmamigy (5,06 mn) gogasanu 4-HitpodpeHin 7-
MeTun-2-okco-2,3-gurigponipuao[2,3-blnipasunH-4-kapbokcunat (166 mr) i Tpuetnnamin (141 mkn) npu
KiMHaTHIN TemnepaTypi. PeakuiiHy cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTypi 2 r, OO0 Hel
Aofasanv Bogy i Cymill ekcTparyBanu etunauetratom. EKCTpakT npoMuBanm HaCM4EHUM PO3COMOM,
cywunu Hag 6e3BogHMM CynbgaToM MarHilo i PO3YMHHUK ynaptoBanuv NPy MOHMKEHOMY TUCKY.
3anuoK oumwanM KONOHKOBOK Xxpomartorpadieto Ha cunikareni (rekcadH/etunauetart) i noTim
KONMOHKOBOK xpomartorpacdpieto Ha cunikareni (NH, rekcan/eTunaueTar), oOepXytuu BKas3aHy B
3aronoBKy crnonyky (92 wr).

MC (IAT+): [M+H]"451,2.

Mpuknag 167

7-(anpTopmeTun)-N-(2-meTokcun-1-(4-(TpudTopMeTOKCH )(PeHin)eTun)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

A) 6-rigpoKCK-5-HITPOHIKOTUHOBA K1CNoTa

o cymiwi 2-xnop-5-metun-3-HiTponipuanHy (25,0 r) B KOHU. cipyaHin kucnoTi (540 mn) nosinbHO
pogasanu guvrigpat guxpomarty Hatpito (64,8 r). PeakuinHy cymiw nepemiwyBanu npu KiMHaTHIA
TemnepaTypi npoTtarom 4 r, BUNMBanuM B noapibHeHWI nig i cymil ekcTparyBanu eTunaueTaToM.
EkcTpakt npomuBanu HacMYeHMM pO3CONIOM, CywunuM Hag 6e3BoAHMM  CynbgaToM MarHito i
PO3YMHHUK YynapioBanu Mpu MOHWXKEHOMY Tucky. OpgepxaHy TBepdy pPeYOBUHY po3Tvpanu 3
giisonponinosuin eTep/rekcaH i nNpoMmBanu [Aii3onponinoBun eTep/rekcaH, OAepXyluyu BKasaHy B
3aronosky cnonyky (4,00 r).

'H AMP (300 Mru, AMCO-ds) d 8,37 (1H, a, J=2,6 L), 8,64 (1H, A, J=2,6 '), 13,33 (2H, wc).

B) 6-xnop-N-meTokcu-N-MeTun-5-HiTpoHiKoTMHaMIg

o cymiwi 6-rigpokcn-5-HITPOHIKOTUHOBOI kncnotu (552 wmr) i TioHinxnopuay (6,57 mn) gogasanu
N, N-gumeTtundopmamig (4Bi kpanni). PeakuiiHy cymiw nepemiwlyBanu npotsaroM Houi npu 70°C i
PO3YMHHUK yraptoBanu nNpu NOHWKeHOMY TUCKY. 1o posunHy 3anuwky B N, N-gumetunauetamigi (15,0
mn) gogasanu N, O-gumetunrigpokcunamidy rigpoxrnopug (322 wmr) npu 0°C. PeakuiHy cymiLu
nepemiwysanu npu 0°C 2 r, 4o Hei gogaBanu BoAy i CyMill ekcTparyBanu etunauetaTtoM. Ekctpakr
NpoOMMBanyM HacCUYEeHWM pPO3CONIOM, CyWunuM Hag ©6e3BogHUM CcynbaToMm MarHilo i PO3YUMHHMK
yrnaproBanu npu NOHMKEHOMY TUCKY. 3anuLIOK oumLLanu KOJIOHKOBOK XpomaTtorpadieto Ha cunikareni
(rekcaH/eTnnaueTar), 04epXKylun BKasaHy B 3aronoBKy crnonyky (647 wmr).

'H AMP (300 My, AMCO-dg) & 3,28-3,36 (3H, m), 3,58 (3H, ¢), 8,77 (1H, A, J=2,1 ), 8,94 (1H,
4, J=2,1Twu).

C) metun 2-((5-(meTokcn (MeTun) kapbamoin)-3-HiTponipuguH-2-in)amido)auetar

BkasaHy B 3aronoBky cronyky ogepxyBanu 3 6-xnop-N-meTokcu-N-MeTun-5-HiTpoHikoTuHamigy
TakuM xxe caMnm YmHoM sk i Ha Ctagii A lMpuknagy 1.

'H AMP (300 Mru, AMCO-dg) d 3,28 (3H, c), 3,63 (3H, c), 3,67 (3H, c), 4,37 (2H, A, J=5,7 T'y),
8,68-8,80 (2H, m), 9,00-9,12 (1H, m).

D) metun 2-((5-cpopmin-3-HiTponipuamnH-2-in)amiHo)auetat

Ho po3unHy metun 2-((5-(metokcn (MeTun)kapbamoin)-3-HiTponipuanH-2-in)amiHo)auetaty (250
Mr) B TeTparigpodypaHi (8,38 wmn) nosinbHO popjaBanu 1,5 M pos3uunH giisobytunrigpmg
antominito/Tonyon (1,12 mn) npu -78°C. PeakuiHy cymiw nepemiwysanu npu -78°C npotsarom 1 r B
aTmocdpepi aproHy i gogasanu metaHon (170 mkn). PeakuinHy cymiw nepemiwyBanu 5 xB, gogasanu
cunikarene i PO3YMHHUK YMapltoBanv MpU MOHMWKEHOMY TWUCKY. 3anuoK O4Yuanu KOFIOHKOBOIO
Xpomarorpadieto (rekcaH/eTunawueTaT), OAepPXKyto4uM BKadaHy B 3arofioBKy Crionyky (72 mr).

MC (IAT-): [M-H] 238,1.

E) metun 2-((5-(andTopmeTun)-3-HitponipuanH-2-in)amiHo)auetat

o posumHy metun 2-((5-cpopmin-3-HitponipuamnH-2-in)amiHo)auetaty (4,71 r) y aueTtoriTpuni (150
mn) gopasanu Tpudptopua N, N-gietunamiHocipkm (20,8 mn) npu kiMHaTHIM TemnepaTypi. PeakuinHy
CyMill nepemillyBanu npu KiMHaTHIA Temnepatypi 2 r, gogasanu Tpudptopua N, N-gieTnnamiHocipkm
(20,8 mn) npu KiMHaTHIM TemnepaTypi. PeakuiiHy cymiw nepemiwysBanu npu KiMHaTHIn Temneparypi
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npotsirom 1 r, noBinbHO Npu 0°C gopaBanu HacMYEeHWN BOOHWUA PO3YMH TigpokapboHaTy HaTpito i
CyMill eKkcTparyBanu etunauetaToMm. EKCTpakT npomuBany HacU4eHUM pO3COSOM, CyLIWNW Hag
6e3BoaHNM CynbdaToOM MarHito i PO34YMHHUK yrnaproBanu npu NOHWKEHOMY TUCKY. 3anuLioK oyumLianu
KOMOHKOBOK xpomartorpadpieto Ha cunikareni (NH, rekcaH/eTunaueTart), ogepXyluu BKasaHy B
3aroJlIoBKy crnonyky (2,78 r).

'H AMP (300 Mry, CDCI;) & 3,81 (3H, c), 4,43 (2H, g, J=5,3 I'u), 6,44-6,88 (1H, m), 8,51-8,61
(2H, m), 8,65 (1H, wc).

F) 7-(audptopmeTnn)-3,4-gurigponipnao[2,3-b]nipasnH-2(1H)-oH

BkasaHy B 3aronoBky cnonyky ogepxyeanu 3 metun 2-((5-(amdtopmeTun)-3-HiTponipnanH-2-
in)amiHo)aueTaTy TakMM e camum YnHOM siK i Ha Ctagii B MNpuknagy 135.

'H AMP (300 Mru, AMCO-dg) & 3,99 (2H, c), 6,63-7,12 (1H, m), 7,02 (1H, ¢), 7,27 (1H, c), 7,74-
7,82 (1H, m), 10,55 (1H, c).

G) 7-(andpropmeTnn)-N-(2-meTokeun-1-(4-(TpudTopMeToKCH)heHin)eTun)-2-okco-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

BkasaHy B 3aronoBky cnonyky ogepxysanu 3 7-(andtopmeTtun)-3,4-gurigponipnao[2,3-blnipasuH-
2(1H)-oHy Takmm e caMmuM YnHOM SiK | Ha CTagii F MNMpuknagy 1.

MC (IAT+): [M+H]"461,1.

Mpuknag 168

7-meTun-2-okco-N-(TeTparigpo-2H-nipaH-4-in(4-(TpudptopmeTokcun)dpeHin)metun)-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

A) N-meTokcu-N-meTunTeTparigpo-2H-nipaH-4-kapbokcamig

[o posunHy TeTtparigpo-2H-nipaH-4-kapboHoBoi kucrotn (800 mr) B N, N-gumetundopmamigi
(60,0 mn) popasanm MoHorigpaTt  1-rigpokcubeHsotpuasony (1,17 1), rigpoxnopug 1-(3-
AavmMeTtunamiHonponin)-3-etunkapbogiimigy (1,44 r), N, O-gumeTtunrigpokcunaminy rigpoxnopug (600
mr) i Tpuetunamid (1,73 mn). PeakuiiHy cymilw nepemiwyBanyu nNpOTArOM HOYi NPW KIMHATHIN
TemnepaTypi, 40 Hel godasanu BOAY i CyMill ekcTparyBanu eTtunauertaTom. Ekctpakt nocnigoBHo
NpoMMBany HaCM4YeHUM BOAHUM PO3YMHOM rigpokapBoHaTy HaTpito i HACUYEHUM PO3CONIOM, CYLLUNN
Hag ©e3BOAHUM Cynb(aToOM HaTPilo i PO3YMHHMK yraproBanu Npu MOHWKEHOMY TUCKY, OOEPXKYHuu
BKasaHy B 3aronosky cnosnyky (831 wr).

MC (IAT+): [M+H]"174,3.

B) TeTparigpo-2H-nipaH-4-in(4-(TpndTopMeToKCU )heHin)MeTaHoH

[o posunHy 1-6pom-4-(TpudpTopmeTokcn)beHsony (2,78 r) B TeTparigpodypaHi (76,8 mn)
nosinbHo gogasanu 1,6 M po3sumH H-6yTtunnitin/rekcan (7,20 mn) npu -78°C. PeakuiHy cymiw
nepemiwysanu npu -78°C npotarom 30 xB B atmocdepi a3oty, gogasanu npu -78°C po3umH N-
mMeTokcu-N-meTunTeTparigpo-2H-nipaH-4-kapbokcamigy (665 wmr) B TeTparigpodypani (1,00 mm).
PeakuinHy cymill nepemiwlyBanu npu KiMHaTHiA TemnepaTtypi 2 r B atmocdepi asoTy, gogasanu
Hacu4yeHun BOOHWUA PO3YMH XMOPUAY aMOoHilo i CyMill ekcTparyBanu etunauetaTtoM. EkcTpakr
NpoOMMBanyM HacUYEeHWM pPO3COSIOM, CyWunuM Hag ©6e3BoAHUM CynbdaToM HaTpilo i PO3YMHHUK
yrnaproBanu npu NOHMKEHOMY TUCKY. 3anmLLIOK o4MLLanm KONTOHKOBOK XpomaTorpadieto Ha cunikareni
(rekcaH/eTnnaueTar), 04epXKyun BKasaHy B 3aronoBKy crnonyky (812 wr).

MC (IAT+): [M+H]"275,1.

C) N-rigpokcu-1-(TeTparigpo-2H-nipaH-4-in)-1-(4-(TpudTopMmeToKCH)peHin)MeTaHimiH

HOo cymiwi  TeTparigpo-2H-nipaH-4-in(4-(TpucdtopmeTokeu)deHin)MetaHoHy (690  wmr) i
rigpokcunaminy rigpoxnopug (713 mr) B etaHoni (16,8 mn) gogasanu tpuetunamin (1,42 mn) npwm
KiMHaTHIN TemnepaTypi. PeakuinHy cymill nepeMillyBany NpoTAromM Houi Npu KiMHaTHIN Temnepartypi i
PO34YMHHUK yNaproBanyv Npu NoHWKEHOMY TUCKY. 3anuLioKk po3BOAMIM eTUNaLeTaToM i BO4o i Cymill
eKkcTparyBanu etunauertatoMm. EKCTpakT npomMmuBanu HacM4eHMM PO3COSIOM, CyLIMNN Hag 6e3BoaHUM
CcynbaTtoM HaTpIlo i PO3YMHHUK yrapioBanu Npu NOHMWKEHOMY TUCKY. 3anMLLIOK OYMLLANM KONIOHKOB OO
Xpomarorpadieto Ha cunikareni (rekcaH/eTunaueTaT), OAepXKylo4M Bka3aHy B 3arosfloBKy Crnosyky (566
Mr).

MC (IAT+): [M+H]"290,1.

D) 1-(teTparigpo-2H-nipaH-4-in)-1-(4-(TpndTopMeTOoKCH)(PEHin)meTaHamiH

Ho posunHy N-rigpokcu-1-(Tetparigpo-2H-nipaH-4-in)-1-(4-(TpudTopMeToKCH)heHin)meTaHiMiHy
(566 w™r) B TeTparigpodypaHi (25,0 mn) popasanm 1,1 M po3uuH Komnnekc GopaH-
TeTparigpodypaH/TetparigpodpypaH (5,33 mn) npum KiMHaTHIN TemnepaTypi. PeakuinHy cymiw
nepemiwysanu NpoTsrom Houi npu 70°C, gogaBanu 1 M BogHWMIA po34uH rigpokemnay HaTpito (19,6 mn)
i cymiw nepemiwysanu npu 60°C npoTarom 3 r. [lo peakuinHOi cymili gogaBanu HaCUYeHUn poacin i
CyMill eKkcTparyBanu eTtunauetaToMm. EKCTpakT npoMuBany HacU4EeHUM pO3COSIOM, CYLIWNW Hag
6e3B0oAHNM CyrnbaToM HaTPIlO | PO3YMHHUK yrapioBanu Npu NOHMXEHOMY TUCKY, OAEPXKYHOYM BKa3aHy
B 3arofioBky crnonyky (547 mr).

134



10

15

20

25

30

35

40

45

50

55

60

UA 115057 C2

MC (IAT+): [M+H]"276,1.

E) 7-meTun-2-okco-N-(TeTparigpo-2H-nipaH-4-in(4-(TpudTopmeToken)erin)metun)-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

BkasaHy B 3aronoBKy Cronyky ogepxyesanun 3  1-(TeTparigpo-2H-nipaH-4-in)-1-(4-
(TpdTOPMETOKCU)DEHIN)METAHAMIHY TaK1M XXe caMMM YMHOM sIK | Ha CTagii B Mpuknagy 83.

MC (IAT+): [M+H]"465,2.

Mpuknag 169

N-(2-(4-rigpokcuTeTparigpo-2H-nipaH-4-in)-1-(4-(TpudTopMeToKCH)peHiN)eTnn)-7-MeTun-2-0Kco-
2,3-gurigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamia

A) 2-(4-rippokcuteTparigpo-2H-nipaH-4-in)-1-(4-(TpnudTopMeToKCU ) eHin)eTaHoH

[o po3sunHy giizonponinamiHy (3,36 mn) B TeTparigpodypati (100 mn) nosinbHo gogasanu 1,6 M
pO34mMH H-OyTunnitin/rekcaH (15 mn) npu -78°C. PeakuinHy cymiw nepemiwysanu npu -78°C npoTarom
30 xB B atmocdepi aproHy i npu -78°C popaBanu 4-TpudptopmeTtokcmaletodeHoH (3,19 mn).
PeakuinHy cymiw nepemiwysanu npu -78°C npotsirom 1 r B aTmMocdepi aprony i npu -78°C gogaeanu
TeTparigpo-4H-nipaH-4-oH (1,85 mn). PeakuiviHy cymiw nepemiwysanu npu -78°C npotarom 1 r B
aTmocdpepi aproHy, A4ogaBanyM HaCUYEeHWA BOAHMIW PO3YMH XMOPUOY amoHilo i CyMill ekcTparysanm
eTunauetatoMm. EkcTpakT npomuBanu HacMyYeHMM pO3CONOM, Cylumnu Hag 6e3BogHuM cynbdaTom
MarHito i PO3YMHHWMK YynaptoBanuM Mpyv MOHWKEHOMY TUCKY. 3anuioK OuYuliannM KONTOHKOBO
xpomaTtorpadieto Ha cunikareni (rekcaH/eTunavueTaT), OAepPXKyoUM BKasdaHy B 3arofioBky crnonyky (4,34
r).

MC (IAT-): [M-H]'303,1.

B) N-(2-(4-rigpokcuTteTparigpo-2H-nipaH-4-in)-1-(4-(TpudpTopmeTokcu)deHin)etnn)-7-meTnn-2-
okco-2,3-gurigponipnaol2,3-b]nipasnH-4(1H)-kapbokcamin

BkasaHy B 3aronoBky cnonyky ogepxyBanu 3 2-(4-rigpokcutetparigpo-2H-nipaH-4-in)-1-(4-
(TpudpTopmeTOKCU)hEHIN)ETAHOHY TakMM e camum YnHoM sk Ha Ctagisax C-D Mpuknagy 1 i Ctagii L
Mpuknagy 72-1.

MC (IAT+): [M+H]"495,1.

Mpuknag 170

7-meTun-2-okco-N-(TeTparigpodypaHn-2-in(4-(tpudtopmeTokcn)deHin)meTnn)-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

A) TeTtparigpodypaH-2-in(4-(TpudTopMETOKCH)(PeHin)meTaHOH

[o posunHy 1-6pom-4-(TpudpTopmeTokcn)beHsony (7,6 r) B TeTparigpodypaHi (50 mn) nosineHoO
popgasanu 1,6 M posunH H-6yTunnitin/rekcar (19,7 mn) npu -78°C. PeakuiiHy cymilw nepemiwysanu
npu -78°C npotarom 40 xB B artmocdepi asoty i npu -78°C popasBanu N-meTokcu-N-
MeTunTeTparigpodypaH-2-kapbokcamig (1,673 r) (ogepxaHunm 3 TeTparigpodypaH-2-kapboHOBOI
KMCNOTU TakuM e caMnm YnHoM sk i Ha Ctagii A lMpuknagy 31) i peakuinHy cymill nepemilysanm
npu KiMHaTHIn TemnepaTypi npotarom 1 r B atMocdepi asoTy. [Jo peakuinHol cymiwi gogasanu
HacuM4yeHU BOOHWA pPO3YMH XMOPUAY aMOoHilo i Cymill ekcTparyBanu eTunauetatoMm. EkcTpakT
NpoOMMBanyM HacCUYEHWM pPO3COJSIOM, CYLWMNM Hag ©6e3BOAHUM CynbaToM MarHilo i PO34YMHHUK
ynaptoBanu npv NOHWXeHOMY TUCKY. 3anu1LLIOK o4YuLLany KONTOHKOBOK XxpoMaTorpadieto Ha curmikareni
(rekcaHn/eTunaueTar), O4epPXKYHUM BKa3aHy B 3arofioBky cnonyky (2,49 r).

MC (IAT+): [M+H]"261,1.

B) 7-meTun-2-okco-N-(TeTparigpodypan-2-in(4-(tpudTopmeTtokcn)deHin)metmn)-2,3-
avrigponipnago[2,3-b]nipasuH-4(1H)-kapbokcamig
BkasaHy B 3aronoBKy CnonyKky oaepxyBanu 3 TeTparigpodypaH-2-in(4-

(TpudpTopmeTOKCU)hEHIN)METAHOHY TakMM e camum YmMHoM Sk | Ha Ctagii D Mpwuknagy 2, Cragii B
Mpuknagy 132 i Ctagpii G MNpuknagy 7.

MC (IAT+): [M+H]"451,2.

Mpuknag 171

N-(2-rigpokcu-1-(4-(TpudTopMeToKeH)dpeHin)neHTun)-7-meTun-2-okco-2,3-aurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3arofioBky cronyky ofepxysanu 3 4-(TpudTopMeTokcu)beH3anbaerigy TakuM ke
camnm YnHoM sk B MNpuknagi 174.

MC (IAT+): [M+H]"453,2.

Mpuknag 172

N-(3-((TpeT-0yTnn(amdeHin)cunin)okcun)-2,2-gumeTtun-1-(4-(tpucptopmeTokeun)deHin)nponin)-7-
MeTun-2-okco-2,3-gurigponipnao[2,3-b]nipasnH-4(1H)-kapbokcamig

A) meTtun 3-((TpeT-6yTnn(gudeHin)cunin)okeu)-2,2-gumeTnnnponaHoart

Cymiw metun 3-rigpokcu-2,2-gumetunnponadoate (18,3 r), TpeT-b6yTun(xnop)amdeHincunnaHe
(40,0 r), 1H-imigasony (12,3 r) i N, N-gumeTtundopmamigy (300 mn) nepemiwyBanu NpoOTAroM HoMi
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npw KIMHaTHIA TemnepaTtypi i PO3YMHHUK ynapioBanu Npu NoHmwkeHoMy TUcky. [1o 3anuiiky gogasanm
Hacu4eHuI po3cin i Cymill ekcTparyBanu eTunaweraTtom. EKCTpakT npomuBanun HacM4YeHUM po3Cconom,
cywunu Hag 6e3BogHMM CynbgaToOM MarHito i PO3YMHHMK YyMaploBanu Mpu MOHWXKEHOMY TUCKY.
3anuvuok ouuLiany KOMOHKOBOK XpoMaTorpadiieto Ha cunikareni (rekcaH/etunauetaT), o4epXKyouu
BKasaHy B 3arosoBky cronyky (50,6 r).

'H AMP (300 Mru, CDCl3) 5 1,03 (9H, c), 1,20 (6H, c), 3,64 (2H, c), 3,67 (3H, c), 7,31-7,47 (6H,
M), 7,58-7,68 (4H, m).

B) 3-((TpeT-06yTnn(gumdeHin)cunin)okcun)-2,2-guMeTUNnNponaHoBa Kucnota

Cymiw metun 3-((TpeT-byTun(audenin)cunin)okemn)-2,2-gumeTnnnponaHoary (50,6 r), 8 M
BOAHOMO PO34uHy rigpokemay Hatpito (150 mn) i tetparigpodypaHy (150 mn) nepemiwysanu npu
100°C npotsarom 3 r i pH cymiwi goBogunu ao npubnmsHo 1 BMKOpUCTOBYOUM 6 M XxropBoAHEBY
KMCMOTY i CyMilll ekcTparyBanu etunaueTatoM. EKCTpakT npoMmBany HaCMY4eHUM PO3COSNIOM, CYLLUNN
Hag 6e3BoaHMM cynbaToOM MarHito i pO34YMHHUK ynapitoBanu nNpu MOHWXKEHOMY TUCKY, OLEPXKYHUU
BKa3aHy B 3aronosky cnonyky (50,1 r).

MC (IAT-): [M-H] 355,2.

C) N-(3-((TpeT-6yTun(aundenin)cunin)okecu)-2,2-gumetnn-1-(4-(tpucpTopmeTokcu)deHin)nponin)-
7-meTnn-2-okco-2,3-aurigponipnao[2,3-b]nipasunH-4(1H)-kapbokcamia

BkazaHy B 3aronoBky cnonyky ogepxyBanu 3 3-((TpeT-6yTun(audpeHin)cunin)okcm)-2,2-
ANMETUNMNPONaHOBOI KMUCIOTU TakUM XXe camum YuHOM siK i@ Ha Cragii A lMpuknagy 170, Cragii D
Mpuknagy 2, Ctagji B MNpuknagy 132 i Ctagii G MNpuknagy 7.

MC (IAT+): [M+H]"691,4.

Mpuknag 173

N-(2-(1,3-giokco-1,3-gurigpo-2H-izoingon-2-in)-1-(4-(tpudptopmetokeun)dpeHin)etnn)-2-okco-2, 3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

A) TpeT-6yTun (2-(1,3-4iokcoi3oiHgoniH-2-in)-1-(4-(TpudpTopmeTokeun)dpeHin)etnn)kapbamat

Cymiw  TpeT-6ytun  (2-amiHO-1-(4-(TpudTOopmeToKeH)dpeHin)eTun)kapbamary (762  wmr) i
isobeH3odypaH-1,3-gioHy (423 mr) B Tonyoni (20 mn) HarpiBanu i3 3BOPOTHIM XOMOAMIbHUKOM
BMKOpUCTOBYtOUM Hacagky [iHa-Ctapka 16 r i pO34MHHMK ynapitoBanu Mpu MOHMKEHOMY TUCKY.
OpepxaHy TBepdy PeYOBMHY po3Tvpanu 3 etunaueTaTtoM, 36upanu inbTpyBaHHAM i MpomMuBanu
eTunaueTaToM, 04epXyrun BkasaHy B 3arofioBky cnonyky (399 mr).

MC (IAT+), sHangeHo: 351,1.

B) 2-(2-amiHo-2-(4-(TpndTopMeTOKCH)beHin)eTnn)izoingoniH-1,3-aionHy rigpoxnopua

BkasaHy B 3aronoBky cronyky ogepxyBanu 3 TpeT-bytun (2-(1,3-miokcoisoiHgoniH-2-in)-1-(4-
(TpudpTopmeTokeu)beHin)eTun)kapbamaTy Takum xe cammm YnHOM sk i Ha Ctagii E MNpuknagy 18.

'H AMP (300 MI'y, AMCO-dg) & 3,89-4,01 (1H, m), 4,03-4,16 (1H, m), 4,67 (1H, T, J=6,9 I'u), 7,41-
7,51 (2H, m), 7,64-7,74 (2H, m), 7,87 (4H, g, J=2,8 I'y), 8,65 (3H, wc).

C) N-(2-(1,3-giokco-1,3-gurigpo-2H-izoiHgon-2-in)-1-(4-(TpudptopmeTokeun)dheHin)eTnn)-2-okco-
2,3-gurigponipvao[2,3-blnipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy crnonyky ofepxysanu 3 2-(2-amiHo-2-(4-
(TpudTOPMETOKCH)CheEHIN)eTnn)isoingoniH-1,3-4ioHy rigpoxnopuay TakMM Xe CaMUMM YMHOM §iK | Ha
Cragii L Mpuknagy 72-1.

MC (IAT+): [M+H]'526,2.

Mpuknag 174

N-(2-umknonponin-2-okco-1-(4-(TpudTopmeTokcu)eHin)etun)-2-okco-2,3-gurigponipnaol2,3-
blnipasuH-4(1H)-kapbokcamig

A) TpeT-0yTnn (uiaHo(4-(TpudTopMmeToKkeu)dbeHin)meTun)kapbamar

[o 2 M posuunHy amiak/meTtaHon (112 mn) 4-(tpudtopmeTtokcn)oensanbaerigy (10,6 r) nogasanu
TeTpaizonponokeua Tutany (IV) (16,3 mn) npu 0°C. PeakuinHy cymiw nepemiwysanu npu 0°C
npotdaroMm 15 xB, gogaBanu TpumeTtuncuninuiadig (11,2 mn) i peakuinHy cymiw nepemiwysany npu
KiMHaTHI TemnepaTtypi npoTtarom 20 r i KOHUEeHTpyBanu 4o nNpubnusHo 1/4 06'emMy NpK NOHWKEHOMY
TWUCKY, OOAaBanvM HaCWMYEeHUW BOAHMW PO3YUH rigpokapboHaTy HaTpilo, HEPO3YMHHY PEYOBUHY
BiAiNbTpOBYBanM BUKOPUCTOBYOUM Llenit i inbTpat ekcTparyBanu etunauetratoM. EkcTpakr
nocnigoBHO NPOMMBANM BOAOK | HACMYEHUM PO3CONOM, CyLIMNM Hag 6e3BogHUM cynbaToM MarHito i
PO3YMHHUK ynaproBanu npu nNoHWKEHOMY TUCKY. [1o po3umHy 3anuuky B TeTparigpodypaHi (300 mn)
aofjaBanu au-TpeT-OytungukapboHat (12,94 wmn) i Ttpuetunamin (9,32 mn). PeakuiiHy cymiw
nepemiwysann npu 45°C npotarom 16 r, OO Hei [gogaBanvM Body i Cymill ekcTparyBanm
eTunaueTtatoM. EkcTpakT nocnigoBHO NpoMuBanyM BOAOK i HAaCMYEHUM PO3COMOM, CYLUIMNWU Hapg
6e3BoAHNM CynbdaToM MarHito i PO3YMHHUK ynaproBanu npu NOHMXEHOMY TUCKY. 3anuiok ouunLLlanm
KOJTOHKOBOI XpomaTorpadieto Ha cunikareni (rekcan/eTunaueTar), O0epPXKYUM Bka3aHy B 3arosyioBKy
cnonyky (9,39 r).
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MC (IAT+): [M+H]"317,1.

B) TpeT-6yTnn (2-amiHo-2-0kco-1-(4-(TpudTopmeToKeH)dpeHin)eTun)kapbamat

Ho cymiwi TpeT-6yTun (uiaHo(4-(TpndTopmeTokcn)deHrin)meTtun)kapbamarty (3,00 r) i kapboHaTy
kanito (1,31 r) B gumeTtuncynsdokengi (70 mn) gogasanu 35 % BogHUIA nepokcud BogHwo (1,66 mn)
npu 0°C. PeakuinHy cymiwl nepemiwyBanu npu KiMHaTHIN Temnepartypi npoTdarom 3 r, OO Hei
AofdaBanu Body i CyMmill ekcTparyBanu eTurnauetatom. EKcTpakT mocnigoBHO MpomMuBanv BOAOHO i
HacM4YeHVM pO3COSIOM, CYLIMNN Hag 6e3BOoOHWM CynbgaToM MarHito i pO3YMHHUK ynaprtoBanu npwu
MOHWKEHOMY  TWUCKY. 3anuwoK ouuwanu KOMOHKOBOK  XpomaTtorpadpiero  Ha  cunikareni
(rekcaH/eTunaueTar), 04epXKYyUN BKa3aHy B 3arofioBKy Cnonyky (2,44 r).

'"H AMP (300 My, CDCI3) 5 1,41 (9H, c), 5,11-5,28 (1H, m), 5,48 (1H, wc), 5,68 (1H, wc), 5,78
(1H, wc), 7,18-7,25 (2H, m), 7,40-7,47 (2H, m).

C) TpeT-6yTnn (2-(MeTokcH (MeTun)amiHo)-2-okco-1-(4-(TpudtopmeToken)dpeHin)etnn)kapbamat

o po3uunHy TpeT-6yTnn (2-amiHo-2-okco-1-(4-(TpudTopmeTokeu)deHrin)etun)kapbamary (2,44 ) y
meTaHoni (70 mn) gopgasanu 8 M BOAHMI pO3YuMH rigpokcmay HaTpito (1,8 mn), peakuinHy cymiw
HarpiBanu i3 3BOPOTHIM XxonoAaunbHUKOM NpoTAroM 20 r. PO34YMHHUMK ynaptoBanu npu NOHMKEHOMY
Tncky, pH 3anuwky pgosogunu o 3-4 BukopuctoByouM 1 M XnNopBOOHEBY KUCNOTY i Cymiwl
eKkcTparyBanu etunauetratom. EKcTpakT nocnigoBHO npoMuBany BOAOK i HaCMYeHMM pPO3COJIOM,
cywunu Hag 6e3BogHMM CcynbaToM MarHito i PO3YMHHUK ynaproBanu Npu NOHWKEHOMY TUCKY. Cymilw
opepxaHoro 3anvuwky, N, O-gumeTunrigpokcunaminy rigpoxnopugy (0,783 r), Tpmetnnaminy (1,32
M), MoHorigpaTy 1-rigpokcnbensoTtpuasony (1,45 r) i rigpoxnopuay 1-(3-aMMmeTunamiHonponin)-3-
etunkapbogiimigy (1,82 r) B N, N-gumetundopmawmigi (30 mn) nepemiwyBanu npu KiMHaTHIN
TemnepaTtypi npotarom 3 r, 4O Hel gogasanu BOAY i CyMilW ekcTparyBanu etunauertatoMm. Ekctpakr
nocnigoBHO NPOMMBANM BOAOK i HACMYEHUM PO3CONOM, CyLInnn Hag 6e3BogHNM CynbaToM MarHito i
PO3YMHHUK yraproBanu npy NOHMXEHOMY TUCKY. 3anuLLOK oYM any KOSTOHKOBOK XpoMaTorpadieto Ha
cunikareni (rekcaH/eTunaueTar), 04epXyrun BkasaHy B 3aronoBky cnonyky (1,39 r).

'H AMP (300 My, CDCl3) & 1,42 (9H, c), 3,19 (3H, c), 3,51 (3H, ¢), 5,63-5,91 (2H, m), 7,14-7,22
(2H, m), 7,37-7,45 (2H, m).

D) TpeT-6yTun (2-umknonponin-2-okco-1-(4-(TpucdtopmeTokcu)deHin)etnn)kapbamat

Jo pO34nHy TpeT-6yTun (2-(meTokcH(mMeTun)amiHo)-2-okco-1-(4-
(TpucpTopmeTokeu)dpeHin)etun)kapbamaty (685 mr) B TeTparigpodypani (15 mn) gogasanu 0,7 M
po3uMH uuknonponinmarHinbpomig/tetparigpodpypanH (7,76 mn) npu  0°C. PeakuiiHy cymiL
nepemillysanu npu KimHaTHin TemnepaTypi npotsarom 20 r, gogasanu 1 M XnopBoAHEBY KUCHOTY i
CyMmill eKkcTparyBanu eTtunauetatom. EkcTpakT nocnigoBHO npomMuBany BOAOK | HacMYeHUM
pO3COMOM, CyLIUNM Hag 6e3BogHUM CynbdaTtOM MarHito i PO3YMHHMK yrnaptoBanu Npu NMOHMKEHOMY
TUCKY. 3anuwIoK ouulianM KONOHKOBOK XxpomaTorpadiieto Ha cunikareni (rekcaH/etunauerar),
o,u,eE»Kyroqm BKa3aHy B 3arosfioBky crionyky (486 mr).

H AMP (300 MI'y, CDCls) 6 0,75-0,86 (1H, m), 0,90-1,05 (2H, m), 1,08-1,17 (1H, m), 1,40 (9H, c),
1,79-1,90 (1H, m), 5,48 (1H, A, J=6,4 l'u), 5,92-6,04 (1H, m), 7,18-7,25 (2H, m), 7,33-7,41 (2H, m).

E) N-(2-umknonponin-2-okco-1-(4-(TpudTopmMeToKkcmn)deHin)etun)-2-okco-2,3-gurigponipmao[2,3-
b]nipasuH-4(1H)-kapbokcamig

Cymiw TpeT-0yTnn (2-umknonponin-2-okco-1-(4-(tTpudtopmetokcun)deHin)etun)kapbamaty (200
Mr) i 4 M posuuHy xnopua soAHwoo/eTunauetaT (5 Mn) nepemiwyBanu nNpu KiMHaTHIA TemnepaTypi
npoTsaromM 1 r i pO3YMHHKK ynaproBanu nNpu NOHWKEHOMY TUCKY. [Jo cyMilli 3anuLiKy i 4-HiTpodbeHin 2-
okco-2,3-gurigponipnao[2,3-blnipasuH-4(1H)-kapbokcunaty (160 mr) B N, N-gumetundopmamigi (5
Mn) gogasanu Tpuetunamid (0,213 mn). PeakuivHy cymiw nepemillyBanu npu KiMHaTHiA TemnepaTtypi
npotsrom 20 r, 4O Hei fofdaBanu Bogy i Cymill ekcTparyBanu eturnaueTtaTtom. EkCcTpakT nocnigoBHO
NpoMMBany BOAO i HACMYEHMM PO3COJSIOM, CyLINNN Hagd 6e3BOOHMM CyNbdaToOM MarHito i PO3YNHHUK
ynapoBanu npu NoHWKEeHOMY TUCKY. 3armLoK o4MLLanm KOJTOHKOBOK XpomaTtorpaduieto Ha cunikareni
(rekcaHn/eTunaueTar) i nepekpucTaniayBanu 3 rekcaH/etunaugerart, O4epXKylun BKasaHy B 3aronoBKy
crnonyky (143 wr).

MC (IAT+): [M+H]"435,1.

Mpuknag 175

N-(2-umknonponin-2-rigpokcu-1-(4-(TpudTopmeTokcu)dbeHin)etun)-2-okco-2,3-gurigponipuaol2,3-
b]nipasuH-4(1H)-kapbokcamig

Jo cymiLi N-(2-umknonponin-2-okco-1-(4-(TpuTopMeTOKCH)peHin)eTmn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamigy (126 mMr) B 3MilLaHOMY PO3YUHHWUKY MeTaHon (3 mn)
i TeTparigpodypaH (1 mn) gogaeanu Goprigpyag Hatpito (13,2 wmr) npu 0°C. PeakuiHy cymil
nepemillysann npwv KiMHaTHIM TemnepaTypi npotsarom 3 r, OO Hel godaBanu BoAay i cymiw
eKkcTparyBanu eturnauetatom. EkcTpakt nocnigoBHO npoMmvBany BOAOK i HaCMYeHMM pPO3COJSIOM,
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cywmnu Hag 6e3BogHMM CynbaTOM MarHito i PO3YMHHUK yrnaproBanu nNpyu MOHWXKEHOMY TUCKY.
3anuuiok KpucTtanidyBanu 3 rekcaH/etTunaueTtarT, O4epXKy4dn BKkasaHy B 3arofioBky crnonyky (87,2 wr).

MC (IAT+): [M+H]" 437,2.

Mpuknag 176

7-meTnn-2-okco-N-(2-(TeTparigpo-2H-nipaH-4-in)-1-(4-(tpudTopMmeToKCcn)deHin)eTnn)-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

A) 4-(2-a3ngo-2-(4-(tpudpTopmeTokcm)dpeHin)etun)TeTparigpo-2H-nipaH

[o po3uunHy 2-(4-rigpokcuteTparigpo-2H-nipaH-4-in)-1-(4-(tTpudpTopmeTokcu)deHin)etaHory (304
Mmr) B nipuaudi (5 mn) gogaeanu TioHinxnopug (102 mkn) npu 0°C. PeakuiiHy cyMill nepemiwyBanm
npu 0°C npotarom 10 xB, g0 Hel gopgasanu Bogy npu 0°C i cymiw ekcTparyBanu eTtunaleraTom.
EkcTpakt npomuBanM HacM4YeHMM pO3CONIOM, Cywunum Hag 6e3BogHMM  CynbgaTomM MarHito i
PO3YMHHUK ynaptoBanu Mnpu NOHWKeHoMy Tucky. Cymiw 3anuwky (286 wmr) i 10 % nanagin-syrinns
(mictutb 50 % BogmM, 60 mr) B etaHoni (5 mn) nepemiwyBany Npu KiMHATHIN TemnepaTypi 2 I B
aTtMoccepi BogH. HeposumHHy pedqoBuHY BigdinbTpoByBanu i inbTpaT KOHUEHTpyBanu npu
NMOHWKEHOMY Tucky. [o posuuHy 3anuwky (290 wmr) B TeTparigpodypaHi (5 mn) gogasanu
TpudeHindocdiH (315 wr), gudeHindochopunasmng (259 mkn) i 1,9 M posumH giizonponin
asogukapbokcunat/Tonyon (632 mkn) npu KiMHaTHIM TemnepaTypi. PeakuinHy cymiw nepemiwysanm
npu kKiMHaTHiIn Temnepatypi npotaroMm 30 XB i PO3YMHHWUK ynaptoBanu Npu MOHMXKEHOMY TUCKY.
3anuvuok oumnLiany KOMOHKOBOK XpoMaTorpadiieto Ha cunikareni (rekcan/etvnaueTrar), O4epXKyHum
BKa3aHy B 3arofloBKy Crnonyky (274 wr).

'H AMP (300 Mru, CDCl3) & 1,20-1,44 (2H, m), 1,52-1,72 (4H, m), 1,73-1,87 (1H, m), 3,30-3,43
(2H, m), 3,89-4,01 (2H, m), 4,48-4,59 (1H, m), 7,19-7,46 (4H, m).

B) 7-meTun-2-okco-N-(2-(TeTparigpo-2H-nipaH-4-in)-1-(4-(TpudpTtopmeTokcun)deHin)etun)-2, 3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

Cymiw 4-(2-a3npo-2-(4-(tpudptopmeTtokcun)deHin)etun)tetparigpo-2H-nipany (274 wr) i 10 %
nanagin-syrinna (mictute 50 % Bogwu, 92 wmr) B eTtaHoni (4,4 Mn) nepemiwyBany Npu KiMHaTHIN
Temnepatypi npotarom 1 r B atmocdepi BogHio. KatanizaTop BiadinbTpoByBanu i PO3YMHHUK
ynaptosanmu npwm MOHWXEHOMY TUCKY, OflepXyto4u 2-(teTparigpo-2H-nipan-4-in)-1-(4-
(TpudTOpMETOKCU)heHIN)eTaHaMiH (254  wr). o cymiwi 4-HiTpodeHin 7-meTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcunaty (144 wmr) B N, N-gumetundopmamigi (2,19 mn)
aonasanu 2-(TeTparigpo-2H-nipaH-4-in)-1-(4-(TpudTOpMETOKCH )cheHin)eTaHaMiH (254 Mr),
ofepxaHun Buwe, i TpuetunamiH (122 Mkn) npu KiMHaTHIN Temnepatypi. PeakuiiHy cymiw
nepemillysanu nNpOTAroM HOYI NpW KiIMHaTHIA TemnepaTypi, OO Hel gopasanu Body i Cymiw
eKkcTparyBanu etunauertatoMm. EKCTpakT npomMmuBanu HacM4eHMM pPO3COSOM, CyLIMnu Hag 6e3BogHUM
cynbdaTtoM MarHito i PO3YMHHMK ynaproBanu npy NOHWXEHOMY TUCKY. 3anuLLOK OYULLANN KOTOHKOBOIO
xpomaTtorpadieto Ha cunikareni (NH, rekcaH/eTvnaueTar), O4EPXYOUM BKa3aHy B 3arofioBKY CMOSyKy
(184 wr).

MC (IAT+): [M+H]" 479,2.

Mpuknag 177

2-0kco-N-(2-okco-1-(4-(TpudTopmeToken)deHin)nponin)-2,3-aurigponipnaol2,3-b]nipasnH-4(1H)-
kapbokcamig,

[o posunHy N-(2-(MeTokcn (MeTurn)amiHo)-2-0KCco-1-(4-(TpudTOpMETOKCH)EHIN)eTnn)-2-0Kco-
2,3-pgurigponipnao[2,3-blnipasuH-4(1H)-kapbokcamigy (290 mr) B TeTparigpodypaHi (7 mn) gogasanu
1 M posunH meTtunmarHinbpomig/tetparigpodypan (7,0 mn) npu 0°C. PeakuinHy cymiw
nepemillysanu npu KimHaTHin TemnepaTypi npotsarom 20 r, gogasanu 1 M XnopBoAHEBY KUCHOTY i
CyMmill eKkcTparyBanu eTtunauetatom. EkcTpakT nocnigoBHO nNpomMuBany BOAOK | HacMYeHUM
pPO3COMOM, CyLIUNM Hag 6e3BOAHUM CynbdaToOM MarHito i PO3YMHHMK yrnaptoBanu npu MNOHWXKEHOMY
TUCKY. 3anulIOK ouuMLianu KOJIOHKOBOK Xpomartorpadpieto Ha cwunikareni (rekcan/etvnauerar) i
nepekpucTaniayBanu 3 rekcaH/eTunauerar, O4epXKyoun BKasaHy B 3arofoBKy cnonyky (174 wr).

MC (IAT+): [M+H]" 409,1.

Mpuknag 178

8-meTokcu-N-(2-meTokeu-1-(4-(TpudTopmeToKen)dbeHin)eTun)-2-okco-2,3-aurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CMONyKky oepXyBanu 3 2-Xrop-4-MeTOKCU-3-HITpOMipuanMHy TakuM xe
camum YnHoM sik Ha Ctagisx A-B Mpuknagy 1 i Ctagii C-D MNpuknagy 19.

MC (IAT+): [M+H]"441,2.

Mpuknag 179

N-(2-rigpokcu-1-(4-(TpudTopmeTokcn)deHrin)nponin)-2-okco-2,3-aurigponipnao[2,3-blnipasunH-
4(1H)-kapbokcamig
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BkasaHy B 3aronoBKy CMNonyky ofepxysanu 3 2-0kco-N-(2-okco-1-(4-
(TpuddTOpMETOKCH)heHIn)nponin)-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-kapbokcamigy  Takum  xe
camMuM YmHoMm sk B Mpuknagi 175.

MC (IAT+): [M+H]" 411,1.

Mpuknag 180

2-okco-N-(2,2,2-TpndTtop-1-(4-(TpudTopmeToKeH)dpeHin)etTnn)-2,3-aurigponipnao[2,3-b]nipa3unH-
4(1H)-kapbokcamia

A) 2,2,2-Tpudptop-1-(4-(TprdpTopmeTokcu)peHin)etaHon

[o posunHy 1-6pom-4-(TpudptopmeTtokcun)beHsony (10,1 r) B TeTparigpodypaHi (90 mn) nosinsHO
pogasanu 1,6 M po3uunH H-OyTunnitii/rekcan (28,7 mn) npu -78°C. PeakuiinHy cymil nepemiyBanm
npu -78°C npotarom 30 xB, NOBINbHO AodaBany po3uvH 2,2,2-Tpudtop-1-(ninepuanH-1-in)eTaHony
(9,07 r) B TeTparigpodypaHi (10 mn). PeakuinHy cymiw nepemiwyBanu npu -78°C npotsarom 1,5 T,
AofaBany HacM4YeHUn BOOAHWI PO3YMH XJTOPMAY aMOHIO i CyMill eKcTparyBanu LieTUNoOBUM eTEPOM.
EkcTtpakT cywwmnu Hag 6e3BogHUM cynbdaTtoM HaTPilo i PO3YMHHMK ynaproBanu npu MOHMXKEHOMY
TUCKY, OOEPXYUM HEeOYMLLEHUn NpoaykT, 2,2,2-tpudTop-1-(4-(Tpudtopmetokeun)dpeHin)etaHoH. [o
PO34MHY OOEepXaHoro HeouuweHoro npoaykty (11,9 r) B etaHoni (80 mn) nosinbHO Aogasanu
Ooprigpna HaTtpito (3,49 r) npu oXoNoAXeHHi NboAoM. PeakuiiHy Cymill nepemilyBanu npu KiMHaTHIN
TemnepaTtypi npotarom 16 r i eTaHon ynaptoBanu npu NoHwKeHoOMy TUcky. [1o sanuwky gogasann 1 M
XITOPBOAHEBY KUCHMOTY i CyMill eKcTparyBanu eTunauetatom. EkcTpakT nocnigosHo npomusanu 1 M
XJIOPBOAHEBOK KUCIOTOK i HAaCUMYEHMM pPO3CONIOM, Cywumnu Hag 6e3BogHuMM cynbdaTtoM HaTpito, i
PO34YMHHUK ynaploBanu nNpu MOHWXEHOMY TUCKY. 3anuwIoK oyulianu xpomaTorpadieto Ha cunikareni
(rekcaH/eTvnavueTar), o 4epXyun BKasaHy B 3arofioBky crnonyky (9,57 r).

MC (IAT-): [M-H] 259,0.

B) 2,2,2-TpudpTop-1-(4-(TpndTOpMETOKCH)(hEHIN)EeTUN METaHCYNbGOHAT

Ho cymiwi 2,2,2-tpucptop-1-(4-(tpudbtopmeTtoken)denin)etanony (9,57 r) i Tpuetunaminy (7,69
mn) B TeTparigpodypaHi (100 mn) nosinbHO AogaBanu MmeTaHcynbdoHinxnopua (3,42 mn) npwm
0XONoMKeHHi NboAoM. PeakuinHy cymiw nepemillyBany npu KiMHaTHii TemnepaTypi npotdrom 1,5,
[0 Hei gojasanu BoAy i Cymill ekcTparyBanu eTtunauertatoMm. EkcTpakT mocnigoBHO npomwuBanu
BOAOIO | HACUYEHVM PO3COMOM, CyLIMMK Hag 6e3BoAHMM CynbdaToM HaTPIlo | PO3YMHHMK ynaproBanu
NpW NOHMKEHOMY TUCKY, OOEPXKYIUM BKasaHy B 3aronosky cnonyky (10,7 r).

'H AMP (300 My, AMCO-dg) d 3,33 (3H, c), 6,62 (1H, k, J=6,8 I'u), 7,48-7,58 (2H, m), 7,68-7,78
(2H, m).

C) 1-(1-a3mpo-2,2,2-tpudptopetun)-4-(TpudTopMmeTokcH)beH3on

[o posuunny 2,2,2-tpudTop-1-(4-(TpudtopmeTokeu)deHin)etunmetaHcynogoHaTty (10,7 r) B N, N-
anvetundopmamigi (100 mn) gogasanu asung HaTpito (5,15 r) npu KiMHaTHIN TemnepaTypi. PeakuinHy
cymiw nepewmiwysanu npu 100°C npoTarom 24 r i NOTiM NpW KiMHATHIM TeMnepaTtypi NpoTArom 2 gHiB.
[o peakuiiHOl cymiwi gopjaBanu BOAY i CyMmill ekcTparysanu fJieTunoBuMm eTepoM. EkcTpakT
nocnigoBHO NPOMMBANM BOAOK i HACMYEHUM PO3COMOM, CylInnn Hag 6e3BoaHUM cynbaTom HaTpIto i
PO3YMHHUK ynaploBanu nNpu MNOHWXEHOMY TUCKY. 3anuwiok oyuliann xpomaTtorpadieto Ha cunikareni
(rekcaH/eTnnaueTar), 04epXKyun BKasaHy B 3aronoBky cnonyky (5,12 r).

'H AMP (300 Mr'u, CDCl3) & 4,94 (1H, k, J=6,8 I'u), 7,26-7,33 (2H, m), 7,43-7,53 (2H, m).

D) 2,2,2-tpudTop-1-(4-(TpudpTopmeTokeu)dpeHin)etaHamiH

[o posuunHy 1-(1-a3mpo-2,2,2-TpucptopeTtun)-4-(TpudpTopmetokcn)oeHsony (4,92 r) y meTaHoni
(30 mn) popasanu 10 % nanagin-syrinng (Mictutb 50 % Boam, 1 r). PeakuiHy cyMmiw nepemillysanu
npu KiMHaTHIA TemnepaTtypi 2 r B aTMocdepi BOAHIO, HEPO3UYMHHY PEYOBUHY BiadinbTpoByBaNM i
dinbTpaT KOHLUEHTpyBanu npuv MOHWXEHOMY TucKy. [lo 3anuwiky popasanu poscin i cymiw
eKkcTparyBanu LieTUroBMM €eTepoM. EKCTpakT npommuBanu HacMYeHMM pO3COJSIOM i Cylumnu Hapg
©e3BogHUM CynbgaToM HaTpito, PO3YMHHKK yYNaploBanu nNpu NOHWKEHOMY TUCKY, OAEPXKYHOYM BKa3aHy
B 3arornoBky cnonyky (4,31 r).

'H AMP (300 My, AMCO-dg) & 2,57 (2H, wc), 4,49-4,68 (1H, m), 7,34-7,44 (2H, m), 7,58-7,68
(2H, m).

E) 2-okco-N-(2,2,2-Tpudptop-1-(4-(TpudTtopmeTokcmn)deHin)etun)-2,3-gurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig,
Bkasany B 3arornioBky Cronyky ofepxysanu 3 2,2,2-tpucptop-1-(4-

(TpudTOPMETOKCH)hEHIN)eTaHaMiHy TakMM e camuM YnMHOM sik Ha Ctagiax F-l MNpuknagy 63.
MC (IAT+): [M+H]"435,1.
Mpuknag 181
7-meTun-2-okco-N-(2-(nipuamn-3-inokcn)-1-(4-(TpudTopmeToKCH)beHin)etun)-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia
A) 2-((5-6pomnipnanH-3-in)okem)-1-(4-(TpudTopmeToKeH )dpeHin)eTaHoH
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[o posuunHy 5-6pomnipmamH-3-ony (5 r) B N, N-aumetundpopmamiai (100 mn) gogasanun 60 %
rigpma Hatpito (1,72 r) npu 0°C. PeakuinHy cymiw nepemiwysanu npy 0°C npotarom 30 xB, 4O HbOro
npu 0°C popaBanun 2-6pom-1-(4-(TpucdbtopmeTtokcn)deHin)etaHoH (9,76 r). PeakuiiHy cymiw
nepemillysanu nNpu KiMHaTHIn Temnepatypi Nnpotarom 3 r, 4oAaBanu e HaCU4EeHUN BOOHWUA PO3YUH
XINOpUAY aMOHito | CyMmill ekcTparyBanu etTunauetaTtomMm. EKCTpakT npomuBany HacM4eHUM PO3COSIOM,
cywunu Hag 6e3BogHMM CynbaToOM MarHilo i PO3YMHHUK ynaproBany MNpu MOHWKEHOMY TUCKY.
3anuvuok o4YManu KONOHKOBOK xpomatorpadieto Ha cunikareni (rekcan/etunaueTar) i ogepxaHy
TBEPAY PEYOBUHY NPOMMBANW FEKCaH, OAEPXKYIOYM BKa3aHy B 3arofnioeky cnonyky (7,78 r).

MC (IAT+): [M+H]*376,0.

B) 7-meTnn-2-okco-N-(2-(nipugunH-3-inokcn)-1-(4-(TpudTopmeToken)deHin)etun)-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

BkasaHy B 3aronoBky crnonyky opgepxyBann 3 2-((5-6pomnipmamH-3-in)okcm)-1-(4-
(TpudpTopmeTOKCUH)hEHIN)eTaHOHY TaknM xe camuM YuHoM sK | Ha Cragii D Mpuknagy 2, Craaii B
Mpuknagy 132 i Crapii G Mpuknagy 7.

MC (IAT+): [M+H]"488,2.

Mpuknag 182

N-(2-rigppokcu-1-(4-(TpudTopmMeToKemn)beHin)etun)- 7-metun-2-okco-2,3-aurigponipngo[2,3-
b]nipa3nH-4(1H)-kapbokcamig

BkazaHy B  3aronoBky crnonyky —opepxyBanum 3 2-((5-©6pomnipnanH-3-in)okcm)-1-(4-
(TpudpTOopMeETOKCU)PEHIN)ETAHOHY TakMM ke caMmuM YmMHOM sK | Ha Ctagii D Mpuknagy 2, Cragii B
Mpuknagy 132 i Ctapji G Mpuknagy 7.

MC (IAT+): [M+H]" 411,1.

Mpuknag 183

N-(1-(3,5-gudptop-4-(TpMdTOPMETOKCH)(PEHIn)-2-MeTOKCUETIUI)- 7-METUI-2-0KCOo-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

A) 5-(1-etokcusiHin)-1,3-andTop-2-(TpudTopmeTokcn)beH3on

CymiLu 5-6pom-1,3-gndTtop-2-(TpudTopmMeToKCH)beH3ony (5,00 r), TpnbyTnn(1-
eToKCuBIHin)cTaHaHy (7,17 r), Bic(tpudeHindgocdiy)anxnopnanagito (ll) (0,38 r) i Tonyon (100 mn)
nepemiwysanu npotsarom Hodi npu 100°C B atmMocdepi a3oTy i gogasanu 1 M xnopBogHEBY KMCNOTY
(20 mn). PeakuinHy cymiw nepemiwyBanu nNpwu KiMHaTHIN TemnepaTtypi npoTtdarom 3 r, gogasanu
HacW4YeHWI PO3Cin i CyMmill ekcTparyeanu eTunauetaTtoMm. EKCTpakT npomMuBanu HacCMYEHM PO3COSIOM,
cywunu Hag 6e3BogHUM cynbdaToM MarHito i o4mLLany KONOHKOBOK XxpomaTtorpadieto Ha curikareni
(NH, rekcaH/eTunaueTaT), O4EPXYOUM BKa3aHy B 3aronoBky cnonyky (4,24 r).

'H AMP (300 Mry, CDCl3) & 1,42 (3H, T, J=7,0 T'u), 3,91 (2H, k, J=6,8 T'y), 4,31 (1H, A, J=3,4 L),
4,67 (1H, g, J=3,0 'u), 7,21-7,35 (2H, m).

B) 1-(3,5-audptop-4-(TpndpTopmeToKkcu )dpeHin)eTaHoH

Cywmiw 5-(1-etokcusiHin)-1,3-gudTop-2-(TpudTtopmeTokcm)beHsony (4,24 r), 6 M xnopsoaHeBoOi
kucnotn (15 mn), auetoHy (50 mn) i Boam (15 mn) nepemiwyBanu Npu KiMHaTHIN TemnepaTypi
npotarom 5 r i cymiw ekctparysanu eturauetaTtomM. EKCTpakT npomuBanu HacM4YeHWM pPO3COSIOM,
cywunu Hag 6e3BogHMM Cynb@aToM MarHilo i PO3YMHHUK ynaploBanu NpuU MOHMKEHOMY TUCKY,
o,u,eE»Kyroqm BKasaHy B 3arofoeky crnonyky (3,51 r).

H AMP (300 MI'y, CDCl3) 6 2,60 (3H, c), 7,56-7,67 (2H, m).

C) N-(1-(3,5-audTop-4-(TpudTopMETOKCH )(PEHIN)-2-MeToKCUeTUnN)-7-MeTun-2-okco-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky crnonyky oaepxysanu 3 1-(3,5-gudptop-4-(TpncdtopmeToKkcu ))peHin)eTaHoHy
Takum xe camum 4mMHoM Sk i Ha Ctagii A MNpuknagy 143, Cragii D Mpuknagy 63, Ctaaii D MNpuknagy
2, Ctagii B MNpuknaay 15 i Cragii G MNMpuknaay 7.

MC (IAT+): [M+H]" 461,1.

Mpuknag 184

N-(3-rigpokcu-2,2-aumeTtun-1-(4-(tpudtopmeTokcmn)deHin)nponin)-7-meTnn-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

o cymiLui N-(3-((TpeT-6yTuUn(andenin)cunin)oken)-2,2-gumetnn-1-(4-
(TpudbTopmeToKkeu)dbeHin)nponin)-7-meTunn-2-okco-2,3-aurigponipnaol2,3-blnipasunH-4(1H)-
kapbokcamigy (90 mr) i outoBoi kucnoTtu (23,5 mr) B TeTparigpodypani (5 mn) gogasanu 1 M po3uyumH
dTopug TeTpa-H-OyTunamoHito/TeTparigpodypan (0,391 mn). PeakuiiHy cymiw nepemiwyBanu
npoTAroM  Hodi  npu  KiMHATHIM ~ TemnepaTtypi i popmaBarm 1 M dtopug TeTpa-H-
BytunamoHito/teTparigpodyparH (0,782 wmn). PeakuiiHy cymiw nepemiwyBanuM npu  KiMHaATHIN
TemnepaTypi 2 r i noTim npoTtarom Hodi npy 50°C. [Jo peakuiiHOi CyMilli o4aBanu HacUYeHU poscin
i cymil ekcTparyBanu eTunauetatoMm. EKCTpakT npomMuBanu HacWYeHWM pPO3COSIOM, CYLUMAW Hapg
6e3BoAHNM CynbdaToM MarHito i PO34YMHHMK ynaproBarnu rnpu NOHWKEHOMY TUCKY. 3anuok ouunLLanm
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KOMOHKOBOK XpomaTorpadieto Ha cunikareni (rekcaH/eTunauerar), OAepXyoUYn BKasaHy B 3arofoBKy
cnonyky (43,2 wr).

MC (IAT+): [M+H]"453,2.

Mpuknag 185

N-(2-dpTop-2-MmeTnn-1-(4-(TpudpTopmeToKCH)dpeHin)nponin)-2-okco-2,3-gurigponipmuaol2,3-
b]nipa3nH-4(1H)-kapbokcamig

A) meTtun (4-(TpndbtopmeTokcun)deHrin)aueTart

[o po3unHy (4-(TpudTopmeTokcn)deHrin)outooi kucnotn (5,00 r) y metadoni (31,3 mn)
AodaBanu KoHU,. cipvaHy kucnoty (237 mkn). PeakuiiHy cymiw nepemiwysanu npu 70°C npotarom 3 1
i KOHLEHTPYBanu Npu NOHMWXEHOMY TUCKY 00 NpubnnsHo 10 mn. [Jo 3anuwiky gogaBanu Bogy i CyMill
eKcTparyBanu eTtunaueTtatom. EKCTpakT nocnigoBHO npoMuMBanuM HacMYEeHUM BOOHUM PO3YUHOM
rigpokapboHaTy HaTpilo i HacM4YeHWM pO3COnoMm, cywunu Hag 6e3BogHUM cynbdaTom HaTpito i
PO3YMHHUK ynaproBanu nNpu NOHWKEHOMY TUCKY, OAEPXYOUM BKa3aHy B 3arofioBky crnonyky (5,23 r).

'H AMP (300 Mru, CDCl3) & 3,63 (2H, c¢), 3,71 (3H, ¢), 7,17 (2H, A, J=7,9 Tw), 7,27-7,37 (2H, m).

B) 2-meTun-1-(4-(TpudTopmeTOoKCH)heHin)nponaH-2-on

Ho po3uuHy metun (4-(TpudptopmeTtokcu)deHin)auertaty (5,23 r) B TetparigpodypaHni (200 mn)
noBinbHO gogaeanv 1 M pos3unH MeTunmarHinbpomia/Tetparigpodypat (55,8 mn). PeakuiiHy cymiw
nepemiwysanuM nNpOTAroM HOYIi  NpuM  KiMHaATHIA  TemnepaTtypi, gogaBamm 1 M po34yuH
MeTunmarHinbpomig/tTetparigpodypan (55,8 mn) i cymilw nepemiwyBanuv npu KiMHaTHIA TemnepaTypi 2
r. [lo peakuivHOi cymiwi gogaBanyM HacWYeHWA BOOHWMW PO3YMH xropugy amodito npu 0°C i cymiw
eKkcTparyBanu etunaueratoMm. EKCTpakT npomMmuBanu HacM4eHMM pPo3COSIoM, CyLIMNn Hag 6e3BoaHUM
cynbdatoM HaTpito i PO3YMHHUK yaproBanu Npy NOHWKEHOMY TUCKY. 3anyLIOK O4MLLaNM KONIOHKOBO
xpomaTtorpadieto Ha cunikareni (rekcaH/eTunaueTaT), O4epPXKyo4M BKazaHy B 3arofioBky crnonyky (2,65

r).

'H AMP (300 My, CDCl3) & 1,23 (6H, c), 1,30 (1H, ¢), 2,77 (2H, ¢), 7,11-7,19 (2H, m), 7,21-7,29
(2H, m).

C) 1-(2-dptop-2-meTunnponin)-4-(TpudTopMeTOKCH)6EH30N

Ho 2-meTtun-1-(4-(tpudTopmeTokcu)eHin)nponaH-2-ony (2,55 r) gogasanu tpudptopug N, N-
gietunamiHocipku (2,88 mn) npu 0°C i peakuinHy Cymill nepemillyBany NPOTAroM HOYi NPy KIMHATHIN
TemnepaTypi. PeakuiiHy cymiw po3Bogunu OieTurnoBuMm etepom, Ao Hel goaasanu oy npu 0°C i
CyMill eKcTparysanu fieTunosum etepoM. EKCTpakT nocnifoBHO NpoMuBanyi HacUYeHWM BOOHWUM
PO34YMHOM TigpokapboHaTy HaTpilo i HAacUMYEeHWM pO3COSioM, Cywunu Hag 6e3BogHWM cyrnbdaTom
HaTpilo | PO3YMHHMK ynapioBanuM MpU MOHMKEHOMY TUCKY. 3anuloK ouvuliany  KOMOHKOBO
xpomaTtorpadieto Ha cunikareni (rekcaH), oaepXyroudn BkazaHy B 3aronoBky cnonyky (1,59 r).

'H AMP (300 Mru, CDCl3) & 1,30 (3H, c), 1,37 (3H, c), 2,83-2,97 (2H, m), 7,09-7,18 (2H, m), 7,20-
7,28 (2H, m).

D) 1-(1-6pom-2-dpTop-2-meTunnponin)-4-(TpupTopmeToKCH)6eH30r

Cymiw  1-(2-dpTop-2-meTunnponin)-4-(tpucptopmetoken)oensony (1,59 r), N-BpomcykunHimigy
(1,59 1) i 2,2-a3obic(2-metunnponioHitpuny) (113 wr) B TpudtopmeTnnbensoni (33,7 wmn)
nepemiwysanu npu 80°C 2 r. [Jo peakuinHOi cymiwi gofdaBanu rekcaH, HEepPO3YUHHY PEeYOBUHY
BigdinbTpoBYBanu i iNnbTpaT KOHUEHTPyBanu npuv MOHWKEHOMY TUCKY. 3anuoK oyuwanu
KOJTOHKOBOK Xpomartorpadoieto Ha cunikareni (rekcaH), ogepXxyrum BKasaHy B 3arofioBKY CMOJTYKY
(1,66 ).

'H AMP (300 My, CDCI3) & 1,48 (3H, A, J=3,8 u), 1,55 (3H, a, J=4,9 T'u), 4,92 (1H, g, J=17,3
Mu), 7,18 (2H, g, J=8,3 'y), 7,49 (2H, g, J=8,7 ).

E) 1-(1-a3ngo-2-dtop-2-meTunnponin)-4-(TpnudTopMeTOKCH)OEH30

Cymiw 1-(1-6pom-2-cpTop-2-meTunnponin)-4-(TpudtopmeTtokcn)oeHsony (1,56 r) i asmgy HaTtpito
(1,65 r) B N, N-gumetnncdopmamiai (33,1 mn) nepemiwysanu npotarom Hodi npu 100°C, go Hei
Jofasanu BoAy i CyMill ekcTparysanu gieTunoBum etepoM. EkCTpakT nocnigoBHO npoMuBanu BoAoH
i HACMYeHMM PO3COSoM, Cynnu Hag 6e3BOAHUM cynbaToM HaTPIlo i PO3YMHHMK ynaproBanu npu
NMOHWXXEHOMY TUCKY, OOepXyHun Bka3aHy B 3aronosky cnonyky (1,13 r).

'H AMP (300 Mru, CDCly) & 1,27-1,34 (3H, m), 1,35-1,42 (3H, m), 4,55 (1H, A, J=13,9 Tu), 7,18-
7,26 (2H, m), 7,39 (2H, g, J=8,7 T'w).

F) 2-cptop-2-meTun-1-(4-(TpudTopMmeToKCH)peHin)nponaH-1-amix

Cywmiw 1-(1-a3ngo-2-dTop-2-metunnponin)-4-(tpucdptopmetokcn)oensony (1,13 r) i 10 % nanagin-
Byrinnga (mictutb 50 % Boan, 110 mr) y meTtaHoni (7 mn) nepemillyBanu npu KiMHaTHIA TemnepaTypi
npotarom 1 r B aTtmoccepi BoAHK | KaTanisatop BiadinbTpoByBanu. o dinbTpaTt gogasanu
HacuyeHun poscin i Cymill ekcTparysanu OieTUnoBUM eTepoM. EKcTpakT nocnigoBHO npomMuBanu
BOZOIO | HACMYEHM PO3COMOM, CYLUMMK Hag 6e3BoAHMM CynbdaToM HaTPIo | PO3YMHHMK ynaproBanu
NpW NOHMKEHOMY TUCKY, OOEPXKYI0UN BKa3aHy B 3aronoBky cnonyky (971 wmr).
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MC (IAT+): [M+H]"252,1.

G) N-(2-dpTOp-2-MeTnn-1-(4-(TpudpTopmeToKcH)dhbeHin)nponin)-2-okco-2,3-gurigponipmao[2,3-
b]nipa3nH-4(1H)-kapbokcamig
BkasaHy B 3arofoBKy CMosnyky ogepXyBanu 3 2-¢ptop-2-meTun-1-(4-

(TP TOPpMETOKCH)dDEHIN)NponaH-1-aMiHy TakMM e camum YnHOM sk i Ha Ctagii E MNpuknagy 168.

MC (IAT+): [M+H]"427,1.

Mpuknag 186

2-okco-N-(1-(4-(2H-1,2,3-Tpunason-2-in)deHin)nponin)-2,3-gurigponipnao[2,3-b]nipasuH-4(1H)-
kapbokcamig

A) 1-(4-(2H-1,2,3-Tprason-2-in)deHin)nponaH-1-oH

Cymiw 2-an-tpeTt-6yTnndocdido-3,4,5,6-tetpameTun-2',4',6'-tpmizonponin-1,1'-6iceHiny (181 wmr)
i Tpic(ombeHsunigeHaueToH)aunanagito (0) (172 mr) B Tonyoni (4 mn) nepemiwyBanu npu 120°C
npotaroMm 3 xB B atMmocdepi aproHy. Cymiw gogasanu go cymiwi 2H-1,2,3-tpunasony (389 wmr), 1-(4-
B6pomdpenin)nponaH-1-oHy (1 r) i Tpukanin cocdaty (1,99 r) B Tonyoni (15 mn) npu KiMHaTHIRN
TemnepaTypi B atmocdepi aproHy. PeakuiiHy cymil HarpiBanu i3 3BOPOTHIM XOMNOAUINBHUKOM
npotarom 16 r B atmocdepi aproHy, 4o Hel gogasanu Bo4y i CyMill eKkcTparyBanu eTtunaueTaTom.
EkcTpakT cywumnu Hag 6e3BogHUM CynbgaToM HaTpilo i PO3YMHHMK yrnapltoBanu npu NOHWXKEHOMY
TMUCKY. 3anuoK ou4umliany KOMOHKOBOK XpomaTtorpadpiero Ha cunikareni (rekcaH/etunauerar),
O[epPXKytoum BKazaHy B 3arofioBKy crnonyky (858 mr).

'H AMP (300 Mru, AMCO-dg) & 1,11 (3H, T, J=7,2 W), 3,09 (2H, k, J=7,2 I'u), 8,16 (4H, c), 8,21
(2H, c).

B) 2-okco-N-(1-(4-(2H-1,2,3-Tpnason-2-in)deHin)nponin)-2,3-gurigponipnao[2,3-b]nipasuH-4(1H)-
kapbokcamig,

BkasaHy B 3aronosky crnonyky ogepxysanu 3 1-(4-(2H-1,2,3-Tpmason-2-in)deHin)nponaH-1-oHy
Takum e cammm YmHoM sk i Ha Ctagii C MNpuknagy 1, Cragii B MNMpuknagy 54 i Ctagii B MNpuknagy 53.

MC (IAT+): [M+H]"378,2.

Mpuknapg 187

N-(2-dpTOp-2-MeTnn-1-(4-(TpudTopMeTOKCH )dPEeHin)nponin)-7-MeTun-2-oKkco-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

BkasaHy B 3aronosky crnonyky ofepxysanu 3 2-pTop-2-meTnn-1-(4-
(TpudTOPMETOKCH)CheEHIN)NponaH-1-aMiHy TakuM e camum YnHoM 4K | Ha Ctagii E MNpuknagy 168.

MC (IAT+): [M+H]"441,2.

Mpuknag 188

N-(1-(3-dpTop-4-(niponignH-1-in)deHin)-2-MmeTokCMeTUN)-7-MeTNM-2-0KCo-2,3-gurigponipnao[2, 3-
b]nipasuH-4(1H)-kapbokcamig

A) 2-6pom-1-(4-6pom-3-bTopdeHin)eTaHoH

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 1-(4-6pom-3-TopdeHin)eTaHoHy Takum Xe camum
ynHOM $K i Ha Ctagiji F MNpuknagy 66.

'H AMP (300 My, AMCO-ds) d 4,96 (2H, c), 7,77 (1H, aa, J=8,3, 1,9 I'y), 7,90-8,00 (2H, m).

B) 1-(4-6pom-3-cTOopdeHin)-2-MeToOKCUETAHOH

BkasaHy B 3aronoBky Crnonyky ofepxysanu 3 2-6pom-1-(4-6pom-3-pTopeHin)eTaHoHy Takum xe
camum YnHoM sik i Ha Ctagaii D MNpuknagy 63.

'H AMP (300 Mru, CDCl3) & 3,50 (3H, c), 4,62 (2H, c), 7,56-7,76 (3H, m).

C) 2-(4-6pom-3-pTopdeHin)-2-(MmeTokcnumeTun)-1,3-giokconaH

Cymiw 1-(4-6pom-3-cpTopdeHin)-2-meTokcuetaHoHy (1,01 r), MmoHorigpaTy n-Tonyoncynb¢OHOBOI
kncnotu (77 wr) i 1,2-etangiony (506 mr) B Tonyoni (20 mn) HarpiBanu i3 3BOPOTHIM XONOAUNBHUKOM
BMKOPUCTOBYIOUMN Hacaaky [iHa-CTtapka 5 r i po34nMHHMK ynaproBanm npuy NoHMWKEHOMY TUCKY. 3anmLiok
ouMLanM KOJIOHKOBOK xpomaTtorpaduieto Ha cunikareni (NH, rekcaH/eTvnauetarT), OLEPXYHUU
BKasaHy B 3aronosky cronyky (1,00 r).

'"H AMP (300 My, IMCO-dg) & 3,24 (3H, c), 3,54 (2H, c), 3,73-3,87 (2H, m), 3,95-4,09 (2H, m),
7,21 (1H, pg, J=8,2, 2,0 'y), 7,33 (1H, g, J=9,8, 2,1 '), 7,70 (1H, oa, J=8,2, 7,3 T'w).

D) N-(1-(3-dpTop-4-(niponianH-1-in)deHin)-2-meTokcneTnn)-7-MmeTun-2-okco-2, 3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronioBky crnonyky ogepxysanu 3 2-(4-6pom-3-pTopdeHin)-2-(meTokcnumeTmn)-1,3-
JioKconaHy TakuM xe camuM YmHOM sk | Ha Ctagil A Mpuknagy 147, Ctagail C MNpuknagy 1, Ctagii B
Mpuknagy 54 i Ctagii B Npuknagy 53.

MC (IAT+): [M+H]"428,2.

Mpuknag 189

N-(1-(3-dpTop-4-(1H-nipon-1-in)deHin)-2-meTokcneTnn)-7-meTnn-2-okco-2,3-aurigponipngo[2,3-
b]nipa3nH-4(1H)-kapbokcamig,
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BkasaHy B 3aronoBky crnonyky ogepxysanu 3 2-(4-6pom-3-cdpTopdeHin)-2-(meTokcumeTun)-1,3-
JioKconaHy TakuMm xe camuMm 4YmHOM sk | Ha Ctagil A Mpuknagy 147, Cragii C Mpuknagy 1, Ctagii B
Mpuknagy 54 i Ctagii B Mpuknagy 53.

MC (IAT+): [M+H]"424,2.

Mpuknag 190

8-(2-rigpokcunponan-2-in)-N-(2-meTokcu-1-(4-(TpudTopmeToken)deHin)eTmn)-2-okco-2, 3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

A) 2-xnop-3-HiTPOi30HIKOTUHOBA KMUCIOTa

BkasaHy B 3aronosky Crnonyky ogepxysanu 3 2-Xrnop-4-metun-3-HiTponipuanHy Takmm xe camum
ynHom gk i Ha Ctagii A Mpuknaay 167.

MC (IAT-): [M-H]201,0.

B) meTun 2-xnop-3-HiTpOi3OHIKOTMHAT

[o cymiwi 2-xnop-3-HiTpoi3oHIKOTMHOBOI kncnotu (2,03 r) i TioHinxnopuay (21,9 mn) gogasanu N,
N-gumeTtundopmamig (aei kpanni). PeakuinHy cymiw nepemiwysanu npu 70°C npotarom 15 xB i
PO34YMHHUK ynaproBanu npu NoHWKeHoMy Tucky. [o 3anuwky gogasanu metaHon (10 mn) npm 0°C,
peakuinHy cymiw nepemiwysanu npu 0°C npotarom 10 XB i pO34YMHHMK ynaptoBanu npu NoHMXeHoOMy
TUCKY. 3anuwioK o4uwanM KONOHKOBOKW xpomaTorpadiieto Ha cunikareni (rekcaH/etunauerar),
o,ueE»Kylqu BKasaHy B 3arofioBky cnonyky (2,15 r).

H AMP (300 MI'y, CDCls3) 6 3,97 (3H, c), 7,86 (1H, g, J=5,1Tu), 8,68 (1H, g, J=4,9 'u).

C) MeTuUn 4-((2-meToKCK-1-(4-(TpndTOpMETOKCH)dheHIN)eTnn)kapbamoin)-2-okco-1,2,3,4-
TeTparigponipmao[2,3-b]nipasuH-8-kapbokcunat

BkasaHy B 3aronoBKy CMONyKy OAEpXyBanu 3 MeTUI 2-XNop-3-HITPOiI3OHIKOTMHATY Takum Xe
camum YnHoM sik Ha Ctagisx A-B Mpuknagy 1 i Ctaaii C-D Mpuknagy 19.

MC (IAT+): [M+H]"469,2.

D) 8-(2-rigpokcunponaHn-2-in)-N-(2-metokeu-1-(4-(Tpud TopmeToKemn ) eHin)etun)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

o posunHy meTtunn 4-((2-metokcun-1-(4-(TpudTtopmeTokemn)deHin)etun)kapbamoin)-2-okco-1,2,3,4-
TeTparigponipnao[2,3-b]nipasuH-8-kapbokcmnaTty (234 mr) B TeTparigpodypaHi (5 mn) gogasann 1 M
po3unH MeTunMmarHinbpomig/retparigpodypan (10 mn) npu KiMHaTHIN TemnepaTypi. PeakuivHy cymil
nepemiwysann npu KiMHaTHinW Temnepatypi npotarom 20 r, go Hei npu 0°C pgopasarm 1 M
XNOPBOAHEBY KUCMOTY i CyMmill ekcTparysanu eTturnaueraToMm. EKCTpakT nocnigoBHO npomueanu
BOZOI | HACUYEHVM PO3CONOM, CYLLUMIN Hag 6e3BoAHUM cynbdaToM MarHilo i pO34MHHMK ynapioBanm
Npyv MOHWXKEHOMY TUCKY. 3anuloK OuYMLanu KOJFIOHKOBOK Xxpomartorpadiieto Ha cunikareni
(rekcaH/eTvnaueTar) i NnepekpucTanidyBanu 3 rekcaH/etunaueTtaT, O4EpPXYUN BKazaHy B 3arofioBKy
crnonyky (47 wmr).

MC (IAT+): [M+H]" 469,2.

Mpuknag 191

8-aueTtnn-N-(2-meTokcu-1-(4-(TpudTopMeToKCH)heHin)eTun)-2-okco-2,3-aurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamig

o posunHy meTtunn 4-((2-metokcu-1-(4-(TpudTopmeTokemn)deHin)etun)kapbamoin)-2-okco-1,2,3,4-
TeTparigponipnao[2,3-b]nipasuH-8-kapbokcunaTty (234 mr) B TeTparigpodypani (5 mn) gogasann 1 M
po3unH MeTunmarHinbpomig/retparigpodypar (10 mn) npu KiMHaTHIN TemnepaTypi. PeakuinHy cymilu
nepemilysanu npu KiMHaTHin Temnepatypi npotarom 20 r, go Hei npu 0°C pgopasarm 1 M
XJSIOPBOOHEBY KUCIOTY i CyMmilWl ekcTparyBanu eTtunaueTaTtoM. EKCTpakT nocnigoBHoO npomuBanm
BOZOIO | HACUYEHM PO3CONOM, CYLUMIN Hag 6€3BOAHUM CynbdaToM MarHito i pO34YMHHMK ynaptoBanm
Nnpyv MOHWXKEHOMY TUCKY. 3anuoK OouYMany KOSIOHKOBOK Xpomartorpadiieto Ha cunikareni
(rekcaH/eTunaueTar) i nepekpucTaniayBanu 3 rekcaH/etunauertaT, o4epXKylumn BKasaHy B 3arorioBKy
crnonyky (22 wmr).

MC (IAT+): [M+H]" 453,1.

Mpuknag 192

8-(rigpokcumeTun)-N-(2-metokeu-1-(4-(TpudTopmeToKeH)eHin)eTun)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

A) 4-((2-meTokcu-1-(4-(TpudTopMeToKCH)dpeHin)eTmn) kapbamoin)-2-okco-1,2,3,4-
TeTparigponipmao[2,3-b]nipasuH-8-kapboHoBa kucrnoTa

Ho cymiwi metnn 4-((2-meTtokcu-1-(4-(TpndbTopmeTokeun)deHrin)eTun)kapbamoin)-2-okco-1,2,3,4-
TeTparigponipmao[2,3-b]nipasuH-8-kapbokecunaty (468 mr) B TeTparigpodypani (10 mn) i metaHoni
(2,0 mn) pogasanu 1 M BogHWI PO34mH rigpokcuay HaTpito (2,0 mn). PeakuinHy cymiw nepemiiysanmu
1 1, HeuTpanizyBanu BuKkopuctoByodnm 1 M XNOpBOAHEBY KUCMOTY | CyMmill ekcTparyBanu
eTunaueTtatoM. EkcTpakT nocnigoBHO NpoMuBanyM BOAOK i HAaCUYEHUM PO3COMOM, CYLIMNWU Hapg
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6e3BoagHMM CynbdaToOM MarHilo i PO3YMHHUK ynaploBanu nNpu MNOHWKEHOMY TUCKY, OLEPXKYHUM
BKa3aHy B 3aronosky cnonyky (452 wmr).

MC (IAT+): [M+H]" 455,1.

B) 8-(rigpokcnmeTnn)-N-(2-meTokeu-1-(4-(TpudTopmeToKeH )deHin)eTnn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

o pPO34MHYy 4-((2-meTokeu-1-(4-(TpudpTtopmeTokemn)eHin)etun)kapdbamoin)-2-okco-1,2,3,4-
TeTparigponipmao[2,3-b]nipasuH-8-kapboHoBoi  kucrotn (445 wmr) B TeTparigpodypaHi (10 mn)
pogaBanu isooytunxnopdopmiat (0,153 wmn) i Tpmetunamin (0,205 wmn). PeakuiiHy cyMmil
nepemillysanu Npu KiMHaTHi TemnepaTtypi NpoTarom 1 r i HEPO3UMHHY peyoBUHY BiAdINLTPOBYBANN.
o dinsTpaty gogasanu BogHwun po3duH (1 mn) Goprigpuay HaTpito (74,1 wmr). PeakuiviHy cymiw
nepemiwysann 1 r, 0O Hel gogasanu BOAY i CyMill ekcTparyBanu etunauetatom. EkcTpakr
NnocrnigoBHO NPOMUBANM BOAOK | HACUYEHUM PO3COMOM, CyLUMNKN Hag 6e3BoaHMM cynbdaToM MarHito i
PO3YMHHUK yrapioBasnun nNpu NOHWKEHOMY TUCKY. 3anuLLOK O4YMLLAn KOSTOHKOBOK XpoMaTorpadieto Ha
cunikareni (rekcaH/eTunauetaT) i nepekpucTaniayBanu 3 rekcaH/etunauertar, OAepXylouM BKka3aHy B
3aronoBky crnonyky (13 wmr).

MC (IAT+): [M+H]" 441,2.

Mpuknag 193

N-(2-eTun-2-rigpokcu-1-(4-(TpudTopmeTokcn)deHin)byTtnn)-2-okco-2,3-gurigponipmao[2, 3-
b]nipa3nH-4(1H)-kapbokcamig

A) TpeT-6yTunn (2-okco-1-(4-(TpudTopmeToKCH)dpeHin)oyTnn)kapbamaT

o pO34MHy TpeT-6yTun (2-(meToKCH(METMM)aMiHO)-2-0KkCO-1-(4-
(TpudpTopmeTokeu)hbeHin)etun)kapbamaty (355 wmr) B Tetparigpodypadi (20 mn) gogasanm 3 M
po3unH eTunmarHinbpomig/gietnnosui etep (5,0 Mn) npu KiMHaTHIN TemnepaTtypi. PeakuinHy cymilu
nepemiwysanu npu KiMHaTHIn TemnepaTypi npotarom 20 r, gogasanu 1 M xnopBogHEBY KUCNOTY i
CyMill ekcTparyBanu etunauetatoMm. EKCTpakT nocnigoBHO npomMuBanu BOAOK | HaCUYeHUM
pO3COMOM, CyLUUNM Hag 6e3BogHMM CynbdaTtoM MarHito i PO3YMHHMK ynaproBanu npu NMOHMKEHOMY
TMUCKY. 3anuoK ou4umLianyM KOMIOHKOBOK XpomaTorpadpiero Ha cunikareni (rekcaH/etunauerar),
OLlePXKytouM BKa3zaHy B 3arofioBKy crnonyky (254 wmr).

'H AMP (300 Mru, CDCls) & 1,00 (3H, T, J=7,3 'u), 1,40 (9H, c), 2,29-2,49 (2H, m), 5,30 (1H, o,
J=6,0l'u), 5,91-6,01 (1H, m), 7,17-7,24 (2H, m), 7,30-7,37 (2H, m).

B) TpeT-6yTnn (2-eTnn-2-rigpokcu-1-(4-(TpudtopmeTokcn)deHin)oyTun)kapbamat

Ho posuuHy TpeT-OyTun (2-okco-1-(4-(tpudtopmeTtokcn)deHin)oytun)kapbamaty (320 wmr) B
TeTparigpodypaHri (10 mn) gogasanu 3 M posuunH eTunmarHinbpomig/gietunosun etep (5,0 mn) npum
0°C. PeakuinHy cymiwl nepemiwlyBanu npu kKiMHaTHin Temnepatypi npotarom 20 r, go Hel npu 0°C
popgasanu 1 M xnopBOAHEBY KMCNOTY i Cymill ekcTparyBanu eTunaueTtatoM. EkcTpakT nocnigoBHO
npoMMBany BOAOI i HACUYEHMM PO3COSIOM, CyLLIMNKN Hag 6e3BOAHUM CyNbdaToM MarHito i PO34YMHHUK
yrnaproBanu npu NOHMKEHOMY TUCKY. 3anuLIOK oumLLanu KOJIOHKOBOK XpomaTtorpadieto Ha cunikareni
(rekcaH/eTnnaueTar), 04epXKyun BKasaHy B 3aronoBky crnonyky (170 wr).

MC (IAT-): [M-H] 376,2.

(03] N-(2-eTun-2-rigpokcu-1-(4-(TpudpTopmeTokcu)eHin)oyTnn)-2-okco-2,3-gurigponipngo[2,3-
b]nipa3nH-4(1H)-kapbokcamig

Ho TpeT-6ytnn (2-etun-2-rigpokcu-1-(4-(TpucpTopmeTokcun)deHin)oytun)kapbamary (170 mr)
ponasany 4 M posunH xnopup BoAHwo/eTunauetat (5 mMn) npu KiMHaTHIn Temnepatypi. PeakuinHy
CyMill nepemillyBanu MNpu KiMHaTHIA TemnepaTtypi npotarom 20 XB i pO34YMHHMK ynaptoBanu npu
NMOHMXEHOMY TUCKY. [lo cymiwi 3anuwky i 4-HiTpodeHin 2-okco-2,3-gurigponipnaol2,3-blnipasnH-
4(1H)-kapbokcunaTty (128 mr) B N, N-aumeTtundopmamigi (5 mn) gogasanu tpuetvnamin (0,170 mn).
PeakuinHy cymilw nepemiwyBanu npu KiMHaTHi Temnepatypi npotsarom 20 r, 4O Hei goaaBanu BOAY i
CyMill ekcTparyBanu eTtunaueTaTtoM. EKCTpakT nocnigoBHO npoMmBanu BOAOK | HaCMYEeHUM
pPO3COMOM, CyLIMNM Hag 6e3BOAHUM CynbdaTtoOM MarHito i PO3YMHHMK yrnapitoBanu nNpu NOHWXEHOMY
TUCKY. 3anulIOK ouuMlianu KOSIOHKOBOK Xpomartorpadpieto Ha cwunikareni (rekcan/etunauerar) i
nepekpucTaniayBanu 3 rekcaH/etunaueTtar, OAepXYyoumM BKasaHy B 3arofioBky cnonyky (161 mr).

MC (IAT+): [M+H]" 453,2.

Mpuknag 194

N-(2-amiHO-1-(4-(TpncbTOopMeTOKCU )peHin)eTun)-2-okco-2,3-aurigponipnao[2,3-blnipasunH-4(1H)-
kapbokcamig

[o posunHy N-(2-(1,3-giokco-1,3-gurinpo-2H-isoiHgon-2-in)-1-(4-(tpudpTopmeTtokcu)eHin)etun)-
2-okco-2,3-gurigponipnao[2,3-b]nipasunH-4(1H)-kapbokcamigy (285 mr) B etaHoni (15 mn) gogaeanu
MoHorigpaT rigpasuHy (0,211 mn) npu KiMHaTHIN TemnepaTtypi. PeakuiiHy cymill nepemiwyBanu npwm
80°C npoTarom 3 r i PO3YMHHUMK ynaptoBanu npu noHwkeHomy Tucky. [o sanuwky gogasanu 1 M
BOOHWUA PO3YMH TiAPOKCMAY HATPilo i CyMill ouyMwanu 3a AOMOMOro CUHTETMYHOrO afAcopbeHTy
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ctupon/ameiHinbeHson  (HP-20, Pyxoma asa: Boga-aueToHiTpun). 3anuwiok  ouuvwanu
npenapaTtusHoto BEPX (C18, Pyxoma d¢asa: Boga (10 MM, wo mictute NH4HCOz)/aueToHiTpun) i
ofepXaHy pakLilo KOHLEHTPyBanu npu noHmwkeHoMy Tucky. OgepxaHy TBepay PeyYOBUHY po3Tvparnm
3 rekcaH/etvnaueTart, 30upanu @inbTpyBaHHSAM i NpoMmBanu rekcaH/eTunaueTar, OLEepXKyluu
BKasaHy B 3arosoBky crnonyky (151 wr).

MC (IAT+): [M+H]"396,1.

Mpuknag 195

N-((4-6pom-2-cpTopdeHin)(4-(TpudTopmeTOKCH)DEHIN)METUN)-7-MeTUN-2-0KCO-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

A) 4-6pom-2-pTtop-N-meTokcn-N-meTunbeHsamia

BkasaHy B 3aronoBky cnonyky ogepxysanu 3 4-6pom-2-pTopbeH30MHOT KNCNOTM TakUM >Xe caMum
ynHom 4K i Ha Ctagii A MNpuknagy 31.

MC (IAT+): [M+H]"262,0.

B) (4-6pom-2-cpTopdeHin)(4-(TpudTopMeToKCH)PeHin)meTaHoH

o po3unHy 4-6pom-2-dpTop-N-meToken-N-meTunbexsamigy (10,8 r) B TeTparigpodypani (150 mr)
popgasanu 0,5 M po3uuH (4-(TpudpTopmeTokcun)deHin)marninbpomig/retparigpodpypan (165 mn) npu
KiMHaTHIN TemnepaTtypi. PeakuinHy cymiw nepemiwyBanu npoTsarom Houi npu 70°C B atmocdepi
asoTy, JoJaBanu HaCUYEeHU BOOHUIM PO34YUH XIOPUAY aMOHilo i CyMmill ekcTparyBanu etunauetaToMm.
EkcTpakt npomuBanM HacMYeHMM pO3CONIOM, CywunuM Hag 6e3BoAHMM CynbgaToM MarHito i
PO3YMHHUK yraploBarnu nNpu NOHWKEHOMY TUCKY. 3anuLLOK o4MLLani KONTOHKOBOK XpomMaTorpadieto Ha
cunikareni (rekcax/eTnnaueTar), OAepXKyH4M BKa3aHy B 3arofioBky crnonyky (11,6 r).

MC (IAT+): [M+H]"363,0.

C) N-((4-6pom-2-chTopdeHin)(4-(TpudTopmeToKen)peHin)mMeTnn)-7-MeTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig
BkasaHy B 3arornoBky Cronyky ofepXysanu 3 (4-6pom-2-cbTopdeHin)(4-

(TpudpTopmeTOKCU)DEHIN)METAHOHY TakMM e camum YmHOM sk i Ha Ctagii D lMpuknagy 2, Ctagii B
Mpuknagy 132 i Cragii B MNMpuknagy 83.

MC (IAT+): [M+H]" 553,1.

Mpuknag 196

N-((4-6pom-2-rigpokcudpeHin)(4-(TpudTopMeTOKCH)peHIn)MeTnn)-7-meTun-2-okco-2, 3-
avrigponipnao[2,3-b]nipa3unn-4(1H)-kapbokcamia

BkasaHy B 3aronoBky crnonyky ogepxyBanu 3 4-6pom-2-pTopbeH30MHOT KUCNOTK TakMM e CaMuUM
ynHomMm sk i Ha Crtagii A Mpuknagy 31, Cragii B lNpuknagy 195, Cragii D MNpuknagy 2, Cragii B
Mpuknagy 132 i Cragii B MNMpuknagy 83.

MC (IAT+): [M+H]'551,1.

Mpuknag 197

N-(2-((5-6pomnipnguH-3-in)okcn)-1-(4-(TpudTopMeTOKCH )PeHin)eTnn)-7-meTun-2-okco- 2, 3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy CMonyKy ofepXXyBarnu Takum xe camum 4YmHoMm €k i Ha Ctagil A lMpuknagy
181, Cragii D Mpuknagy 2, Ctagii B MNpuknagy 132 i Ctaaii G MNMpuknaagy 7.

MC (IAT+): [M+H]"566,1.

Mpuknag 198

N-((2-cpTopdeHin)(4-(TpudTopmeToKkeu)peHin)meTnn)-7-meTun-2-okco-2,3-aurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamig

Cymiw N-((4-6pom-2-cpTopdeHin)(4-(TpMdTOPMETOKCH)PEHIN)METUIT)-7-MeTU-2-0KCo-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kap6okcamigy (60 mr), 5 % nanagiv-syrinng (mictute 50 % Boaw,
15 wmr) i metaHony (5 mn) nepemiwyBanu 2 r B atmocdepi BogHto. Katanisatop BigdinsTpoByBamm i
inbTpaT KOHUEHTPYBanu npu NOHMXEHOMY TUCKY, OOEPXYUM BKa3aHy B 3arofioBky cnonyky (35,6
Mr).

MC (IAT+): [M+H]"475,2.

Mpuknag 199

N-((2-rigpokcudpeHin)(4-(TpndTopMeToKCU )P EHIN)MeTUnN)-7-MeTun-2-okco-2,3-gurigponipmaol2,3-
b]nipasuH-4(1H)-kapbokcamig

BkazaHy B 3aronoBky  CMOMyKy  ofdepXyeBann 3 N-((4-6pom-2-rigpokcmdoeHin)(4-
(TpudTOPMETOKCU)ChEHIN)METUN)-7-meTun-2-okco-2,3-gurigponipnao[2,3-bjnipasmH-4(1H)-
kapbokcamigy Takum xxe cammm YmHoM sik B MNpuknagi 198.

MC (IAT+): [M+H]"473,2.

Mpwuknag 200

7-meTnn-2-okco-N-(TeTparigpodypaH-2-in(4-(tpudTopmeToKCcH)deHrin)meTun)-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia
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HacTtepeomepHy CyMmiLL (110 Mr) 7-meTun-2-okco-N-(TeTparigpodypaH-2-in(4-
(TpndTOpMETOKCH)heHIN)MeTun)-2,3-aurigponipnao[2,3-bJnipa3un-4(1H)-kapbokcamigy posginanu 3a
ponomoroto BEPX (konoHka: CHIRALPAK IA, 50 mmB[Ox500 mm[, BurotoBnsetscst Daicel Chemical
Industries, Ltd., Pyxoma dcasa: rekcaH/2-nponaHon = 70/30), ogepXyw4uuM BKasaHy B 3arosyioBKy
CMOMyKy, WO Mae KOPOTLUMIA Yac yTpUMaHHs (28 mr).

MC (IAT+): [M+H]"451,2.

Mpwuknag 201

7-meTnn-2-okco-N-(TeTparigpodypaH-2-in(4-(tpudTopmeToKCcH)deHrin)meTun)-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

HiactepeomepHy CyMiLL (110 Mr) 7-meTun-2-okco-N-(TeTparigpodypaH-2-in(4-
(TpudTOpMETOKCH)heHIN)MeTun)-2,3-aurigponipnao[2,3-bJnipasun-4(1H)-kapbokcamigy posginanu 3a
ponomoroto BEPX (konoHka: CHIRALPAK 1A, 50 mmBOx500 mm[, BurotoBnsaetscs Daicel Chemical
Industries, Ltd., Pyxoma cpasa: rekcan/2-nponaHon = 70/30), ogepxyiwuuM BKasaHy B 3arofloBKY
Cnonyky, LWo Mae ApYyrni KOpoTLLUMI Yac yTpUMaHHs (16 mr).

MC (IAT+): [M+H]"451,2.

Mpwuknag 202

7-meTun-2-okco-N-(TeTparigpodypan-2-in(4-(TpucdtopmeTokcn)deHin)meTnn)-2, 3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

HiactepeomepHy CyMiLL (110 Mr) 7-meTun-2-okco-N-(TeTparigpodypaH-2-in(4-
(TpudpTopmeTokeu)dbeHin)meTun)-2,3-gurigponipnao[2,3-blnipasnH-4(1H)-kapbokcamigy po3ainsnum 3a
ponomoroto BEPX (konoHka: CHIRALPAK IA, 50 mmBOx500 mm[, BurotoBnsaetscst Daicel Chemical
Industries, Ltd., Pyxoma cpasa: rekcan/2-nponaHon = 70/30), ogepxywo4n BKasaHy B 3arorioBKy
CMONyKy, WO Mae TPeTil KOPOTLLMI Yac yTpumaHHs (33 mr).

MC (IAT+): [M+H]"451,2.

Mpuknag 203

7-meTun-2-okco-N-(TeTparigpodypan-2-in(4-(TpucdtopmeTokcn)deHin)meTnn)-2, 3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

HiactepeomepHy CyMiLL (110 M) 7-meTun-2-okco-N-(TeTparigpodypaH-2-in(4-
(TpudpTopmeTokecu)dbeHin)meTun)-2,3-gurigponipnao[2,3-blnipasnH-4(1H)-kapbokcamigy po3ginsnm 3a
ponomoroto BEPX (konoHka: CHIRALPAK 1A, 50 mmB[Ox500 mm[, BurotoBnsaetscs Daicel Chemical
Industries, Ltd., Pyxoma asa: rekcaH/2-nponaHon = 70/30), ogepxywuuM BKasaHy B 3arofoBKy
CMONyKy, WO Mae HandOoBLUMIA Yac yTpuMaHHsA (14 mr).

MC (IAT+): [M+H]"451,2.

Mpuknag 204

7-meToKkcu-2-0kco-N-(1-(4-(niponigunH-1-in)deHin)nponin)-2,3-gurigponipnao[2,3-b]nipasuH-4(1H)-
kapbokcamig,

BkasaHy B 3aronosky cnonyky ogepxysanu 3 1-(4-(1H-nipon-1-in)deHnin)nponaH-1-amiHy Takum
Xe camum YnHoM sk Ha Ctagiax I-L MNpuknagy 66.

MC (IAT-): [M-H] 408,2.

Mpuknag 205

N-(2-rigpokcu-2-meTun-1-(4-(TpudpTtopmeTokemn)eHin)nponin)-7-MeToKCu-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

A) metun N-(5-noga-3-HiTponipnanH-2-in)rniuuHaT

o posunHy 2-xnop-5-noa-3-HitponipmauHy (12,0 r) B etaHoni (200 mn) gogasanu rigpoxnopua
meTtunrniumHaTy (10,6 r) i Tpnetunamin (11,8 mn) npu KiMHaTHIM TemnepaTypi. PeakuinHy cymiw
HarpiBanu i3 3BOPOTHIM XONOAWNbHMKOM NpoTaroMm 20 i PO3YMHHUK ynaptoBanu Npu MOHMKEHOMY
TUCKy. [lo 3anuvwKky gogasanu oAy i CyMill ekcTparyBanu eTturnaueraTom. EkcTpakT nocnigoBHO
npoMMBany BOAOK i HACUYEHMM PO3COSIOM, CyLLIMNKN Hag, 6€e3BOAHNM CyrnbdaToOM MarHito i PO34YNHHUK
ynaptoBanu npu MOHMWKEHOMY TUCKY. 3anuvLIOK KpucTanidyBanu 3 rekcaH/eTunauertaT, O4epXKylouu
BKasaHy B 3aronosky cronyky (11,1 r).

MC (IAT+): [M+H]"338,0.

B) 7-nopa-3,4-gurigponipnao[2,3-b]nipasnH-2(1H)-oH

[o po3uuHy metun N-(5-noa-3-HiTponipuauH-2-in)rniguHaty (6,00 r) B TeTparigpodypani (300 mn)
popjasanu S % nnatuHa-syrinna (500 wmr). PeakuinHy cymilwl nepemiwyBany MNpoOTAroM Houi Mpu
KiMHaTHIN TemnepaTypi B artmocdepi BOAHIO, KaTanizatop BigdinbTpoByBanu i dinbTpar
KOHLIEHTPYBAIu Mpu MOHMWKEHOMY TUCKY. 3arnuMLOK po34nHanu B eTaHoni (200 mn), po3ymnH Harpisanm
i3 3BOPOTHIM XOSIOAUNBHUKOM MPOTAroM 16 r i PO34YMHHUK ynaptoBanu MNpu MOHMXKEHOMY TUCKY.
3anuwwok NpoMmMBanu AiisonporninoBMMm eTepoM, OAEPXKYOYM BKa3aHy B 3arosfioBKy cronyky (4,48 r).

MC (IAT+): [M+H]"276,0.

C) 7-noa-1-((2-(tpumeTnncunin)etokcn)metnn)-3,4-aurigponipnao[2,3-bJnipasunH-2(1H)-oH
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Ho cycneHsii  7-nop-3,4-gurigponipuao[2,3-bjnipasmH-2(1H)-ony (3,82 r) B N, N-
anvetundgopmamigi (160 mn) nosinbHO pgopmasannm 1 M po3uvMH  rekcameTungucunasung
kanito/TeTparigpodypaH (17,4 mn) npu 0°C. PeakuiriHy cymiw nepemiwysanu npu 0°C npotsarom 1,
NoBINbHO AofaBanu 2-(xnopmMeTokcu)eTuntpumeTtuncunad (3,62 mn) i cymiw nepemiwysanu npu
KiMHaTHIN TemnepaTypi npotarom 20 r. [Jo peakuiHOi cyMmiwi gogasanu Bogy, HEPO3UYNMHHY PEYHOBUHY
BiadinbTpoByBanuM BuKopucToBYtOUM LleniT i inbTpaT ekcTparyBanu eTtunauetatoMm. EkcTpakT
nocnigoBHO NPOMMBANM BOAOK i HACMYEHUM PO3CONOM, CyLIMNn Hag 6e3BogHUM CynbaToM MarHito i
PO3YMHHUK yraploBarnu nNpy NOHMKEHOMY TUCKY. 3anuLLOK o4MLLany KOSTOHKOBOK XpoMaTorpadieto Ha
cunikareni (NH, rekcaH/eTunaueTaT), O4epXKYyoun BKasaHy B 3arofoBky cnonyky (2,71 r).

MC (IAT+): [M+H]"406,0.

D) metun 2-((tpeT-6yTOoKCMKapBOHin)amiHo)-2-(4-(TpudTopMmeToKCH)eHin)auetaT

o cymiuwi 4-Tpucptopmetokenbersansgerigy (19,0 r) i kapboHaty amoHito (25,9 r) B 3amiluaHoMy
po3unHHUKY eTtaHon (114 mn) i Boga (45,6 mn) noBinbHO Aodasanu BOAHUIM po3ynH (71,1 mn) uianigy
kanito (8,14 r) npu 50°C. PeakuivHy cymiw nepemiwysanu npyn 60°C npotsarom 3 r, 0OXONoaxyBanu oo
KiIMHaTHOI TemnepaTtypu i eTaHon ynaproBanu npu NOHWKEHOMY TUCKy. pH 3anuwky gosoaunu go 1
KOHL,. XropBogHeBow kucnototo npu 0°C i ogepxaHy TBepay PevoBUHY 30upanv QinbTpyBaHHAM,
npommBanu Bogot. OpgepxaHy TBepAy PeYoBUHY Jogasanu A0 BoOAHOro posduHy (100 mn)
rigpokcmay kanito (23,6 r) npu KiMHaTHIN TemnepaTypi i peakuiinHy cymiw nepemiwysanu npu 90°C
npotaroMm 3 AHiB. PeakuiiHy cyMmill OXOnomKyBanu A0 KiMHaTHOI TemnepaTtypu i HemTpanisysanu
KOHL,. XIOPBOAHEBOIO kncnototo. OgepxaHy TBepay pevyoBuHy 36mpanu pinsTpyBaHHAM i npoMmusanu
BOLOI, OdEpPXytun HeoumweHun npogykt (13,3 r), 2-amiHo-2-(4-(TpudpTopmeToKkcu)deHin)outosa
kucnota. o po3unHy ogepxaHoro HeouuweHoro npoaykty (13,3 r) B TeTparigpodypaHi (113 mn)
aofasanu an-TpeT-bytunankapboHat (19,7 mn) i 2 M BogHWIA po34mH rigpokenay Hatpito (85 mn) npm
KiMHaTHIN TemnepaTypi. PeakuinHy cymiw nepemiwyBany NpoTAroM Houi Npu KiMHaATHIN TemnepaTypi,
BWNMMBaNu y Body i Cymiwl npomMuBanu AieTunoBuMm eTepoM. pH BogHoro wapy gosogunum o 3
BuKopucToBytoun 1 M xnopsogHesy kucnoty npu 0°C i cymiw ekcTparyBanu etunaueTtatoM. EkctpakT
NpoOMMBanyM HaCUYEHWM pPO3COSIOM, CYWMWUNM Haga ©Oe3BogHUM cynbaToM MarHilo i PO3YUMHHMK
ynaptoBanu npu MOHWKEHOMY TUCKY, OAEpXyluuM HeouuweHmn npogykt (11,3 r), 2-((tpet-
OyTokcukapboHin)amiHo)-2-(4-(TpudTopMmeToKeH)peHin)outoBa kucnota. [Jo po3unHy oaepaHoro
HeounweHoro npoaykTy (11,3 r) B N, N-gumeTtuncdopmamigi (84 mn) gogasanun metunnogng (2,53 mn)
i kapboHart kanito (5,59 r) npm kimHaTHIn TemnepaTypi. PeakuinHy cymill nepemiwyBanu npu KiMHaTHIn
TemnepaTypi 2 r, BUNMBanu y Body i CyMmill ekcTparyBanu etunauertaTom. EkcTpakT npomwusanu
HacM4YeHUM pO3CONOM, CyLMnU Hag 6e3BOAHWM CynbdaToM MarHito i PO3YMHHUK ynaproBanu npwu
MOHMXEHOMY  TUCKY. 3anulioK  OYULLannM  KOSIOHKOBOK — XpomaTorpadiieto  Ha  cunikareni
(rekcaH/eTunaueTar), ogepKyoun BkasaHy B 3aronioBky cnonyky (8,20 r).

MC (IAT-): [M-H] 348,1.

E) TpeT-6yTun (2-rigpokcn-2-metun-1-(4-(tpudtopmeTokcu)deHin)nponin)kapbamar

o po3uunHy metun 2-((TpeT-6yTokcnkapboHin)amiHo)-2-(4-(TpudTopmeTokecu)deHin)auetarty (5,00
r) B TeTparigpodypaHi (71,6 M) NoBifbHO aonaeanu 1 M PO34nH
MeTunmMarHinbpomig/tTetparigpodypan (57,3 mn) npu 0°C. PeakuivHy cymiw nepemiwysanu npu 0°C
npotsaroMm 1 r B atmocdepi aproHy, go Hei npu 0°C gogaBany HacUYeHUN BOOHWUA PO3YUH Xropuay
aMOHIl0 i CyMmill ekcTparyBanu etunauetaTtom. EKCTpakT npoMmmBanu HacM4eHMM PO3COSIOM, CYLLMIMU
Hag 6e3BogHMM CynbdaTtOM MarHito i PO3YMHHMK ynaproBanuv Mpu MOHWKEHOMY TUCKY. 3anuiiok
oyuLlany KONOHKOBOK Xpomatorpadielo Ha cunikareni (rekcan/etunauertarT), OAEpXKyHo4M BKasaHy B
3aronioBky crnonyky (3,99 r).

MC (IAT-): [M-H] 348,2.

F) 1-amiHo-2-meTun-1-(4-(TpudTopMeTOKCH)heHin)nponaH-2-ony rigpoxnopua

Ho TtpeT-0ytun (2-rigpokcu-2-metun-1-(4-(tpudptopmeTokcun)eHrin)nponin)kapbamar (2,50 )
ponasanu 4 M posumH xnopua BogHwo/etunavuetaT (71,6 mn). PeakuinHy cymiw nepemiwlysanu npu
KiMHaTHIM TemnepaTypi NpoTAroM 1 r i PO34YMHHUK ynaptoBanu Npu MNOHMWXKEHOMY TUCKY. [1o 3anuiuky
AofaBanu AiisonponinoBui eTep i ogepxaHi kpuctanu 36upany QinbTpyBaHHAM, O4EPXKYIOUN BKa3aHy
B 3aronosky cnonyky (2,01 r).

MC (IAT+), sHangeHo: 250,1.

G) N-(2-rigpokcu-2-meTtun-1-(4-(tpudTopmeToKeH)dpeHin)nponin)-7-noa-2-okco-1-((2-
(TpumeTuncunin)eToken)meTun)-2,3-gurigponipmnaol2,3-blnipasmH-4(1H)-kapbokcamig,

[o pos3unHy 7-nog-1-((2-(tpumeTuncunin)etokcn)metun)-3,4-gurigponipnao[2,3-bJnipasun-2(1H)-
oHy (500 wmr) B  TeTparigpodypaHi (18,9 wmn) MOBINbHO  [ofaBanu PO3YMH
Oic(TpuxnopmeTun)kapboHaty (293 wmr) B TeTparigpodypaHi (2,83 mn) npu KiMHaTHI TemnepaTypi B
aTtMoccpepi asoty. PeakuiviHy cymiw nepemiwysanu npu 40°C npotarom 3 © B atMmocdepi asoTy i
PO3YNHHWMK ynaptoBanuM Mpu MOHWXKEHOMY Tucky. [o 3anuuwky pogasanu TeTparigpodypaH i
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PO34YMHHUK ynaproBanu npu noHmwxeHoMy TUcky. Onepadito (aogaBaHHsA TeTparigpodypaHy i HacTynHe
yrnaploBaHHs1) NOBTOpOBanu Tpudi. 3anuwok possogunu TteTtparigpodypaHoMm (9,42 mn) i cymiw
NnoBiNbHO JdodaBanuM 40  cymiwi  1-amiHO-2-meTun-1-(4-(TpudTopMeToKCH)eHin)nponaH-2-ony
rigpoxnopugy (423 wmr) i Tpuetunaminy (521 mkn) B TeTparigpodypaHi (6,28 mMn) npu KiMHaTHIN
TemnepaTtypi. PeakuinHy cymiw nepemiwysanu npy 60°C npoTrom HOYi i PO34YMHHUK ynaptoBanu npu
MOHWKEHOMY TUCKY. [Jo 3anuwiky gogaBanu BOAY i CyMill ekcTparyBanu etunauetatom. EkcrpakT
NpOMMBanyM HacCU4YEeHWM pO3COSIOM, CyWWnM Hag ©0e3BoAHMM CynbdaToM HaTpild i PO3YMHHMK
yrnapoBanu npv NOHWKEHOMY TUCKY. 3aruvLIOK OYMLLany KONTOHKOBOK XpoMaTorpadieto Ha curmikareni
(rekcaH/eTunaueTar), 04epXKytun Bka3aHy B 3arofioBKy cnonyky (729 mr).

MC (IAT+): [M+H]" 681,1.

H) 7-rinpokcn-N-(2-rigpokcun-2-meTunn-1-(4-(tpudtopmetokcun)deHin)nponin)-2-okco-1-((2-
(TpumeTuncunin)etokcn)meTun)-2,3-gurigponipmnao[2,3-blnipasnH-4(1H)-kapbokcamin

o cymiwi  N-(2-rigpokcn-2-metun-1-(4-(TpudTopmMeToKeu)eHin)nponin)-7-nog-2-okco-1-((2-
(TpumeTuncunin)eTokcn)meTnn)-2,3-gurigponipnao[2,3-bjnipasuH-4(1H)-kapbokcamigy (699  wr),
4,4,4'.4' 555" 5-oktametnn-2,2'-6i-1,3,2-giokcaboponany (537 wr) i auetarty kanito (415 wmr) B N, N-
anvetundopmamigi (10,3 mn) gopasanm (1,1-6ic(gudpenindocdiqo)depoueH)anxnopnanagin ()
(77,0 wr). PeakuinHy cymiw nepemiwyBanu npotarom Houi npu 80°C B aTmocdepi aproHy, oo Hei
AofaBanu BoAdy i CyMmill ekcTparyBanu eTunauetatom. EKcTpakT mocnigoBHO mMpomMuBanv BOAOHO i
HacM4YeHMM pO3COSIOM, CyLMNM Hag 6e3BogHuUM cynbdaToM HaTPilo | PO3YMHHUK ynaproBanu npu
MOHWKEHOMY TUCKY, OLEPXYHuM HeounweHun npopykt (986 wr), N-(2-rigpokcu-2-meTtun-1-(4-
(TpudpTopmeToKeu)dpeHin)nponin)-2-okco-7-(4,4,5,5-tetpameTun-1,3-2-giokcaboponan-2-in-1-((2-
(TpumeTmncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-bjnipasvH-4(1H)-kapbokcamia. [Oo  po3umHy
ofepXXaHoro HeouuLeHoro npoaykty (986 mr) B TeTparigpodypaHi (14,5 mn) gogasann 2 M BogHWI
po34uH rigpokcuay Hatpito (2,90 mn) npu 0°C. PeakuinnHy cymiw nepemiwysanu npu 0°C npotsirom 30
xB, gopgasanu 35 % BogHui nepokcug BogHw (508 mkn). PeakuiiHy cymiw nepemiwysBanu npu
KiMHaTHIM Temnepatypi 2 1, 4O Hel AodaBanuy NbOAsSHY BOA4Y i CyMill MiAKUCIIIOBaNM BMKOPUCTOBYOUN
1 M xnopBogHeBy KUCNOTY i ekcTparysanu etunagetaTtom. EkCTpakT nocnigoBHO NnpomMmBany BOAOK i
HacM4YeHVM pO3CONOM, CyWMnM Hag 6e3BoAHMM cynbdaToOM HaTPilo | PO3YMHHMK ynaproBanu npu
MOHWKEHOMY  TWUCKY. 3anuwoK ouuwann  KOMOHKOBOK  XpomaTtorpadhiero Ha  cunikareni
(rekcaH/eTunaueTar), 04epXKyUN Bka3aHy B 3aronioBky cnonyky (340 mr).

MC (IAT+): [M+H]'571,2.

1) N-(2-rigpokcu-2-metun-1-(4-(TpudpTopmeTokeu)deHin)nponin)-7-meTokeu-2-okco-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-bJnipasvH-4(1H)-kapbokcamig

[o po3uunny 7-rigpokeun-N-(2-rigpokeun-2-meTtun-1-(4-(TpucptopmeTokeun)deHin)nponin)-2-okco-1-
((2-(TpumeTuncunin)etokcn)meTnn)-2,3-gurigponipngo[2,3-blnipasunH-4(1H)-kapbokcamigy (340 wmr) B
N, N-aunmetundopmamigi (7,64 mn) gopaBanu kapboHat kanito (83,0 wmr) i nogmetan (56,1 mkn).
PeakuinHy cymiw nepemillyBanu NpOTAroM HOYi Npu KiMHaTHIM TemnepaTypi, 4o Hel gogasanu BoAay i
CyMill ekcTparyBanu etunauetatom. EKCTpakT npomuBanu HacM4YeHUM pO3COMOM, CYLIUNW Haj
6e3BogHUM CynbdaToM HaTPI0 i PO3YMHHMK ynapioBanu npyu NOHWKEHOMY TUCKY. 3anuLwoK o4yuanm
KOMOHKOBOI Xpomatorpadicto Ha cunikareni (rekcan/etunauetar) i notim BEPX (C18, Pyxoma dasa:
Boga (10 MM, wo mictntb NH4HCO3)/aueToHiTpun) i ogepaHy pakuilo KOHUEHTpyBanu npu
NMOHVXXEHOMY TUCKY, OOEepXyrHoun BKasaHy B 3aroniosky cnonyky (91,0 mr).

MC (IAT+): [M+H]'585,3.

J) N-(2-rinpokcu-2-meTtun-1-(4-(TpupTopmMeToKkeu ) eHin)nponin)-7-MmeTokcu-2-okco-2,3-
avrigponipuao[2,3-b]nipasnH-4(1H)-kapbokcamig
Jo N-(2-rigpokcu-2-meTnn-1-(4-(TpudTopMeTOKCH)PEHIN)Nponin)-7-MeTokcu-2-okco-1-((2-

(TpumeTuncunin)eTokcn)meTun)-2,3-aurigponipnao[2,3-bjnipasvH-4(1H)-kapbokcamigy (90,9  wr)
AofaBanv TpugTopoLTOBY KMCNOTY (2,24 mn) i Body (251 mkn). PeakuiiHy cymil nepemiwysanu npu
KiMHaTHI TemnepaTtypi NpoTAroM 1 r i PO3YMHHMK ynaproBanu Npyv MOHWKEHOMY TWUCKY. 3anuLuok
posunHanu B N, N-gumetnndopmawmigi (4,27 mn) i gogasanu 8 M po3umH amiak/meTtaHon (838 mkn).
PeakuinHy cymil nepemillysanu npu KiMHaTHIA TemnepaTypi npotarom 10 XB i pO34YMHHMK ynaptoBanu
MpY NOHKEHOMY TUCKY. 3anuwwoK po3BOAMIN eTunaueTatoM, Cymill NOCAi4OBHO NPOMMBANM BOAOHO i
HacM4YeHVM pO3CONOM, CyWMnM Hag 6e3BoAHUM CynbdaToM HaTPild i PO3YMHHUK ynaproBanu npwu
noHmwkeHoMmy Tucky. OpepxaHy TBepay PeyvoBMHY NPOMMBANA rekcaH/eTunauerar, O[epXytouun
BKa3saHy B 3aronoBky cnonyky (48,8 wr).

MC (IAT+): [M+H]"455,3.

'H AMP (300 My, IMCO-ds) & 0,98 (3H, c), 1,18 (3H, c), 3,84 (3H, c), 4,25-4,49 (2H, m), 4,67
(1H, A, J=8,3 T'u), 4,77(1H, ¢), 6,96 (1H, A, J=2,6 l'u), 7,27 (2H, g, J=7,9 T'u), 7,42 (2H, A, J=8,7 I'u),
7,76 (1H, g, J=2,6 T'u), 10,19 (1H, A, J=8,3 I'y), 10,73 (1H, wc).

Mpuknag 206
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7-meTnn-2-okco-N-(TeTparigpodypaH-3-in(4-(tpudTopmeToKkcH)dpeHin)meTun)-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

BkasaHy B 3aronoBky Cronyky ogepxyBanu 3 TeTparigpodypaH-3-kapboHOBOI KUCMOTU TaknM Xe
camum YnHom siK i Ha Ctagii A MNpuknagy 170, Ctagii D MNpuknagy 2, Ctagii B MNpuknaagy 132 i Cragii
G lMNpuknagy 7.

MC (IAT+): [M+H]"451,2.

Mpwuknag 207

N-((1S)-2-rigpokcu-2-meTtun-1-(4-(tpudtopmeToKken)deHin)nponin)-7-MmeToKCU-2-0Kco-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

PauemiyHuin N-(2-rigpokcu-2-metnn-1-(4-(tTpudptopMmeToKeu)peHin)nponin)-7-MeToKcmn-2-okco-2,3-
avrigponipnao[2,3-bJnipa3un-4(1H)-kapbokcamig (43,8 mr) posginanu 3a gonomoroto SFC (konoHka:
CHIRALPAK ADH, 20 mmB[x250 mm[, BurotoBnsietecss Daicel Chemical Industries, Ltd., Pyxoma
dasa: piokenp Byrneuto/metaHon=800/200), i kpucTtanidyBanu 3 rekcaH/etunauerar, OLEPXYHUU
BKa3aHy B 3arofioBKYy CMOJyKY, O Ma€e KOPOTLUMI Yac yTpuMaHHs (5,4 mr).

MC (IAT+): [M+H]"455,2.

'H AMP (300 My, AMCO-dg) d 0,98 (3H, c), 1,18 (3H, c), 3,84 (3H, c), 4,20-4,50 (2H, m), 4,67
(1H, g, J=8,3 T'u), 4,77 (1H, c), 6,96 (1H, g, J=3,0 l'y), 7,27 (2H, g, J=7,9 T'y), 7,42 (2H, g, J=8,7 'u),
7,76 (1H, g, J=2,6 T'u), 10,19 (1H, g, J=8,3 'u), 10,73 (1H, wc).

Mpuknag 208

N-((1R)-2-rigpokcu-2-meTun-1-(4-(TpudTopMeTOKCH)PeHin)nponin)-7-MeToKcK-2-0Kco-2, 3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

Pauemiunni N-(2-rigpokecu-2-metun-1-(4-(tpudTopMeToKeH)eHin)nponin)-7-mMmeToKken-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig (43,8 mr) posginanu 3a gonomoroto SFC (KonoHka:
CHIRALPAK ADH, 20 mmB[x250 mm[, BurotoBnsietecst Daicel Chemical Industries, Ltd., Pyxoma
asa: gpiokeup Byrneuto/metaHon=800/200), i kpucTanisyBanu 3 rekcaH/etunaueraTt, OAEPXYKuM
BKa3aHy B 3arofloBKYy CrosyKy, Lo Mae AOBLUMI Yac yTpumaHHs (5,2 wmr).

MC (IAT+): [M+H]"455,1.

Mpuknag 209

7-unknonponin-N-(1-(3-dTop-4-(TpudTopmeTnn)deHin)-2-meTokcneTun)-2-okco-2, 3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

A) 1-(3-cpTop-4-(TpudTOpMETUN )PEHIN)-2-METOKCUETAHOH

Bkasany B 3arornoBky Cronyky oAepxysanu 3 2-6pom-1-(3-¢pTop-4-
(TpudpTopmeTun)heHin)eTaHoHy Takum xe camum YmHoM Sk | Ha Ctagii D MNpuknagy 63.

MC (IAT-): [M-H] 235,0.

B) 1-(3-dpTop-4-(TprdTopmeTUn)deHin)-2-MmeTokCueTaHaMiHy rigpoxnopug

BkasaHy B 3aromoBky cnonyky ogepxyBanu 3 1-(3-dpTop-4-(TpudbTopmeTun)deHin)-2-
METOKCMETaHOHY Taknm xe caMmvm YiHOM sk i Ha Ctagii E Mpuknagy 63.

MC (IAT+), sHangeHo: 238,1.

(03] N-(1-(3-dpTOp-4-(TpUdTOopMeETUN)DEHIN)-2-MeTOKCUeTUN)-7-1hoa-2-okco-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-bJnipasvH-4(1H)-kapbokcamig

BkaszaHy B 3aronoBky crnonyky ogepxyesanu 3 1-(3-dpTOp-4-(TpudTOopMeTUn)deHin)-2-
MeTOKCueTaHaMiHy rigpoxnopuay Takmm xxe caMmvum YmHoM sk i Ha Ctagii F MNMpuknaay 63.

MC (IAT+): [M+H]"669,1.

D) 7-umknonponin-N-(1-(3-gpTop-4-(TpudTopmeTnn)deHin)-2-meTokeneTnn)-2-okco-1-((2-
(TpumeTuncunin)eTokcm)meTnn)-2,3-aurigponipnao[2,3-blnipasvH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky cnonyky ogepxyBanm 3 N-(1-(3-dpTop-4-(TpudpTopmeTnn)deHin)-2-
MeTOKCMeTun)-7-noa-2-okco-1-((2-(tpumeTtuncunin)etoken)metnn)-2,3-gurigponipnao[2,3-blnipasuH-
4(1H)-kapbokcamigy Takum xe cammm YnHoM sk i Ha Ctagii H MNpuknagy 72-I1.

MC (IAT+): [M+H]'583,2.

E) 7-umknonponin-N-(1-(3-dTop-4-(TpudTopmeTnn)deHin)-2-meTokCneTUn)-2-okco-2, 3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkaszaHy B 3arofioBKy  CNOnMyky  ofepysanu 3 7-umknonponin-N-(1-(3-¢ptop-4-
(TpudTOPpMETUN)PEHIN)-2-MeTOKCMeTUnN)-2-okco-1-((2-(TpumeTuncunin)etokcn)metun)-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamigy Takum ke camum YnHOM sk | Ha Cragii | Mpuknagy
72-11.

MC (IAT+): [M+H]"453,1.

Mpuknag 210

7-meTnn-2-okco-N-(3,3,3-Tpudptop-2-rigpokcn-1-(4-(TpudpTopmeTokeu)peHin)nponin)-2, 3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

A) (4-(TpudTopmeToKcH)deHin)aueTanbaerig
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Jo cymiwi 2-(4-(tpudptopmeTtokcu)dpeHin)etaHony (2,00 r) i rigpokapboHaTty Hatpito (8,15 1) vy
aueToHiTpuni (150 mn) gogaBanu nepnoguHaH [decca-MapTtiHa (8,23 1) npu 0°C. PeakuiiHy cymil
nepemiwyBann npu 0°C npotarom 1 r, gofgaBanu HaCUYEHWMIA PO3CiN i CyMill ekcTparyesanu
eTunaueTtatom. EKCTpakT nocnifoBHO MpoOMMBanuM HacuMYeHMM BOAHMM PO34YMHOM rigpokapboHaTty
HaTpIlo | HACUYEHMM PO3CONOM, CyLUIMNN Hag 6e3BoaHUM CynbaToOM MarHito i PO34YMHHUK ynapioBanm
Npyv MOHWXEHOMY TUCKY. 3anuoK OuYuanu KOJFIOHKOBOK Xpomartorpadieto Ha  cunikareni
(eTvnaueTaT), oAepXKytouM BKasaHy B 3arosioBky crnonyky (1,72 r).

'H AMP (300 Mru, CDCl3) & 3,72 (2H, g, J=1,9 I'y), 6,84-7,39 (4H, m), 9,77 (1H, T, J=2,1 T'L).

B) 1,1,1-TpudT0op-3-(4-(TpHdTOPMETOKCH)DEHIN)NMPONaH-2-on

o cyMmiLwi (4-(TpndbTopmeTOoKCU)dheHin)aueTanbaerioy (800 M) i
TpumeTun(tTpudptopmetun)cunany (2,79 r) B TtetparigpodypaHi (10 mn) gogaBarm 1 M po3ymH
dTOopMa TeTpa-H-OyTnnamoHito/TeTparigpodypan (7,84 mn) npu 0°C. PeakuiiHy cyMill nepemiwyBanm
npu 0°C 2 r, gogasanu 1 M xnNopBOAHEBY KUCMOTY i CyMilll ekcTparyBanu etunauetaTtom. Ekctpakr
NpOMMBanyM HacUYEHWM pPO3COJSIOM, CYLWMNM Hag ©6e3BOAHUM CynbaToM MarHilo i PO3YMHHUK
yrnaproBanu npu NOHMKEHOMY TUCKY. 3anuLIOK o4mLLanu KOJIOHKOBOK XpomaTtorpadieto Ha cunikareni
(rekcaH/eTnnaueTar), 04epXyun BKasaHy B 3arofioBky cnonyky (761 mr).

'H AMP (300 Mru, CDCly) & 2,13 (1H, A, J=5,7 I'u), 2,80-2,94 (1H, m), 2,97-3,11 (1H, m), 4,01-
4,31 (1H, m), 7,04-7,24 (2H, m), 7,27-7,36 (2H, m).

C) tpet-6yTun(anmetun)((1,1,1-tpudtop-3-(4-(TpudpTtopmeTokcu)deHin)nponaH-2-in)okeu)cmnax

CymiL 1,1,1-TpndpTop-3-(4-(TpUdpTOopMETOKCU )DEHIN)NPONaH-2-ony (750 mr), TpeT-
oytungumeTuncuniny TpudTopmeTtaHcynbdoHaty (1,09 r), 2,6-gumeTtvnnipygnHy (586 Mr) i
TeTparigpodypany (5 mn) nepemiwysanu npu 0°C 2 r. PeakuinHy cymill gogasanu OO HAacUYeHOro
BOAHOr0O po34MHy rigpokapboHaTy HaTpito i cyMill ekcTparyBanu etunauetaTtoM. EkcTpakT nocnigoBHo
npommBanu 1 M XropBOLHEBOK KWUCMOTOK i HACUYEHUM BOLHUM PO34YMHOM TigpokapboHaTy HaTpito,
cywunu Hag 6e3BogHMM CynbaToOM MarHilo i PO3YMHHUK ynaproBany MNpu MOHMWKEHOMY TUCKY.
3anuvuok ouuLiany KOMOHKOBOK xpoMaTorpadiieto Ha cunikareni (rekcaH/etunauetaT), ogepXyun
BKa3aHy B 3arofioBky crnonyky (434 wr).

'H AMP (300 My, CDCIl3) & -0,48 (3H, c), -0,05 (3H, c), 0,72-0,79 (9H, m), 2,80 (1H, an, J=13,8,
10,0 'y), 3,03 (1H, ag, J=13,8, 2,8 'u), 3,93-4,25 (1H, m), 7,07-7,20 (2H m), 7,21-7,25 (2H, m).

D) ((3-6pom-1,1,1-TpudTOp-3-(4-(TPrdTOPMETOKCH)PEHIN)NPONaH-2-in)okcn)(TpeT-
OyTun)gumeTtuncunaH
CymiLu TpeT-6yTun(anmetun)((1,1,1-tpudTop-3-(4-(TpucpTopmeToKcUH)heHin)npona-2-

inJokcu)cunany (165  wr), 2,2'-(giasen-1,2-giin)bic(2-meTunnponaHHitpuny) (6,98  wmr), 1-
©pomniponignH-2,5-gioHy (98 wmr) i 6eH3oTpudTopugy (5 Mn) nepemiwyBanyM NPOTArOM HoYi Mpu
130°C, oogasanu 1-6pomniponiguH-2,5-aioH (227 Mr) i 2,2'-(giaseH-1,2-aiin)bic(2-
mMeTunnponaHHiTpun) (14,0 mr) i peakuivHy cymiw nepemiwysanu npu 130°C npotsarom 6 r. Okpemo,
cymiw TpeT-6yTun(gumetun)((1,1,1-Tpudptop-3-(4-(TpndTOpMETOKCH)DEHIN)NPONaH-2-in)oKcu)cnnaHy
(200 wr), 2,2'-(gia3eH-1,2-giin)bic(2-meTunnponanHiTpuny) (42,3 mr), 1-6pomniponignH-2,5-gioHy (458
mr) i 6ensoTpudptopugy (10 mn) nepemiwysanu npu 120°C npotarom 2 gHis. Li cymiwi o6'egHyBanu,
jofaBanu rekcaH i Hepo3YMHHY peyoBUHY BiadinbTpoByBanu. diNbTpaT KOHLEHTpyBanu mnpu
MOHMXEHOMY TUCKY | 3anuoK ouulianu  KOMOHKOBOK  XpomaTtorpadpieto  Ha  cunikareni
(rekcaH/eTunaueTar) ogepxyoum 6nigo-xoBTy onito (385 mr). o po3uunHy uiei onii (380 mr) B N, N-
anveTundopmamigi (15 mn) gogasanu asuz Hatpito (264 Mr) npu KiMHaTHIM TemnepaTypi. Peakuinny
cymil nepemiwysanu npotarom Houi npu 100°C, gogasanu HacUMYeHUn po3cin i CyMill ekcTparysanu
eTunaueTaToM. EKCTpakT npoMuBanu Hacu4YeHWM PO3COSIOM i cywmnu Hag 6e3BogHMM cynbcaTom
MarHito, ogepxyroun opaHxey onito (280 mr). [lo po3uuny uiei onii (280 mr) y metaHoni (5 mn)
popgasann 10 % nanagin-syrinna (mictute 50 % Bogw, 20 wmr). PeakuinHy cymiw nepemiwysanu
NPOTAroM Houi B aTMocdepi BOAHIO, KaTanizaTtop BiadinsTpoByBanu i inbTpaT KOHUEHTpyBanu npu
MOHWKEHOMY TUCKy. [lo 3anuwky gogasanv Tpuetunamid (92 mr), 4-HitpodpeHin-7-meTnn-2-okco-2,3-
avrigponipnao[2,3-blnipasuH-4(1H)-kap6okennatr (100 mr) i N, N-gumetundopmawmig (5 wmn).
PeakuinHy cymill nepemillyBany npoTsaroM Hodi NpW KiMHaTHIN Temnepartypi, oaBany HacuyeHuin
BOAHUI pO34MH rigpokapboHaTy HaTpilo i Cymill ekcTparyBanu etunauertatoMm. EkcTpakT nocnigoBHo
NpoMMBany HaCM4YeHUM BOAHUM PO34YMHOM rigpokapOoHaTy HaTpilo i HACMYEHUM PO3COSIOM, CYLLMIU
Hag 6e3BoAHMM CcynbdaTtOM MarHito i PO3YMHHMK ynaproBany Npu MOHWKEHOMY TUCKY. 3anuiiok
ounwanu BEPX (C18, Pyxoma chasa: Boga/aueTtoHitpun (Mictute 0,1 % TFA)), o ogepxaHoi cpakuii
JoJaBany HaCMYeHU BOOHWIA PO3YUH rigpokapBboHaTy HaTpito i Cymill ekcTparysanu etTunaLetaToMm.
EkcTpakT cywwunu Hag 6e3BOAHMM CyribpaToOM MarHito i KOHLUEHTPYBanu Mpu MOHMKEHOMY TUCKY.
3anuwok ouyMwanu KONOHKOBOK XpomaTorpacdpieto Ha cunikareni (rekcan/eTunaueTtar), O4epXytun
BKa3aHy B 3arosioBKy Cronyky (23,2 wmr).
MC (IAT+): [M+H]"479,1.
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Mpuknag 211

N-(1-(3-dpTop-4-(1H-nipon-1-in)deHin)-2-meTokcMeTnn)- 7-MeToKcu-2-okco-2,3-aurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

A) N-(1-(3-dpTOp-4-(1H-nipon-1-in)deHin)-2-meToKkcMeTun)-7-MeToKch-2-okco-1-((2-
(TpumeTuncunin)eToken)meTnn)-2,3-gurigponipmnaol2,3-blnipasnH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky cnonyky ogepxyeBanu 3  1-(3-cpTop-4-(1H-nipon-1-in)deHin)-2-
MeTOKCHeTaHaMiHy Taknm e caMuMM YMHoM sk Ha Ctagisx |-K Mpuknaay 66.

MC (IAT+): [M+H]'570,3.

B) N-(1-(3-dTOp-4-(1H-nipon-1-in)deHin)-2-MmeTokCneTUn)- 7-MeTOKCU-2-0KCOo- 2, 3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

HOo  posunHy  N-(1-(3-¢ptop-4-(1H-nipon-1-in)deHin)-2-meTokCneTnn)-7-MeToKcu-2-0kco-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-kapbokcamigy (112 wmr) B
anxnopmeTani (3,72 mn) gogaeanu komnnekc TpudTopug 6opy:gieTunosuii etep (250 mkrn) npu 0°C.
PeakuinHy cymiw nepemiwyBanu npu 0°C npotsirom 1 T i pO34YMHHMK yrnaproBanu rnpu MOHMKEHOMY
Tncky. [Jo 3anuwky gogasanu BoAy i Cymill ekcTparysanu gieTunosum etepoM. EkctpakT npommsanu
HaCM4YeHUM pO3CONOM, CyLWMnM Hag 6e3BOAHUM CynbaToOM HaTPilo i PO3YMHHUK ynaproBanu npu
MOHWKEHOMY TWUCKY. 3anuwok posdmHann y wmetaHoni (5,00 wn), popmasanu N-etun-N-
isonponinnponaH-2-amiH (344 Mkn) Npu KiMHaTHI TemnepaTtypi. PeakuiiHy cymill nepemiwyBanv npu
50°C npoTtarom 1 r, pO34YMHHMK ynaproBanu Mnpu MOHWKEHOMY TUCKY i odepxaHy TBepay PeyOBUHY
npoMuBanu rekcaH/eTnnawleTar, O4epXXytoumn BkazaHy B 3arofioBky crnonyky (58,8 mr).

MC (IAT+): [M+H]"440,2.

Mpuknag 212

6-(4-meTokcndeHin)-N-(2-meTtokcu-1-(4-(TpudpTopmeToKkeu)deHin)eTnn)-2-okco-2, 3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

A) metun 2-((6-xnop-3-HiTponipuanH-2-in)amiHo)aueTtaT

BkasaHy B 3aronoBky Cnonyky ofepxysanu 3 2,6-Auxnop-3-HiTponipuanHy TakmMm Xe camum
ynHOM sk i Ha Ctagii A lMpuknaay 1.

'H AMP (300 My, AMCO-dg) & 3,67 (3H, c), 4,27 (2H, a, J=6,0 I'u), 6,87 (1H, A, J=8,7 I'u), 8,48
(1H, g, J=8,7 'y), 8,96 (1H, 1, J=5,7 I'y).

B) 6-xnop-3,4-gurigponipngo[2,3-b]nipa3nH-2(1H)-oH

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 Metun  2-((6-xnop-3-HiTponipnanH-2-
in)amiHo)aueTaTy TakMM Xe camum YnHOM sk | Ha Ctagii B Mpuknaay 66.

'H AMP (300 My, AMCO-dg) d 3,94 (2H, c), 6,55 (1H, A, J=7,9 T'u), 6,91 (1H, A, J=7,9 'y), 7,19
(1H, ¢), 10,47 (1H, c).

C) 6-xnop-1-((2-(TpumeTuncunin)etokcu)meTun)-3,4-gurigponipnao[2,3-bjnipasnH-2(1H)-oH

BkasaHy B 3aronoBky cnonyky ogepxysanu 3 6-xnop-3,4-gurigponipnaol2,3-b]nipasuH-2(1H)-oHy
Takum xe caMmnm YmHoMm $K i Ha Ctagii C MNpuknagy 63.

MC (IAT+): [M+H]"314,3.

D) 6-xnop-N-(2-meTokcu-1-(4-(TpudpTtopmetokcun)deHin)etun)-2-okco-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-blnipasvH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 6-xnop-1-((2-(tpumeTtuncunin)eTokcm)meTtun)-3,4-
avrigponipnao[2,3-bJnipa3uH-2(1H)-oHy Takum xxe camum 4YnHoM K | Ha Ctagii F MNpuknagy 63.

MC (IAT+): [M+H]'575,2.

E) 6-(4-meTokcndpeHin)-N-(2-metokeu-1-(4-(TpudTopMeTOKCH ) eHin)eTnn)-2-okco-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamin
Jo pPO3UnHY 6-xnop-N-(2-meTokcu-1-(4-(TpudTopMETOKCH)DeHIn)eTnn)-2-okco-1-((2-

(TpumeTuncunin)eTokcn)meTun)-2,3-aurigponipnao[2,3-blnipasun-4(1H)-kapbokcamigy (69,0 wmr) B
1,2-gumeTokcuneTaHi (1,5 mn) gogasanu 4-metokcndeHinbopoHoBy kucnoty (36,5 mr), 1 M BogHun
PO34nH kapOoHaTy Kanio (0,24 M) i oic(an-TpeT-6yTuUn(4-
anveTunamiHodgeHin)docdin)anxnopnanagin (1) (8,5 mr) i cymiw Harpisanu npu 120°C npotdarom 1T,
BMKOPUCTOBYIOUM MIKpOXBUNbOBKY (Biotage, Initiator Sixty). [lo peakuinHoro posdvnHy gogasanu BoAy
(1 mn) i eTunauetat (2 mn), cymiw nepemiwyBanu i ¢inbTpyBanu 4yepes ¢asoposgintoBanbHUN
QINbTP | OpraHiyHU Wap KOHUEHTpyBanu, BUKOPUCTOBYIOYM MOBITPAPO3NUIIOIYUA  NPUCTPIN.
3anvuwok ounwanm BEPX (konoHka: YMC Triart C18, Pyxoma casa: auetoHiTpun/10 mM BogHuR
po3unH bGikapOoHaTy aMmoHil0) i PO3YMHHMK YyMaptoBanu, BUKOPWUCTOBYHOYM MOBITPAPO3NUITIOYNIA
npuctpin. Jo 3anuwky Aodasanu TpudTOpoUTOBY KUcnoTy (1 mm), cymiw nepemiwysanu npwu
KiMHaTHIM  TemnepaTypi npotarom 1 r | PO3YMHHWK  ynaptoBanu,  BUKOPUCTOBYHOUU
NOBITPAPO3NUIOIYMIA NPUCTPIK. [o 3anuwky gogasanv 8 M po3umH amiak/metaHon (1 Mn), CymiLl
nepemillysanu npu KimHaTHIn TemnepaTtypi NpoTsaroMm 1 r i poO34YMHHUK ynapioBanu, BUKOPUCTOBYHOUM
noBITpsipo3nuniooyumi npucTpin. 3anuwok ounwanu BEPX (kononka: YMC Triart C18, Pyxoma dasa:

151



10

15

20

25

30

35

40

45

50

55

60

UA 115057 C2

aueTtoHiTpun/10 MM BoAHMIM po34unH GikapOoHaTy aMOHII0) i PO3YMHHUMK ynapioBanu, BUKOPUCTOBYIOYUN
NOBITPAPO3NUITIOIYMI NPUCTPIN, OOEPXKYIOUN BKasaHy B 3aronoBKy crnonyky (36,7 mr).

MC (IAT+): [M+H]'517,1.

Mpuknag 213

N-(2-meTokcu-1-(4-(TpudTopMeETOKCH)dDEHIN)eTnn)-2-oKkco-6-(nipnanH-3-in)-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

BkasaHy B 3aronoBky cronyky ogepxyBanu 3 nipuauH-3-inbopoHOBOI KMCNOTK TaknM Xe camum
ynHoM sk i Ha Ctagii E Mpuknagy 212.

MC (IAT+): [M+H]"488,1.

Mpuknag 214

N-(2-meTokcu-1-(4-(TpudTopMeETOKCH)heHIN)eTnn)-2-0Kkco-6-deHin-2,3-gurigponipnao[2, 3-
b]nipasnH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky Cronyky oaepxysanu 3 ¢oeHinbopoHOBOI KUCNOTU TakUM ke caMUM YMHOM
ak i Ha Cragii E Mpuknagy 212.

MC (IAT+): [M+H]"487,1.

Mpuknag 215

6-(2-meTokcudeHin)-N-(2-meTokcu-1-(4-(TpudpTopmeToKkeu)deHin)eTnn)-2-okco-2, 3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

BkasaHy B 3aronoBKy Cronyky ogepxyBanu 3 2-MeTOKCU(EHINOOPOHOBOI KUCMOTUM TakUM Xe
camum YmMHOM siKk i Ha Cragaii E Mpuknagy 212.

MC (IAT+): [M+H]'517,1.

Mpuknag 216

6-(3-meTokcudeHin)-N-(2-meTtokcu-1-(4-(TpudpTopmeTokeu)eHin)eTnn)-2-okco-2, 3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aromnoBky crnonyky ogepxyBanu 3 3-MeTOKCMdEHINOOPOHOBOI KUCMOTU Takmm e
camum YmMHOM sik i Ha Cragaii E Mpuknagy 212.

MC (IAT+): [M+H]'517,2.

Mpuknag 217

N-(2-meTokcu-1-(4-(TpudTOpMETOKCH)heHIN)eTnn)-2-o0Kkco-6-(NipnanH-4-in)-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

BkasaHy B 3aronoBky Crosiyky ogepXyBanu 3 nipuguH-4-inbopoHOBOT KMCNOTK TaknM Xe Camum
ynHOM $K i Ha Ctagii E MNMpuknagy 212.

MC (IAT+): [M+H]"488,1.

Mpuknag 218

N-(2-meTokcu-1-(4-(TpudpTopmeTokeun)deHin)eTnn)-2-okco-6-(2-Tienin)-2,3-gurigponipngo[2,3-
b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky Cronyky ogepxysanu 3 2-TieHiNGOPOHOBOI KUCMOTM TakUM XXe CaMUM YMHOM
sk i Ha Cragii E Mpuknagy 212.

MC (IAT+): [M+H]"493,1.

Mpuknag 219

6-(3-cpypun)-N-(2-meTokcu-1-(4-(TpudTopMeTOKCH)dheHin)eTnn)-2-okco-2,3-aurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3arofnioBKy Crnonyky ogaepxyBanu 3 3-ypunbOpOHOBOI KUCNOTU TakMM e CamMuM
ynHOM $K i Ha Ctagii E Mpuknagy 212.

MC (IAT+): [M+H]477,1.

Mpuknag 220

N-(2-meTokcu-1-(4-(TpudpTopmeTokeun)dpeHin)eTnn)-2-okco-6-(3-Tienin)-2,3-gurigponipngo[2,3-
blnipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky cnomnyky ogepxyBanu 3 3-TieHiNGOPOHOBOT KMCNOTW TaKMM e CaMUM YMHOM
sk i Ha Cragil E Mpuknagy 212.

MC (IAT+): [M+H]"493,1.

Mpuknapg 221

N-(2-meTokcu-1-(4-(TpudTopmeToKcH)dbeHin)etun)-6-(1-metun-1H-nipason-5-in)-2-okco-2, 3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky cnonyky ogepxyBanu 3  1-metun-5-(4,4,5,5-tetpameTtun-1,3,2-
piokcaboponaH-2-in)-1H-nipasony TakMm e camum YnHOM sk i Ha Ctagii E Mpuknagy 212.

MC (IAT+): [M+H]"491,1.

Mpuknapg 222

N-(2-meTokcu-1-(4-(TpudpTopmeTokcn)deHin)etun)-6-(1-metmun-1H-nipason-3-in)-2-okco-2, 3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia
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BkaszaHy B 3aronoBky cnonyky ogepxysanm 3 1-metun-3-(4,4,5,5-tetpameTtun-1,3,2-
piokcaboponaH-2-in)-1H-nipasony Takum xe camum YnHoM gk i Ha Ctagii E Mpuknagy 212.

MC (IAT+): [M+H]"491,1.

Mpuknag 223

N-(2-meTokcu-1-(4-(TpudpTopmeTokcn)deHin)etTun)-6-(1-metmun-1H-nipason-4-in)-2-okco-2, 3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

BkasaHy B 3aronioBky cnonyky ogepxyBanu 3  1-metun-4-(4,4,5,5-tetpameTtun-1,3,2-
piokcaboponaH-2-in)-1H-nipasony Takum e camum YnHOM sk i Ha Ctagii E Mpuknagy 212.

MC (IAT+): [M+H]"491,1.

Mpuknag 224

6-(3,5-anmeTnn-1,2-okcason-4-in)-N-(2-metokcu-1-(4-(TpucTopmeToKCen)deHin)eTnn)-2-okco-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

BkasaHy B 3aronoBsky crnonyky ogepxysanu 3 3,5-aumeTun-1,2-okcasorn-4-inbopoHOBOI KMCNOTK
Takum xxe caMmnm YmHoMm sk i Ha Cragii E Mpuknagy 212.

MC (IAT+): [M+H]'506,1.

Mpuknag 225

N-(1-(3-dpTop-4-(TpUdTOPMETUI)PEHIN)-2-METOKCUETUI)- 7-METOKCU-2-0KCO- 2, 3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

BkasaHy B 3aronoBky crnonyky ogepxyBanm 3 N-(1-(3-dpTop-4-(TpudTopmeTun)deHin)-2-
MeToKcMeTun)-7-noa-2-okco-1-((2-(TpumeTtuncunin)etokcn)metunn)-2,3-gurigponipmnao[2,3-blnipasuH-
4(1H)-kapbokcamigy Takum xe cammm YnHoM ik Ha Ctagiax J-L Mpuknagy 66.

MC (IAT+): [M+H]"443,1.

Mpuknag 226

ONTMYHO akTMBHMN  7-umknonponin-N-(1-(3-pTop-4-(TpudTopmeTnn)deHin)-2-meTokcmeTnn)-2-
okco-2,3-gurigponipmnao[2,3-b]nipasuH-4(1H)-kapbokcamig

Pauemiynui  7-umknonponin-N-(1-(3-gTop-4-(TpucpTopmeTnn)deHin)-2-mMmeToKCneTun)-2-okco-2,3-
avrigponipnao[2,3-bJnipasuH-4(1H)-kap6okcamig (347 mr) po3ginanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK AD, 50 mmBOx500 mm[, BurotoBnsietbcsi Daicel Chemical Industries, Ltd., Pyxoma
dasa: rekcan/etaHon = 700/300), ogepxyroun BKkazaHy B 3arofioBKy CrOMyKy, WO Mae KOpOoTLWMI Yac
yTpuMaHHs (107 wmr).

MC (IAT+): [M+H]"453,1.

Mpuknapg 227

ONTMYHO akTMBHMW  7-uuknonponin-N-(1-(3-pTop-4-(TpudTopmeTnn)deHin)-2-meTokcmeTnn)-2-
okco-2,3-gurigponipmnao[2,3-b]nipasuH-4(1H)-kapbokcamig

Pauemiynni  7-umknonponin-N-(1-(3-dptop-4-(TpudpTopmeTnn)deHin)-2-meTokeneTnsn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kap6okcamig (347 mr) posginanu 3a gonomoroo BEPX (konoHka:
CHIRALPAK AD, 50 mmBOx500 mm[, BurotoBnsietecsi Daicel Chemical Industries, Ltd., Pyxoma
dasa: rekcaH/etaHon = 700/300), ogepxxyoun BKaszaHy B 3arofioBKy CMoOSyKy, WO Mae AOBLUUA Yac
yTpuMaHHs (83 mr).

MC (IAT+): [M+H]"453,1.

Mpuknapg 228

N-(2-meTokcu-2-meTtun-1-(4-(TpudTopMeToKCH)deHin)nponin)-7-meTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

A) metun 2-(4-(TpudTopmeTokcu)deHin)aueTaTt

[o posumHy 2-(4-(TpudbTopmeTokcu)deHin)oytoBoi kucnotn (5,00 r) y metaHoni (32 wmn)
AojaBanu koHu. cipyaHy kucnoty (0,237 mn) npu KiMHaTHin Temnepatypi. PeakuinHy cymiw
nepemiwysanu npu 70°C npotarom 4 r i KOHUeHTpyBanu 0o npubnmaHo 10 mMn npu NOHMXKXEHOMY
TUCKy. [lo 3anuwky gogasanu BoAy i CyMill ekcTparyBanu etunauetatoMm. EkcTpakT npomusanu
HacM4YeHVM pO3CONIOM, CyLIMNU Hag 6e3BOoOHWM CynbgaToM MarHito i PO3YMHHUK ynaproBanu npwu
NMOHWMXEHOMY TUCKY, OOEPXXYHUMN BKa3aHy B 3arofioBky cnonyky (4,00 r).

MC (IAT-): [M-H] 233,0.

B) 2-meTun-1-(4-(TpudTopMeTOKCU )P EHIN)NponaH-2-on

[o posunHy meTtun 2-(4-(tpudptopmeTtokcu)deHin)auetaty (4,00 r) B TeTparigpodypaHi (57 mn)
popgasanu 1 M posunH metunmarHinbpomig/retparigpodypaH (42,7 mn) npu 0°C. PeakuinHy cymiw
nepemiwyBany npu KiMHaTHIW TemnepaTtypi npotarom 4 r, go Hei npu 0°C gogaBanu HacuyeHWN
BOAHUIM PO34YMH Xropwuay amoHitlo i CyMill ekcTparyBanu eTtunauetatoM. EkcTpakT npomusanu
HacM4YeHUM PO3COSIOM, CyLIMNU Hagd 6e3BOOHWM Cynb@daToM MarHito i PO3YMHHUK ynaproBanu npwu
MOHMXKEHOMY  TUCKY. 3anulioK  OYULLannM  KOJIOHKOBOK — XpomaTorpadiero  Ha  cunikareni
(rekcaH/eTunaueTar), O4epXKYUM BKa3aHy B 3arofioBKy cnosnyky (3,26 r).

'H AMP (300 My, AMCO-ds) 8 1,06 (6H, c), 2,67 (2H, c), 4,36 (1H, c), 7,31 (4H, c).
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C) 1-(2-meTokcKn-2-meTunnponin)-4-(TprudTopmMmeToKCn )6eH3on

o posunHy 2-metun-1-(4-(tpudbtopmeTtokcn)deHin)nponaH-2-ony (6,72 r) B N, N-
anvetundopmamigi (140 mn) gogasanu 60 % rigppna HaTtpito (5,74 1) npy KiMHaTHIN TemnepaTypi.
PeakuiHy cymiw nepemiwyBanu npu KiMHaTHIM Temnepatypi npotarom 30 XB, MNOBiSIbHO Mpwu
KiMHaTHIA TemnepaTtypi gogaBanu metunmoaumg (8,97 mn) i cymiw nepemiwyBanu npu KiMHaTHIN
Temnepatypi npotarom 18 r. [Jo peakuiiHOl cymiwi fopgaBann BOAY i CyMilW eKcTparyBanu
eTunauetatoM. EkctpakT cywmnun Hag 6e3BogHUM CynbdaTtoM MarHito i pO34MHHKK ynaproBanu npu
MOHWKEHOMY  TWUCKY. 3anuwoK ouuwanu  KOJMIOHKOBOK  XpomaTtorpadpiero Ha  cunikareni
(rekcaH/eTunaueTar), o4epKyloun Bka3aHy B 3arofioBky cnonyky (6,01 r).

'H AMP (300 My, AMCO-ds) & 1,05 (6H, c), 2,75 (2H, c), 3,16 (3H, ¢), 7,17-7,37 (4H, m).

D) 1-(1-6pom-2-meToKcK-2-meTunnponin)-4-(TpudpTopmeToken)oeHson

BkasaHy B  3aronoBky  Cnonyky  ogepxyesanu 3 1-(2-meTokcmn-2-meTmunnponin)-4-
(TpudpTopmeTOKCUH)BEH30MY TakMM xe caMuM YmMHOM SK | Ha Ctagii D MNpuknagy 142.

'H AMP (300 Mru, AMCO-dg) & 1,13 (3H, ¢), 1,25 (3H, c), 3,20 (3H, c), 5,33-5,42 (1H, m), 7,18-
7,38 (2H, m), 7,62-7,70 (2H, m).

E) 1-(1-a3ngo-2-mMeToKcuK-2-meTunnponin)-4-(TpucpTopmeTokeun)oeH3on

[o po3unHy 1-(1-6pom-2-meToKcu-2-metunnponin)-4-(tpudgptopmeTtokcn)beHsony (2,10 r) B N, N-
anmvetundopmamigi (43 mn) gogasanu asug Hatpito (2,09 r) i 18-kpayH-6 (6,8 r). PeakuinHy cymill
nepemiwysanu npu 100°C npotarom 18 r, 4o Hel gogaBanu BOAY i CyMmill ekcTparyBanu 4ieTUrnoBuv
eTepoM. EKCTpakT npommuBanm HacM4eHMM PO3COJSIOM, CYLIMM Hag 6e3BoAHMM cynbdaTtoM MarHito i
PO34YMHHUK yraptoBanu Npu NOHWKEHOMY TUCKY, OAEPXKYHOYM BKa3aHy B 3arofioBKy cnonyky (1,66 r).

'H AMP (300 My, AMCO-ds) 5 1,00-1,11 (6H, m), 3,20 (3H, c), 4,83-4,90 (1H, m), 7,33-7,40 (2H,
M), 7,42-7,56 (2H, m).

F) N-(2-meTokcu-2-metun-1-(4-(TpudTopMeToKCH)peHin)nponin)-7-meTun-2-okco-2, 3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky cnomnyky ogepxysann 3 1-(1-a3ngo-2-MeToKCU-2-MeTunnponin)-4-
(TpudpTopmeToKken)beH3ony TakmMm xe camum YuMHOM Ak Ha Crtagiax E-F lMNpuknagy 2 i Cragii L
Mpuknagy 72-1.

MC (IAT+): [M+H]" 453,2.

Mpuknag 229

onTnyHo aktuBHui N-(1-(3-dpTOp-4-(1H-nipon-1-in)deHin)-2-MmeToKCUeTUn)-7-MeToKCU-2-0Kco-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

PauemidHnin N-(1-(3-dpTOop-4-(1H-nipon-1-in)deHin)-2-MeToKCUeTUnN)-7-MeTOKCU-2-0KCOo-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kap6okcamig (55,2 mr) posginanu 3a gonomorot BEPX (konoHka:
CHIRALPAK AD, 50 mmBx500 mm[, surotoBnsietecst Daicel Chemical Industries, Ltd., Pyxoma
pasza: rekcan/etaHon = 700/300), ogepxyroum BKazaHy B 3arofioBKy CMOSyKy, O Mae KOPOTLIMIA Yac
yTpumaHHs (13,7 mr).

MC (IAT+): [M+H]"440,2.

Mpuknag 230

onTnyHo aktuBHui N-(1-(3-dpTOop-4-(1H-nipon-1-in)peHin)-2-MmeToKCUeTUn)-7-MeToKCU-2-0KCo-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

PauemiyHuin N-(1-(3-dpTOp-4-(1H-nipon-1-in)deHin)-2-MeToKCUeTUnN)-7-MeTOKCU-2-0KCOo-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig (55,2 Mr) posginsanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK AD, 50 mmBx500 mm[, surotoBnsietbcsi Daicel Chemical Industries, Ltd., Pyxoma
asa: rekcaH/etaHon = 700/300), ogepxytoum BKaszaHy B 3arosyioBKy CMOSyKy, WO Mae AOBLUMA 4ac
yTpumaHHs (15,4 wr).

MC (IAT+): [M+H]"440,2.

Mpuknag 231

ONTWMYHO aKkTMBHWW 7-uuknonponin-N-(2-metokeu-1-(4-(TpudTopmeTun)deHin)etnn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

PauemiyHuin 7-uunknonponin-N-(2-meTtokcu-1-(4-(TpucpTopMeTun)deHin)etun)-2-okco-2,3-
avrigponipuao[2,3-b]nipasvH-4(1H)-kapbokcamig (426 mr) posginanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK AD, 50 mmBx500 mm[, surotoBnsietbcsi Daicel Chemical Industries, Ltd., Pyxoma
dasa: rekcan/etaHon = 700/300), ogepxyoun BKazaHy B 3arofioBKy CrOMyky, WO Mae KOpoTLMI Yac
yTpuMaHHs (177 wmr).

MC (IAT+): [M+H]"435,1.

'H AMP (300 Mru, CDCI3) & 0,66-0,75 (2H, m), 0,98-1,08 (2H, m), 1,83-1,95 (1H, m), 3,40 (3H, c),
3,69 (2H, g, J=5,3 'y), 4,64 (2H, c), 5,16-5,26 (1H, m), 6,83 (1H, g, J=2,3 T'u), 7,45-7,62 (4H, m), 7,84
(1H, g, J=1,9 T'u), 8,84-8,97 (1H, m), 10,55 (1H, g, J=7,2 I'u).

Mpuknapg 232
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onTMYHO akTuBHUn  N-(1-(3-pTop-4-(TpudTopMETUN)DEHIN)-2-METOKCUETNI)-7-METOKCU-2-OKCO-
2,3-gurigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamia

PauemiyHuin N-(1-(3-dpTOp-4-(TpUdTOPpMETUN)dEHIN)-2-METOKCUETNN)- 7-METOKCU-2-0KCO-2,3-
avrigponipnao[2,3-bJnipasun-4(1H)-kap6okcamig (471 mr) posginanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK AD, 50 mmBOx500 mm[, BurotoBnsietbcsi Daicel Chemical Industries, Ltd., Pyxoma
asza: rekcan/etaHon = 700/300) i nepekpucTaniayBanu 3 rekcaH/etunaueTart, O4epXKyrun BKasaHy B
3arosIoBKy CrosyKy, Lo Mae KOpoTLwwuin Yac yTpumaHHs (208 wr).

MC (IAT+): [M+H]"443,1.

Mpuknag 233

ONTUYHO aKTMBHWWA 7-umknonponin-N-(2-metokeu-1-(4-(TpudTopmeTun)deHin)eTnn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

PauemivHni 7-umknonponin-N-(2-meTokcu-1-(4-(TprdTopmeTnn)eHin)etun)-2-okco-2,3-
avrigponipnao[2,3-bJnipasun-4(1H)-kapbokcamig (426 mr) posainanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK AD, 50 mmB[x500 mm[, surotoBnsietecsi Daicel Chemical Industries, Ltd., Pyxoma
dasa: rekcar/etanon = 700/300) i nepekpucTanidyBanu 3 rekcaH/etTunaueraT, O4EpPXKYO4M BKa3aHy B
3arofoBKy CMOJyKy, L0 Mae AOBLUNIA Yac yTpuMaHHs (179 wmr).

MC (IAT+): [M+H]"435,1.

'H AMP (300 Mru, CDCI3) & 0,66-0,75 (2H, m), 0,98-1,08 (2H, m), 1,81-1,94 (1H, m), 3,40 (3H, c),
3,69 (2H, g, J=5,3 'y), 4,64 (2H, c), 5,14-5,26 (1H, m), 6,83 (1H, g, J=1,9 T'u), 7,45-7,64 (4H, m), 7,84
(1H, g, J=1,9 T'u), 9,01 (1H, c), 10,55 (1H, g, J=7,2 T'y).

Mpuknag 234

onTMyHO aktuBHun  N-(1-(3-dpTop-4-(TpndTopMeTUn)PeEHin)-2-MeTOKCUETNI)-7-METOKCU-2-0OKCO-
2,3-gurigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

PauemiuHni N-(1-(3-dTOp-4-(TpUdpTopMETUN)(PEHIN)-2-METOKCUETUI)-7-METOKCU-2-0KCO-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig (471 mr) posginanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK AD, 50 mmBOx500 mm[, BurotoBnsietbcst Daicel Chemical Industries, Ltd., Pyxoma
dasa: rekcad/etaHon = 700/300), ogepxyroum BKaszaHy B 3arofloBKy CMOJYKY, LUO Mae OOBLUMIA Yac
yTpumanHs (199 wr).

MC (IAT+): [M+H]"443,1.

Mpuknag 235

6-(3,6-aurigpo-2H-nipaH-4-in)-N-(2-meTokcu-1-(4-(TpudTopmMeToKCU)heHin)eTnn)-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBKy Crnonyky ogepxyBanu 3 niHakonoBoro ectepy 3,6-gurigpo-2H-nipan-4-
BOPOHOBOI KMCNOTK TaKMM >Xe camnm YMHOM siK | Ha Ctagaii E MNpuknagy 212.

MC (IAT+): [M+H]493,1.

Mpuknag 236

N-(2-meTokcu-1-(4-(TpudpTopmeTokeun)deHin)etun)-6-(1-metnn-1,2,3,6-tetparigponipnanH-4-in)-2-
okco-2,3-gurigponipuaol2,3-b]nipasnH-4(1H)-kapbokcamis

BkasaHy B 3aronoBky CMONyKy OJepXxyBanu 3 niHakonoBoro ectepy 1-metun-1,2,3,6-
TeTparigponipuanH-4-60poOHOBOI KMCNOTK TakUM e camum YMHOM siK i Ha Ctagii E MNpuknagy 212.

MC (IAT+): [M+H]'506,1.

Mpuknag 237

N-(2-meTokcu-1-(4-(TpudpTopmeTokeun)dpeHin)eTnn)-2-okco-6-(1,2,3,6-teTparigponipngunH-4-in)-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3arofioBky CMOMyKy ogepxyBanu 3 TpeT-Oytun 4-(4,4,5,5-teTpameTun-1,3,2-
piokcaboponaH-2-in)-5,6-gurigponipuanH-1(2H)-kapbokcmnaTty Takmm e caMyMM YMHOM sk | Ha CTagii
E Mpuknagy 212.

MC (IAT+): [M+H]492,1.

Mpuknag 238

N-(2-meTokcu-1-(4-(TpudTOpMETOKCH )DEHIN)eTnn)-6-MmeTun-2-okco-2,3-aurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamig

Jo pPO3UnHY 6-xnop-N-(2-meTokcu-1-(4-(TpudTopMETOKCH)DeHIn)eTnn)-2-okco-1-((2-
(TpumeTuncunin)eTokcm)meTun)-2,3-aurigponipnao[2,3-bjnipasvH-4(1H)-kapbokcaminy (46,0 wmr) B
1,2-gumeTtokcueTani (1,0 mn) pogasanu Bogy (0,16 mn), TpumetunoopokcuH (50,0 mr), kapboHat
uesito (52,0 mr) i Bic(am-TpeT-6yTnn(4-aumeTnnamiHodeHin)docdin)anxnopnanagin (1) (5,6 mr) i
cymiw Harpisanu npu 110°C npoTtaroMm 1 r BUKOPUCTOBYIOYM MIKPOXBUIBLOBKY (Biotage, Initiator Sixty).
[o peakuinHoi cymiwi gogaBanu Bogy (1 mn) i eTunaudetat (2 mm), Cymill nepemilyBanu i
dinbTpyBanm  yepes  asoposginoBanbHUn - INbTP | OpraHiyHMiA  Wap  KOHUEHTpyBanu,
BMKOPUCTOBYHOUM MOBITPAPO3NMIOYNA NpucTpin. 3anmwok ounwann BEPX (konoHka: YMC Triart
C18, Pyxoma dasa: auetoHiTpun/10 MM BOOHUIM pO34MH OikapOOHATy aMoHIl0) i PO3YMHHUK
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yrnaptoBanu, BUKOPUCTOBYIOYM  MOBITPAPO3NMAOYUA  npucTpin. [o  3anuwky gopasanu
TpudptopouTtoBy KucroTy (1 mn), cymiw nepemilyBanu Npu KiMHaTHIN TemnepaTypi npotarom 1 1 i
PO3YNHHMK yrapoBanun, BUKOPUCTOBYIOYM MOBITPAPO3NUIIOYMIA NpucTpin. [o 3anvwky gogasanu 8
M po3umH amiak/meTtaHon (1 mn), cymiw nepemiyBanu Npu KiMHaTHIN TemnepaTypi npotarom 1 1 i
PO34YMHHUK yraproBanu, BUKOPUCTOBYIOYM MOBITPSIPO3NMIIOYMIA NPUCTPIn. 3anuwok ounwanu BEPX
(konoHka: YMC Triart C18, Pyxoma dasa: aueToHiTpun/10 MM BogHWU po34ymnH GikapboHaTy aMOHito) i
PO3YMHHUK yMaploBanu, BMKOPUCTOBYIOYU MOBITPSPO3NMITIOIOYMIA MPUCTPIN, OOEPXKYUYN BKasaHy B
3arosloBKy crnonyky (16,5 mr).

MC (IAT+): [M+H]"425,0.

Mpuknag 239

N-(2-meTokcu-1-(4-(TpudTopmeTokeun)deHin)eTnn)-2-okco-6-(nipuanH-2-in)-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

o PO34MHY 6-xnop-N-(2-meTokeu-1-(4-(TpudTopMmeToKeH)heHrin)etnn)-2-okco-1-((2-
(TpumeTuncunin)eTokcm)meTnn)-2,3-aurigponipnao[2,3-bjnipasuH-4(1H)-kapbokcamigy (46,0 mr) B N,
N-gumetundopmamigi (0,5 mn) gogasanu (2-mipyavH)UMKNiYHMIA Tpuonbopat nitito (51,1 wmr),
kapboHat uesito (78,1 wmr), Oic(am-TpeT-0yTmn(4-gumetnnamiHodeHin)docdiH)-gnxnopnanagin (Il)
(5,6 mr) i xmopug migi (1) (4,0 mr) i cymiw Harpisanm npu 100°C npoTtdrom 1 r, BUKOPUCTOBYHOUM
MikpoxBuIboBKy (Biotage, Initiator Sixty). [lo peakuinHoi cymiwi gogasanu Bogy (1 mn) i eTunauerat
(2 mn), cymiw nepemiwysanu i ginbTpyBanu vyepes hasopoagintoBanbHUii QiNbTp, OpraHiyHUi wap
KOHLIEHTpYBanu, BUKOPUCTOBYIOYM MOBITPAPO3NUIIOIYMIA  NpUCTPin. 3anuwok ounwann BEPX
(konowxka: YMC Triart C18, Pyxoma ¢asa: aueTtoHitpun/10 MM BogHUn po3unH BikapboHaTy aMoHito),
PO3YMHHUK ynaproBanu, BUKOPUCTOBYIOUM MOBITPAPO3NUMIOYMA NpucTpin. [o 3anuwwiky gogasanwu
TpudptTopouToBy KMcroTy (1 mn), cymiw nepemilyBanu Npu KiMHaTHIN TemnepaTypi npoTtarom 1 r i
PO3YMHHUK ynaproBanu, BUKOPUCTOBYHOYM NOBITPAPO3NUOYNA NpucTpin. Jo 3anuwky gogasanu 8
M posuuH amiak/meTaHon (1 mn), i cymiw nepemiyBann nNpu KiMHaTHIN Temnepatypi npotsarom 1 r i
PO3YMHHUK ynapioBanu, BUKOPUCTOBYHOUM MOBITPSPO3NUITIOYMI NPUCTPIN. 3anuwok ounwanm BEPX
(konoxka: YMC Triart C18, Pyxoma dpasa: aueTtoHiTpnn/10 MM BoaHun po3dnH BikapboHaTy amoHito) i
PO34YMHHUK yMaploBanu, BMKOPUCTOBYHOUM MOBITPSIPO3MUITIOIOYNIA MPUCTPIN, OOEPXYUM BKasaHy B
3arofiloBKy crnonyky (6,3 mr).

MC (IAT+): [M+H]"488,1.

Mpuknag 240

6-(2-cpypun)-N-(2-meTokcu-1-(4-(TpudTopMETOKCH)DeHin)eTnn)-2-okco-2,3-aurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky cnonyky ogepxysanu 3 (2-pypaH)umknidyHoro Tpuonbopary HaTpivi TakuM xe
camuM YnHoM sk B MNpuknagi 239.

MC (IAT+): [M+H]"477,1.

Mpuknag 241

6-umknonponin-N-(2-meTokcu-1-(4-(TpudTopMeToKCH)dpeHin)eTun)-2-okco-2,3-aurigponipnao[2,3-
b]nipa3nH-4(1H)-kapbokcamig

o pPO3YnHY 6-xnop-N-(2-meTokcu-1-(4-(TpudTopMeTOKCH )deHin)eTnn)-2-okco-1-((2-
(TpumeTuncunin)eTokecm)meTun)-2,3-aurigponipnao[2,3-bjnipasvn-4(1H)-kapbokcamigy (46,0 mr) B
Tonyoni (1,0 mn) gogaesanu Bogy (0,2 mn), umrknonponin6opoHoBy kucnoty (20,6 Mr), kapboHaT Lesito
(78,1 wr), auetat nanagito (ll) (3,6 mr) i TprumknorekcundocdiH (6,7 Mr) i cymiw Harpisanu npu
100°C npotsarom 30 xB BMKOPMCTOBYIOUM MIKPOXBUILOBKY (Biotage, Initiator Sixty). o peakuinHoi
cymiwi pogasanu Body (1 mn) i eTunauertat (2 Mn) i cymilw nepemiwyBanu i ginbTpyBanu yepes
haszopo3sgintosansH1n dinbTp, opraHiyHun wap KOHLieHTpyBanu, BUKOPUCTOBYHOUU
NOBITPAPO3NUIOIYMI NPUCTPIN. 3anuwok ounwanu BEPX (konoHka: YMC Triart C18, Pyxoma dasa:
aueToHiTpun/10 MM BoAHMI pO34unH GikapOoHaTy aMOHIl0) i PO3YMHHIKK yrnapioBanu, BUKOPUCTOBYHOYM
NOBITPAPO3NUMIOIYMI NpUCTpi. [o 3anuwky gopgasanu TpudTtopouTtoBy kucrnoTy (1 mn), cymiw
nepemilysanu npu KimHaTHin TemnepaTtypi npotaroM 1 r i po34YMHHUK ynaproBanu, BUKOPUCTOBYHOUN
NOBITPSIPO3NUIIOIOYMIA NPUCTpiIn. [o 3anuwky gogasanu 8 M posuuH amiak/metaHon (1 mn), cymiw
nepemillysanu npu KiMHaTHIn TemnepaTtypi NpoTsaroM 1 r i PO34YMHHUK ynaptoBanu, BUKOPUCTOBYHOUU
noBITpsipo3nuniooyumi npucTpin. 3anuwok ounwanu BEPX (konoHka: YMC Triart C18, Pyxoma ¢pasa:
aueToHiTpun/10 MM BOAHMI pO34uH GikapOoHaTy aMOHIK0) i PO3YMHHKK yapioBanu, BUKOPUCTOBYHOYM
NOBITPSPO3NUNIOIOYMIA NPUCTPIN, OOEPXKYIOUN BKa3aHy B 3aronoBky cnonyky (18,3 mr).

MC (IAT+): [M+H]"451,1.

Mpuknapg 242

N-(2-meTokcu-1-(4-(TpudTopMETOKCH)dDEHIN)eTnn)-2-0Kkco-6-(TeTparigpo-2H-nipaH-4-in)-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia
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[o posunHy 6-(3,6-aurigpo-2H-nipaH-4-in)-N-(2-meTokcu-1-(4-(TprdTopMeToKCH )heHin)eTnn)-2-
okco-2,3-gurigponipnao[2,3-blnipasuH-4(1H)-kapbokcamigy (10 mr) y metaHoni (2 mn) gogasanu
dopmiat amoHnito (50 wmr) i 5% komnnekc nanagin-Byrinns-etunengiamiv (50 Mr) i cymiw
nepemiwysanu npu 60°C 2 r. PeakuinHy cymiw ¢inbTpyBanu i KOHUEHTpyBanu, BMKOPUCTOBYOUM
NOBITPSIPO3NUIIOIYMIA NPUCTPIN. 3anuwok ounwanu BEPX (konoHka: YMC Triart C18, Pyxoma ¢aza:
aueToHiTpun/10 MM BoAHMIA po34unH GikapboHaTy aMOHiIt0), PO3UYMHHMK ynapioBanu, BUKOPUCTOBYHOUM
NOBITPSIPO3NUITIOIYMIA NPUCTPIN, OOEPXKYHOUN BKA3aHy B 3arofioBKy cnonyky (5,5 mr).

MC (IAT+): [M+H]"495,1.

Mpuknag 243

N-(2-meTokcu-1-(4-(TpudpTopmeToKeH)dbeHin)eTnn)-6-(1-meTunninepmanH -4-in)-2-okco-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 N-(2-meTokcu-1-(4-(TpudptopmeTokcn)deHin)etmn)-
6-(1-metnn-1,2,3,6-TeTparigponipnamnH-4-in)-2-okco-2,3-gurigponipnao[2,3-blnipasunH-4(1H)-
kapbokcamigy Takum xxe camMnm YMHOM sk B [Npuknagi 242.

MC (IAT+): [M+H]"508,1.

Mpuknag 244

N-(2-meTokcu-1-(4-(TpudpTopmeToKken)deHin)eTnn)-2-okco-6-(ninepnanH-4-in)-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

BkasaHy B 3aronoBky cnonyky ogepxysanu 3 N-(2-meTokcu-1-(4-(TpudTopmeTokeu)deHin)etun)-
2-0kco-6-(1,2,3,6-TeTparigponipuamnH-4-in)-2,3-gurigponipnao[2,3-b]nipasun-4(1H)-kapbokcamigy
TakKMM ke camuM YMHOM SK B [Npuknagi 242.

MC (IAT+): [M+H]494,1.

Mpuknapg 245

6-meTokcu-N-(2-meToken-1-(4-(TpudTopmeTokcmn)deHin)etnn)-7-meTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

A) 2-xnop-3-meTun-5-HiTponipuamnHy 1-okcng

Ho cymiwi 2-xnop-3-meTtunn-5-HiTponipuamHy (5,00 r) i rigponepookcmay cevoBuHn (5,72 1) y
auetoHiTpuni (37,6 mn) noeinbHO Aodasanu TpudTopoutoBun adrigpng (8,06 mn) npu 0°C.
PeakuinHy cymiw nepewmiwysanu npu 0°C 2 r, pogasanu 9 % (M/M) BOAHWIA PO34YMH OUTIOHATY HaTPIlO
(60 mn) i cymiw nepemiwyBanu nNpu KiMHaTHIM TemnepaTypi npotarom 20 xB. PeakuiiHy cymilu
eKkcTparyBanu etunauetaTtom. EKCTpakT nocnigoBHO NpoOMMBanM HacMYEHUM BOOHMM PO3YMHOM
rigpokapboHaTy HaTpilo i HacM4YeHUM pPO3CONOM, Cywunu Hag 6e3BoAHMM CynbgatoM MarHito i
PO34YMHHUK yraploBarnu nNpy NOHMXEHOMY TUCKY. 3anuLLOK oYMLLanmu KOSTOHKOBOK XpoMaTorpadieto Ha
cunikareni (rekcaH/eTunaueTar), o4epXyroun BkasaHy B 3aronosky cnonyky (1,90 r).

'H AMP (300 Mru, AMCO-ds) d 2,33 (3H, c), 7,98 (1H, g, J=0,8 I'u), 8,70 (1H, aa, J=1,7, 0,8 T'w).

B) 2,6-anxnop-3-MeTnn-5-HiTponipuanH

Cymiw 2-xnop-3-metun-5-Hitponipuanny 1-okcmay (8,17 r) i okcuxnopugy cdocdopy (101 mn)
nepemiwysanu npu 90°C npotarom 30 XB i PO3YMHHUK ynaptoBanu npuv NOHMXEHOMY TUCKY. 3annLlok
oyumLlany KONMOHKOBOK Xpomatorpadielo Ha cunikareni (rekcan/etunauertaT), OAEpXKyHo4M BKasaHy B
3aronoBky cnonyky (7,63 r).

'H AMP (300 Mru, CDCl3) & 2,48 (3H, c), 8,14 (1H, a, J=0,8 'u).

C) metun 2-(6-xnop-5-meTtunn-3-HiTponipnanH-2-in)auerat

BkasaHy B 3aronoBKy CMomnyky ogepxyBanu 3 2,6-OuXNop-3-MeTun-5-HiTponipuanHy Takum xe
camum YmHOM siK i Ha Ctagaii A Mpuknagy 1.

MC (IAT+): [M+H]"260,0.

D) meTtun 2-(6-meTokcn-5-meTnn-3-HiTponipuaunH-2-in)averat

Cymiw meTtun 2-(6-xnop-5-meTtun-3-HitponipuaunH-2-in)aueraty (2,63 r) i metokcuay HaTpito (2,93
r) y metadoni (50,6 mn) nepemiyBanu MNpOTArOM HOYI NPW KiMHATHIN TemnepaTtypi i PO3YMHHUK
ynaptoBanu npv NOHMWXeHOMY TUCKY. 3anu1LIOK o4YmLLany KONTOHKOBOK XxpoMaTorpadieto Ha curnikareni
(rekcaHn/eTunaueTar), O4epPXXYHUM BKa3aHy B 3arofioBky cnonyky (1,12 r).

MC (IAT+): [M+H]"256,1.

E) 6-meTokcu-N-(2-meTokcu-1-(4-(TpudTopmeTokcmn)eHin)etun)- 7-mMeTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky CMonyky ogepxyBanu 3 meTtun 2-(6-metokcu-5-metunn-3-HiTponipngunH-2-
in)aueTaTy TakMm e camuM YnHom Sk i Ha Ctagii B MNpuknagy 1 i Ctagii C-D MNpuknagy 19.

MC (IAT+): [M+H]"455,1.

Mpuknapg 246

7-meTokeu-N-(2-meTokeu-1-(4-(TpudTopMmeToKCH)dbeHin)eTnn)-6-meTnn-2-okco-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

A) 2-HiTpoaLeTamMigy amoHieBa Cinb
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Cywmiw 2-HiTpoeTtunauetaty (17,5 r) i 28 % BogHoro posynHy amiaky (88 mn) nepemiwysanu npu
KiMHaTHI TeMmnepaTypi NPOTAroM 4 AHIB i PO34YMHHUK ynapoBanu npu NOHWKEHOMY TUCKY, OOEPXKYHun
BKasaHy B 3arosnoBky cronyky (15,0 r).

'H AMP (300 Mru, D,0) & 6,43 (2H, c).

B) metun 2-((5-meTokcu-6-meTun-3-HiTponipnanH-2-in)amiHo)auertar

Ho po3unHy 28 % po3umHy meTokcug Hatpito/meTaHon (16,7 r) y metaHoni (87 mn) noBinbHO
popasanu cymiw 1-meTtokcunponaH-2-oHy (7,63 1) i etundopmiat (7,68 mn) npu -10°C. PeakuinHy
cymiw nepemiwysanu npu -10°C npotsarom 1 r B aTMocdepi aproHy, notiM MNPOTArOM HOMi npwu
KIMHaTHIA TemnepaTypi i pO34YMHHUK ynaptoBanu npu NOHWKEHoMY TUCKY. [Jo po3umnHy 3anuwky (12,0
r) i 2-HiTpoauetamigy amoHieBoi coni (12,9 r) y Boai (54,1 mn) gogasanu 3,4 M BOOHUIA PO3YMH
ninepngnHauetaty (26,7 mn) i ouytoBy kucnoty (5,85 mn) npu kiMHaTHIM Temnepatypi. PeakuiiHy
CyMilWl nepemiwyBanuM npoTtarom Houi npu 50°C, oo Hei gogaBany BOAY i Cymill ekcTparyBanu
eTunaueTtatoM. EkcTpakT npomuBanu HacuM4YeHMM pO3COMIOM, CYLIWMNWM Hag 6e3BoAHMM cynbdaTtoM
MarHito i PO3YMHHWMK ynapioBanu nNpu MOHWKEHOMY TWUCKY. 3anuoK o4ulianm KONIOHKOBOO
xpomaTtorpadieto  Ha cwunikareni  (rekcaH/eTunaueTaTt), OAepXyluuM  5-meTokcu-6-meTmn-3-
HiTponipnauH-2-on (1,06 r), WO MICTUTb JOMILKKX. [0 pO34MHY 5-MEeTOKCU-6-MeTun-3-HiTponipnuanH-2-
ony, ogepxaHHoro suwie, (153 mr) B nipuguHi (4,15 mn) gogasanu TpudTopmeTaHCynb(OHOBUN
aHrigpmg (211 mkn) npu 0°C. PeakuinHy cymiw nepemiwysanu npu 0°C 2 r, 4o Hei gogasanu Bogy i
Cymill ekcTparyBanu etunaudetatom. Ekctpakt nocnigoBHo npomuBanm 1 M xnopsogHeBor
KMCMOTOK, HAaCU4YEHNM BOAHVMM PO3YMHOM rigpokapboHaTy HaTpilo i HACUYEHUM PO3CONOM, CYLUUMN
Hag ©6e3BogHUM cynbaToM MarHito i PO34YMHHUK ynaproBany Npu MOHWKEHOMY TUCKY. [10 po3yunHy
3anuwky (262 mr) B N, N-gumetunauetamigi (4,15 mn) gogasanu rigpoxnopug METUIIOBOTO ecTepy
rmignHy (125 wr) i TpuetunamiH (289 wMkn) npu KiMHaTHIA TemnepaTtypi. PeakuiiHy cymiw
nepemiwysanu npotarom Hodi npu 70°C, go Hel pogasanu Body | CyMill ekcTparyBamu
eTunaueTtatoM. EkcTpakT npomyBanuM HacuM4YeHMM pPO3COMIOM, CYWWnM Hag 6e3BogHMM cynbdaTtoM
MarHito i pPO3YMHHWMK yraploBanu nNpuv MOHWKEHOMY TWUCKY. 3anuoK O4uLianm KOJIOHKOBOH)
xpomaTtorpadieto Ha cunikareni (rekcaH/eTunaueTaT), O4epPXylun BKasaHy B 3aronoBky crnonyky (70
Mr).

MC (IAT+): [M+H]"256,1.

C) 7-meToken-N-(2-meTokeu-1-(4-(TpudTopmeTokemn)deHin)etun)-6-meTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 metun 2-((5-metokcu-6-metnn-3-HiTponipngunH-2-
in)amiHo)aueTaTy TakuM >xe camum YnHoMm sk | Ha Ctagii B MNpuknagy 1 i Ctaaii C-D Mpuknagy 19.

MC (IAT+): [M+H]"455,1.

Mpuknapg 247

N-(2-rigpokcu-2-meTun-1-(4-(TpudTtopmeToKkeu)eHin)nponin)-7-MeTokcu-6-meTun-2-okco-2, 3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

BkasaHy B 3aronoBKy CMOMyKy OAepXyBanu 3 4-HITpOoeHin 7-MeToKCcU-6-MeTun-2-okco-2,3-
avrigponipuao[2,3-b]nipasvH-4(1H)-kapbokcunaty i 1-amiHo-2-meTuUn-1-(4-
(TpudpTopmeTokeu)dbeHin)nponaH-2-ony rigpoxnopuay TakMM Xe camMuMm 4YnHoM K i Ha Cragii C
Mpuknagy 19.

MC (IAT+): [M+H]"469,1.

Mpuknag 248

N-(2-rigpokcu-2-meTtun-1-(4-(TpudTopMeTOoKCH )deHin)nponin)-6-mMeToKeU-7-meTun-2-okco-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamin

BkasaHy B 3aronoBKy CMOMyKy ofepXyBanu 3 4-HITpodpeHin 6-MeToKCU-7-MeTun-2-oKco-2,3-
avrigponipnao[2,3-bJnipasuH-4(1H)-kapbokcunaty i 1-amiHO-2-meTun-1-(4-
(TpudTOPMETOKCH)ChEHIN)NponaH-2-ony rigpoxnopuay TakMMm e caMmm 4YmHoM sk i Ha Cragii C
Mpuknagy 19.

MC (IAT+): [M+H]"469,1.

Mpuknag 249

N-(3-meTokcu-1-(4-(TpudTopMETOKCH)dDEHIN)NPONIn)-7-MeTun-2-okco-2,3-aurigponipngo[2,3-
b]nipasuH-4(1H)-kapbokcamig

Bkasany B 3aronoBskKy Crnonyky ofepxysanu 3 1-(3-meTokeu-1-(4-
(TpudpTOPpMETOKCH)dDEHIN))NponinamMiHy rigpoxnopuay TakMM xe caMmuMM YMHOM K i Ha Crtapgii C
Mpuknagy 19.

MC (IAT+): [M+H]"439,1.

Mpuknag 250

N-(2-rigpokcu-2-metun-1-(4-(TpudTopMeToKCH )dPEHIN)Nponin)-7-meTun-2-okco-2, 3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia
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A) metun 2-((5-meTun-3-HiTponipnaunH-2-in)amiHo)aueTat

o cymiwi rigpoxnopugy metunrniumHaty (8,32 r) i 2-xnop-5-metun-3-HiTponipuaunHy (7,62 r) B N,
N-gumeTtundopmamigi (100 mn) gogasanu Tpuetunamid (18,5 mn). PeakuinHy cymill nepemiwyBanu
npu 80°C npoTtarom 16 r i pO3YMHHMK ynaptoBanu nNpu MOHWxXeHomy Tucky. [o 3anuiky gogasanwu
BOAY i CyMill ekcTparyBanu etunauetaTom. EKCTpakT npomuBanu BoAow, Cylwuunu Hag 6e3BogHuM
cynbaTtoM HaTpIilo i PO3YMHHUK yraptoBanu Npu NMOHMKEHOMY TUCKY. 3anMLLOK OYMLLan KOSTOHKOBOK
xpomaTtorpadieto Ha cunikareni (eTunaueTtart/rekcaH), OAepXKyto4uM BKasaHy B 3arofloBKy Crnonyky (6,99

r).

'H AMP (300 My, OMCO-ds) 8 2,24 (3H, c), 3,64 (3H, c), 4,28 (2H, a, J=5,7 '), 8,27-8,37 (2H,
m), 8,60 (1H, 1, J=5,7 T'w).

B) 7-meTtun-3,4-gurigponipmao[2,3-b]nipasuH-2(1H)-oH

o posdnHy metun 2-((5-meTtun-3-HiTponipnanH-2-in)amiHo)auetaty (6,99 r) B etaHoni (100 mn)
popasanu 10 % nanagin-syrinna (Mictute 50 % Boaw, 2,00 r). PeakuinHy cymiw nepemiwysanu
NPOTAroM HOMi MpW KiMHaTHI TemnepaTypi B aTMocdepi BOAHIO, KaTanidaTop BigdinbTpoByBanu i
inbTpaT KOHUEHTpyBanu npu MOHMWKEHOMY Tucky. [o 3sanuwky popasanu etaHon (100 mn),
peakuiiHy CyMill HarpiBanu i3 3BOPOTHIM XONOAMMBHUKOM MPOTArOM 5 r i PO3YMHHUK ynaptoBanu o
npunbnusHo 1/3 ob'ema npu NOHMKeHOMY TUCKY. [JO 3anuwIKy Aodasanu AiisonponinoBun etep i ocag
30upanu inbTpyBaHHAM. TBepay PevYoBUHY MpOMMBAnNM Aii3onponinoBUM eTepoM, CyLIWUN npu
MOHMXXEHOMY TUCKY, OAEPXYIOUN BKa3aHy B 3arofioBKy cnonyky (4,56 r).

'H AMP (300 My, AMCO-ds) 8 2,09 (3H, c), 3,85 (2H, a, J=1,5 ['u), 6,45 (1H, c), 6,72-6,80 (1H,
m), 7,39-7,48 (1H, m), 10,31 (1H, c).

C) 4-HiTpodbeHin 7-meTun-2-okco-2,3-aurigponipnao[2,3-bJnipasuH-4(1H)-kapbokcunat

o cymiwi 7-metnn-3,4-gurigponipmnao[2,3-b]nipasuH-2(1H)-oHy (1,00 r) B 3MilLaHOMY PO3YNHHUKY
N, N-gumeTtunauetamig (40 mn) i nipnauH (15 mn) gogaesanu 4-HitpocdeHinxnopdopmiat (1,48 r) npwm
KiMHaTHIM TemnepaTypi. PeakuinHy cymiw nepemillysanu npy KiMHaTHIN TemnepaTypi npoTsarom 16 ri
Ao Hei popasanu Boay. Ocag 3bupanu inbTpyBaHHAM, MNpOMMBaNy BOAOK | Cywunu npwu
NMOHWXXEHOMY TUCKY, OOEPXKYHUMN BKa3aHy B 3aronioBky cnonyky (1,63 r).

MC (IAT+): [M+H]" 329,1.

D) meTtun 2-((TpeT-6yTOKCMKapOOHin)amiHo)-2-(4-(TpudTopMeToKcH)heHin)aueTtaT

Ho cymiwi 4-TpucptopmeTtokcubeHsansgerigy (19,0 r) i kapboHaTy amoHito (25,9 r) B 3miluaHoMy
PO34MHHUKY eTaHon (114 mn) i Boga (45,6 Mn) NoBiNbHO AoAasanu BOAHMK po3ynH (71,1 mn) uiaHigy
kanito (8,14 r) npu 50°C. PeakuinHy cymiw nepemiwysanu npyu 60°C npotarom 3 r, oxonogxysanu 4o
KiMHaTHOT TemnepaTypu i eTaHon ynaptoBanu npu noHMxeHoMmy TUCKy. pH 3anuwky gosogamnu go 1
KOHL. XropBoAHeBow kucrnoTtoto npu 0°C, ogepxaHy TBepay peyoBuHy 36upanu inbTpyBaHHAM i
npomuBanu Bogot. [o BogHoro posumHy (100 mn) rigpokenay kanito (23,6 r) gogasanu TBepay
pevyoBUMHY, OAepXaHy BuLLe, NPW KiIMHATHIV TemMnepaTypi i peakuinHy cymiw nepemiwysanu npu 90°C
npotaroMm 2 AHiB. PeakuinHy cymill oxonogxysanu A0 KiMHaTHOI TemnepaTypu i HeWTpanisysanu
KOHL,. XTOPBOAHEBOIO kncnototo. OgepxaHy TBepay pevyoBuHy 36mpanu pinbTpyBaHHAM i npoMmnsanu
BOAOI0, OAEepPXylun HeouuweHun npogykt (13,3 r), 2-amiHo-2-(4-(TpudpTopmeTokeu)deHin)oyutosa
kncnota. [Jo po3unHy ogepaHoro HeouuwieHoro npoaykty (13,3 r) B TeTparigpodypaHi (113 mn)
Aopasanu an-TpeT-6ytungnkapbonat (19,7 mn) i 2 M BogHWMIA poO34mH rigpokenay Hatpito (85 mn) npu
KiMHaTHIM TemnepaTypi. PeakuinHy cymill nepemillysanu NpoTAroM Houi Npu KiMHaTHIN TemMnepaTypi,
BUNMBanu y Body i Cymilw npoMuBanu gieTunoBum etepoMm. pH BogHoro wapy gosoaunu go 3
BuKopucToBytoun 1 M xnopsogHesy kucnoty npu 0°C i cymiw ekcTparyBanu etunaueTtatoM. EkctpakT
npommBanyM HacU4eHWM PO3COMIOM, CyWMNU Hag 6e3BogHUM cynbgaToM MarHilo i PO3YMHHMK
yrnaptoBanu npu MOHWXKEHOMY TUCKY, OepXylun HeouuweHnn npoaykt (11,3 r), 2-((TpeT-
OyTokcukapboHin)amiHo)-2-(4-(TpudTopmeToKkcu)dbeHin)outoBa kucnota. [o po3dMHY OAepXKaHOro
HeouuweHoro npoaykty (11,3 r) B N, N-gumeTtundopmamigi (84 mn) gopgasanu metunnoama (2,53 mn)
i kapOoHart kanito (5,59 r) npu kimHaTHIN TeMnepaTypi. PeakuiHy cymill nepemiwyBanu npu KiMHaTHIN
TemnepaTypi 2 r, BunMBanu y Body i CyMmill ekcTparysanu etunauertaToMm. EkcTpakT npomwusanu
HacM4YeHVM pO3CONIOM, CyLIMNU Hag 6e3BOoOHWM CynbgaToM MarHito i PO3YMHHUK ynaproBanu npwu
MOHMKEHOMY  TUCKY. 3anulIOK OYULLAnM  KOJTOHKOBOK — xpomaTorpadiiero  Ha  cunikareni
(rekcaH/eTunaueTar), 04epXKYHUN Bka3aHy B 3arofioBky cnonyky (8,20 r).

MC (IAT-): [M-H]348,1.

E) TpeT-6yTnn(2-rigpokcu-2-metun-1-(4-(tpuctopmeTtokeun)deHin)nponin)kapbamar

[o posunHy meTtun 2-((TpeT-6yTokcukapboHin)amiHo)-2-(4-(TpudpTopmeTokeu)deHin)auetaTty (5,00
r) B TeTparigpodypaHi (71,6 M) NoBiNbHO gonasanu 1 M pPO34nH
MeTunmMarHinépowmig/tetparigpodypan (57,3 mn) npn 0°C B atMocdepi aproHy. PeakuiiHy cymill
nepemiwysanu npu 0°C npotarom 1 r B atmocdepi aproHy, go Hei npu 0°C gogaBany Hacu4eHUn
BOAHUIA PO34YMH XIopuay amoHilo i CyMill ekcTparyBanu eTtunauetatom. EkcTpakT npomusanu
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HacM4YeHMM pPO3CONIOM, Cylunu Hag 6e3BOAHMM CynbaToM MarHilo i pO3YMHHMK yrnaptoBanu npu
MOHMXXEHOMY  TUCKY. 3anulioK  OYuULLanyM  KOJIOHKOBOK — XpomaTorpadiero  Ha  cunikareni
(rekcaH/eTunaueTar), 04epXKylun Bka3aHy B 3arofioBky cnonyky (3,99 r).

MC (IAT-): [M-H] 348,2.

F) 1-amiHo-2-meTun-1-(4-(TpudTopMeTOKCH )dpeHIN)nponaH-2-ony rigpoxnopug

Ho Ttpet-6ytun (2-rigpokcun-2-meTtun-1-(4-(tpudtopmeTtokcun)deHrin)nponin)kapbamaty (2,50 r)
aogaBanu 4 M po3umH xnopug BogHw/etunauetaT (71,6 mn). PeakuiinHy cymil nepemiwyBanu npu
KiMHaTHIN TemnepaTypi NpoTAroMm 1 r i PO3YMHHMK ynaptoBanu rnpu NOHWXKEHOMY TUCKY. [lo 3anuiuky
aodasanu giisonponinosuin etep i ogepxaHi kpyctanu 3éupanu pinbTpyBaHHAM, OOEPXKYIOUN BKa3aHy
B 3aronosky crnonyky (2,01 r).

MC (IAT+), sHangeHo: 250,1.

G) N-(2-rigpokcu-2-meTtun-1-(4-(TpndTopMeToKCH)PEHIN)Nponin)-7-mMmeTun-2-okco-2, 3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

[o cycneHsii 4-HiTpodheHin 7-meTun-2-okco-2,3-gurigponipnao[2,3-bjnipasuH-4(1H)-kapbokcunaty
(263 wmr) B N, N-gumetundopmamigi (4,00 mn) pgopgaBanu  1-amiHo-2-meTun-1-(4-
(TpudpTopmeToKkecu)dbeHin)nponax-2-ony rigpoxnopug (251 mr) i Tpuetunamin (245 mkn) npy KiMHaTHIN
TemnepaTypi. PeakuinHy cymill nepemiwlyBanu NpoTArom Hodi Npu KiMHaTHIn Temnepartypi, BunvBeanm
y BOAYy i CyMmill ekcTparyBanu eTunaueTtatoMm. EKCTpakT npomuBanu HacMYeHMM PO3COSIOM, CYLLMUIIU
Hag 6e3BoAHMM CcynbdaTtOM MarHilo i pPO3YMHHMK ynaprBanv Npu MOHWKEHOMY TUCKY. 3anuiiok
ouvLlanM KOMOHKOBOK Xpomartorpacpieto Ha cunikareni (rekcaH/etunauerart) i ogepXaHy TBepay
peyoBMHY NpOMMBanNy Aii3onponinosum eTepom, O4epXydn BKasaHy B 3aronoBKy crnonyky (298 wr).

MC (IAT+): [M+H]"439,1.

'H AMP (300 My, AMCO-dg) & 0,94-1,03 (3H, m), 1,18 (3H, c), 2,27 (3H, c), 4,27-4,36 (1H, m),
4,37-4,47 (1H, m), 4,68 (1H, g, J=8,3 T'y), 4,78 (1H, c¢), 7,13 (1H, g, J=1,5Tw), 7,27 (2H, g, J=7,9 T'w),
7,42 (2H, g, J=8,7I'u), 7,87 (1H, g, J=1,1Tw), 10,54 (1H, g, J=8,3 'u), 10,77 (1H, wc).

Mpuknapg 251

7-meTokcn-N-((1S)-2-meTokeu-1-(4-(TpudTopmeToKer)peHin)eTun)-6-meTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

PauemiyHunin  7-meTokcn-N-(2-meTokeu-1-(4-(TpudpTtopmeTokeu)peHin)etun)-6-meTunn-2-okco-2,3-
avrigponipnao[2,3-bJnipasuH-4(1H)-kap6okcamig (80 mr) posginanu 3a gonomorot BEPX (KonoHka:
CHIRALPAK IA, 50 mmBOx500 mm[, surotoBnsietbcs Daicel Chemical Industries, Ltd., Pyxoma
(asza: rekcaH/etaHon = 70/30, notim 3miHoBanu Ha 50/50), ogepxytun BKasaHy B 3arorioBKy
CMONyKy, WO Mae KOPOTLUUIM Yac yTPUMaHHS (23 mr).

MC (IAT+): [M+H]"455,1.

Mpuknag 252

7-meTokcn-N-((1R)-2-meTokeu-1-(4-(TpudpTopmeToKeHn)dbeHin)eTnn)-6-meTnn-2-okco-2,3-
avrigponipnao[2,3-bnipasuH-4(1H)-kapbokcamig

PauemiyHunin  7-meTokcn-N-(2-meTokeu-1-(4-(TpudpTtopmeTokeu)peHin)etun)-6-meTunn-2-okco-2,3-
avrigponipnao[2,3-bJnipasuH-4(1H)-kap6okcamig (80 mr) posginanu 3a gonomorot BEPX (KonoHka:
CHIRALPAK IA, 50 mmBOx500 mm[, surotoBnsietbcs Daicel Chemical Industries, Ltd., Pyxoma
dasa: rekcaH/etaHon = 70/30, noTim 3miHioBann Ha 50/50), ogepxyiun BKasaHy B 3aronoBky
CMOMyKy, WO Mae JOBLUWI Yac yTpumaHHs (18 wr).

MC (IAT+): [M+H]"455,1.

Mpuknapg 253

N-((1S)-2-rigpokcun-2-meTun-1-(4-(TpucpTopmeToken)dbeHin)nponin)-7-meToKkcu-6-meTun-2-0Kco-
2,3-gurigponipmao[2,3-blnipasuH-4(1H)-kapbokcamig

Pauemiunui N-(2-rigpokcu-2-meTtnn-1-(4-(TpudptopmeTokeun)deHin)nponin)-7-MeTokcu-6-meTun-2-
okco-2,3-gurigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig (33 mr) posginanu 3a gonomoroto BEPX
(konoHka: CHIRALPAK IA, 50 mmB[x500 mm[, surotoBnaetbca Daicel Chemical Industries, Ltd.,
Pyxoma ¢asa: rekcaH/etaHon = 70/30, noTim 3miHioBanu Ha 50/50), oaepxytoun BkasaHy B 3arofoBKy
CMOMyKy, L0 Ma€e KOPOTLUMIA Yac yTpuMaHHsa (15 mr).

MC (IAT+): [M+H]"469,1.

Mpuknag 254

N-((1R)-2-rinpokcu-2-metnn-1-(4-(TpudTopMeTOKCH)eHIN)nponin)-7-MeToKCU-6-MeTumn-2-0KCo-
2,3-gurigponipvao[2,3-blnipasuH-4(1H)-kapbokcamig

PauemiyHnn N-(2-rigpokcun-2-meTtun-1-(4-(tpudTopmeToken)deHin)nponin)-7-meTokcn-6-meTnn-2-
okco-2,3-gurigponipuao[2,3-blnipasuH-4(1H)-kapbokcamig (33 mr) posginanu 3a gonomoroio BEPX
(konoHka: CHIRALPAK 1A, 50 mmB[x500 mm[, BurotoBnsieTecst Daicel Chemical Industries, Ltd.,
Pyxoma ¢pasa: rekcan/etaHon = 70/30, noTim 3miHtoBanu Ha 50/50), ogepKytoum BKazaHy B 3arosioBKY
CMOMyKy, L0 Mae OOBLUMI Yac yTpumaHHsa (15 mr).
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MC (IAT+): [M+H]"469,1.

Mpuknapg 255

7-meTnn-2-okco-N-(1-(5-(TpudTopmeTun)nipngnH-2-in)nponin)-2,3-aurigponipnao[2,3-b]nipa3unH-
4(1H)-kapbokcamia

BkasaHy B 3arofnioBKy Cronyky ogepXyBanu 3 5-(TpudpTopmeTun)nipuamH-2-kapboHOBOI KUCNOTH
TakuM ke caMmuMM YnHOM sk | Ha Ctagii A lMpuknagy 84, Cragii C-F Mpuknagy 2 i MNMpuknag Cragisa L
Mpuknagy 72-1.

MC (IAT+): [M+H]"394,1.

Mpuknapg 256

7-umknonponin-N-(2-rigpokcu-2-metun-1-(4-(TpucpTopmeTmn)deHin)nponin)-2-okco-2, 3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

BkasaHy B 3aronoBky cnonyky ogepxysanu 3 1-amiHo-1-(4-(TpudpTopmeTun)deHin)-2-
MEeTUNNponaH-2-ony rigpoxnopuay TakuMm xe camum YmHoMm sik Ha Ctagiax K-M MNpuknagy 75.

MC (IAT+): [M+H]" 449,2.

Mpuknag 257

ONTUYHO  akTMBHUI  N-(3-MeTokcu-1-(4-(TpndTopMeTOKCH)PeHIN)Nponin)-7-mMmeTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

PauemivHuin N-(3-meTokcu-1-(4-(TpudpTtopmeToKkcmn)deHin)nponin)-7-meTnn-2-okco-2,3-
avrigponipnao[2,3-bJnipasuH-4(1H)-kap6okcamig (300 mr) poaginanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK IA, 50 mmBOx500 mm[, Burotoensietbcsi Daicel Chemical Industries, Ltd., Pyxoma
(pasa: rekcaH/etaHon = 70/30, notim 3miHoBanu Ha 50/50), ogepxylun BkasaHy B 3aronoBky
CMONyKy, WO Mae KOpOTWUi Yac yTpuMmaHHsa (140 mr).

MC (IAT+): [M+H]"439,1.

Mpuknag 258

onTMYHO  akTmBHUA  N-(3-meTokcu-1-(4-(TpndTopMeTOKCH)PEHIN)Nponin)-7-mMmeTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

PauemivHunin N-(3-meTokcu-1-(4-(TpudpTopmeTokcmn)deHin)nponin)-7-meTnn-2-okco-2,3-
avrigponipnao[2,3-b]nipasvH-4(1H)-kap6okcamig (300 mr) posginanu 3a gonomoroto BEPX (KonoHka:
CHIRALPAK IA, 50 mmBOx500 mm[, surotoBnsietbcs Daicel Chemical Industries, Ltd., Pyxoma
dasa: rekcaH/etaHon = 70/30, noTim 3miHoBann Ha 50/50), ogepxyiuu BKasaHy B 3aroroBky
CMOMyKy, WO Mae JOBLUWIW Yac yTpuMmaHHs (134 mr).

MC (IAT+): [M+H]"439,1.

Mpuknag 259

6-meTokcu-N-((1S)-2-meTokeu-1-(4-(TpudTopMeToKCH )PeHin)eTun)-7-meTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

PauemivHun N-(3-meTokcu-1-(4-(TpudpTopmeTokcmn)deHin)nponin)-7-meTnn-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig (100 mr) posginanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK IA, 50 mmBOx500 mm[, surotoBnsietbcs Daicel Chemical Industries, Ltd., Pyxoma
dasa: rekcaH/etaHon = 70/30), ogepxyloun BKkazaHy B 3arofioBKy CMONyKy, WO Mae KOpPOTLWMUA Yac
yTpUMaHHs (29,2 mr).

MC (IAT+): [M+H]"455,1.

Mpuknag 260

6-meTokcn-N-((1R)-2-meTokeu-1-(4-(TpudpTopmeToKCH)dDeHIN)eTnn)-7-MeTunn-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

PauemivHun N-(3-meTokcu-1-(4-(TpudpTopmeTokcmn)deHin)nponin)-7-meTnn-2-0kco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig (100 mr) posginanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK IA, 50 mmBOx500 mm[, Burotoensietbcs Daicel Chemical Industries, Ltd., Pyxoma
aza: rekcaH/etaHon = 70/30), ogepxykuMm BKasaHy B 3arorfioBKy CMOMyKy, WO Mae [OBLUMIA 4ac
yTpuMaHHs (33,8 mr).

MC (IAT+): [M+H]"455,1.

Mpuknapg 261

N-((1S)-2-rigpokcu-2-meTtun-1-(4-(tpudTopmeToKken ) eHin)nponin)-6-meToKCU-7-MeTUn-2-oKco-
2,3-purigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

PauemiyHunin N-(2-rigpokcu-2-metun-1-(4-(tpudtopmeToken)deHin)nponin)-6-meTokcu-7-meTnn-2-
okco-2,3-gurigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig (85 mr) posginanu 3a gonomoroto BEPX
(konoHka: CHIRALPAK AD, 50 mmB[Ox500 mm[, BurotoBnsietbcst Daicel Chemical Industries, Ltd.,
Pyxoma da3za: rekcan/etaHon = 800/200), ogepxytouM BKa3aHy B 3arofiOBKY CMOJIYKY, WO Mae€
KOPOTLUMIA Yac yTpuMaHHs (29 mr).

MC (IAT+): [M+H]"469,2.

Mpuknapg 262
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N-((1R)-2-rinpokcu-2-metun-1-(4-(TpudTopMeTOKCH)(PEeHin)nponin)-6-MeToKCH- 7-MeTUN-2-0KCo-
2,3-gurigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamia

Pauemiynnn N-(2-rigpokcun-2-metun-1-(4-(tpudtopmeToken)deHin)nponin)-6-meTokcu-7-MeTnn-2-
okco-2,3-gurigponipmaol2,3-b]nipasuH-4(1H)-kapbokcamig (85 mr) posaginanu 3a gonomoroto BEPX
(konoHka: CHIRALPAK AD, 50 mmB[Ox500 mm[, BurotoBnsietecsi Daicel Chemical Industries, Ltd.,
Pyxoma dpa3za: rekcan/etaHon = 800/200), ogepxytounm BKasaHy B 3arofioBKy CMOJyKy, WO Mae
OOBLUWNIA Yac yTpuMaHHs (23 mr).

MC (IAT+): [M+H]"469,2.

Mpuknag 263

N-((1S)-2-rigpokcu-2-metun-1-(4-(TprdTopMmeToKCH)dEeHin)Nponin)-7-meTun-2-okco-2, 3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

PauemiyHuin  N-(2-rigpokcu-2-meTtun-1-(4-(tpudptopmeTokeu)eHin)nponin)-7-mMeTun-2-okco-2,3-
avrigponipnao[2,3-bJnipasun-4(1H)-kap6okcamig (270 mr) posainanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK IA, 50 mmBOx500 mm[, surotoensetbca Daicel Chemical Industries, Ltd., Pyxoma
drasa: rekcan/etaHon = 70/30, noTim 3miHloBanu Ha 50/50), kpucTaniayBanu 3 rekcaH/aiisonponinosun
eTep, 0OepXKyloun BKazaHy B 3arofioBKy CMOMyKy, L0 Mae KOPOTLUMIA Yac yTpumaHHsi (116 wr).

MC (IAT+): [M+H]"439,1.

'H AMP (300 My, AMCO-dg) & 0,95-1,03 (3H, m), 1,18 (3H, c), 2,27 (3H, c), 4,26-4,37 (1H, m),
4,38-4,47 (1H, m), 4,60-4,93 (2H, m), 7,13 (1H, g, J=1,5Tu), 7,27 (2H, g, J=7,9T'y), 7,42 (2H, g, J=9,0
Mu), 7,87 (1H, @, J=1,5Tu), 10,54 (1H, g, J=8,3 '), 10,77 (1H, c).

Mpuknapg 264

N-((1R)-2-rinpokcu-2-meTtun-1-(4-(TpudropmeTokem)eHin)nponin)- 7-metun-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

Pauemiynni  N-(2-rigpokcu-2-meTtunn-1-(4-(tpudtopmeTokcm)deHin)nponin)-7-meTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig (85 mr) posginanu 3a gonomoroio BEPX (konoHka:
CHIRALPAK IA, 50 mmBOx500 mm[, surotoensietbcsi Daicel Chemical Industries, Ltd., Pyxoma
dasa: rekcaH/etaHon = 70/30, notim 3wmiHioBanu Ha 50/50), i kpucTtanidyBanu 3
rekcaH/gjisonponinoBuii eTep, OOEpPXKyluYu BKa3aHy B 3arofioBKy CrOMyKy, WO Mae AOBLUMA 4Yac
yTpuMaHHs (103 wmr).

MC (IAT+): [M+H]"439,1.

Mpuknag 265

ONTMYHO aKkTMBHUM 7-umknonponin-N-(2-rigpokcu-2-metun-1-(4-(TpudropmeTnn)deHin)nponin)-2-
okco-2,3-gurigponipmnao[2,3-b]nipasuH-4(1H)-kapbokcamia

Pauemiynni  7-uuknonponin-N-(2-rigpokcu-2-metun-1-(4-(TpudtopmeTun)eHin)nponin)-2-okco-
2,3-gurigponipnao[2,3-blnipasnH-4(1H)-kapbokcamia (478 wmr) posginanu 3a pgonomoroto BEPX
(konoHka: CHIRALPAK IA, 400 mmB[Ox250 mm[, surotoBnsietbca Daicel Chemical Industries, Ltd.,
Pyxoma ¢pasa: rekcan/etaHon = 700/300) i nepekpuctanidyBanu 3 rekcaH/etunaueraT, OaepXyouun
BKasaHy B 3arofioBKy CMosyky, Lo Mae A0BLINA Yyac yTpumaHHs (170 mr).

MC (IAT+): [M+H]"449,1.

Mpuknag 266

ONTUYHO aKTUBHUN 7-umknonponin-N-(2-rigpokcu-2-meTnn-1-(4-(TpudTopmeTun)deHin)nponin)-2-
okco-2,3-gurigponipuao[2,3-b]nipasun-4(1H)-kapbokcamig

Pauemiynnn  7-uuknonponin-N-(2-rigpokcu-2-metnn-1-(4-(TpucdtopmeTun)eHin)nponin)-2-okco-
2,3-gurigponipnao[2,3-blnipasnH-4(1H)-kapbokcamia (478 wmr) posginanu 3a gonomorowo BEPX
(konoHka: CHIRALPAK 1A, 400 mmB[0x250 mm[, Burotoensietbca Daicel Chemical Industries, Ltd.,
Pyxoma ¢pasa: rekcan/etaHon = 700/300) i nepekpucTtanidyBanu 3 rekcaH/etunaueraT, OaepXKytoum
BKa3aHy B 3arofloBKy CrofykKy, O Ma€e KoOpoTLwni Yac yTpumaHHsa (156 mr).

MC (IAT+): [M+H]"449,1.

Mpuknag 267

N-(2-rigpokcu-2-meTun-1-(4-(TpudpTopmeTin)deHin)nponin)-7-mMmeTokcu-2-okco-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig

A) metun 2-6pom-2-(4-(TpucpTopmeTunn)eHin)auerart

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 (4-(TpudTopmeTnn)deHin)ouToBoi KUICAOTU Takum
Xe camum YnHom sk Ha Ctagiax A i Ctagii D MNMpuknagy 185.

'H AMP (300 My, AMCO-ds) 8 3,75 (3H, c), 5,98-6,21 (1H, m), 7,79 (4H, c).

B) metun asmgo(4-(TpncpTopmeTumn)deHin)auertar

[o po3umHy meTtun 2-6pom-2-(4-(TpucpTopmeTun)denin)auetaty (11,8 r) y aueToHiTpuni (265 mn)
popjasanu asug Hatpito (1,55 1) npu 0°C. PeakuiiHy cymiw nepemilysanu npu KiMHaTHINA
TemnepaTypi npoTtarom 4 r, gogaBanv OO BOAW i CyMill eKcTparyBanu eTurnauetaTtom. EkcTpakT
NpoOMMBanyM HacU4eHWM pO3COSIOM, Ccywwnu Hag 6e3BogHMM cynbdaToM HaTpilo | PO3YUMHHMK
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yrnaptoBanu npu NOHMXEHOMY TUCKY. 3anuLIOK o4mLLanu KOSIOHKOBOK XpomaTtorpadieto Ha cunikareni
(rekcaH/eTunaueTar), ogepKytoun BkasaHy B 3aronosky cnonyky (10,8 r).

'H AMP (300 My, CDCls) & 3,80 (3H, c), 5,08 (1H, ¢), 7,53 (2H, A, J=8,3 'y), 7,68 (2H, A, J=8,3
).

C) meTtun amiHo (4-(TpudpTopmeTnn)deHin)auetar

[o po3unHy meTtun asmgo(4-(tpudptopmetun)denin)aueraty (10,6 r) y metaHoni (408 mn)
popgasanu 10 % nanagin-syrinnga (mictute 50 % Bogm, 1,10 r). PeakuiiHy cymiw nepemiwysanu npwm
KiMHaTHIN TemnepaTypi npoTarom 6 r B aTMocdepi BOAHIO, kKaTanisaTop BiadinbTpoByBanu i inbtpaTt
KOHLIEHTPYBarnu npu NOHMWXEHOMY TUCKY, OAEPXKYIOUM BKa3zaHy B 3aronosky cnonyky (9,13 r).

MC (IAT+): [M+H]"234,1.

D) meTtun ((TpeT-6yTOoKcmKkapboHin)amiHo)(4-(TpudTopmeTun)deHin)aueTart

BkasaHy B 3aronoBKy CMNonyKy ofepxyBanu 3 MeTun 2-amiHo-2-(4-
(TpudpTopmeToKeH)heHin)aueTaTy TakuMm xxe camum YmHoMm sk i Ha Ctagii G MNpuknagy 75.

MC (IAT-): [M-H] 332,1.

E) TpeT-6yTnn (2-rigpokcn-2-metun-1-(4-(tpudtopmeTtnn)deHin)nponin)kapbamart

BkasaHy B 3aronoBKy CMOJlyKy odep)KyBarnu TakuM e caMuM YMHOM sk | Ha Ctagii B MNpuknagy
250.

MC (IAT-): [M-H]'332,2.

F) 1-amiHo-2-meTun-1-(4-(TpudTtopMeTun)deHin)nponax-2-ony rigpoxnopug

BkasaHy B 3aronoBKy CMOJyKy oAep)KyBarnu Takum ke camum YmHoM sk i Ha Ctagii B Mpuknagy
92.

MC (IAT+), sHangeHo: 234,1.

G) N-(2-rigpokcu-2-metun-1-(4-(tpudTopmeTnn)deHin)nponin)-7-MeToKCK-2-0KCco- 2, 3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig
BkasaHy B 3arornoBky Cronyky ofepxysanu 3 1-amiHo-2-meTun-1-(4-

(TpudpTopmeTun)peHin)nponaH-2-ony rigpoxnopuay TakMM Xe caMuMM 4YMHoM sk Ha Cragiax I-L
Mpuknagy 66.

MC (IAT+): [M+H]"439,2.

Mpuknag 268

ontTnyHo  aktuBHu  N-(2-rigpokcu-2-meTun-1-(4-(TpudTopmeTnn)deHin)nponin)-7-meTokcu-2-
okco-2,3-gurigponipuaol2,3-b]nipasnH-4(1H)-kapbokcamis

Pauemiynni  N-(2-rigpokcu-2-meTtnn-1-(4-(TpudtopmeTnn)deHin)nponin)-7-MmeToKcu-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig (221 mr) posginanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK AD, 50 mmBOx500 mm[, BurotoBnsietecsi Daicel Chemical Industries, Ltd., Pyxoma
asa: rekcan/etaHon = 50/50), ogepxyloun BKkazaHy B 3arofioBKY CMOSyKY, WO Mae KOpPOTLWMIA Yac
yTpumaHHs (71,7 wr).

MC (IAT+): [M+H]"439,2.

Mpuknag 269

ontTnyHo  aktuBHu  N-(2-rigpokcu-2-meTunn-1-(4-(TpudTopmeTnn)deHin)nponin)-7-meTokcu-2-
okco-2,3-gurigponipuaol2,3-b]nipasnH-4(1H)-kapbokcamis

PauemiyHnin  N-(2-rigpokcu-2-meTtun-1-(4-(TpudptopmeTun)deHin)nponin)-7-MeTokcu-2-okco-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kap6okcamig (221 mr) po3ginanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK AD, 50 mmB[Ox500 mm[l, BurotoBnsietecsi Daicel Chemical Industries, Ltd., Pyxoma
aza: rekcaH/etaHon = 50/50), ogepxyoum BKasaHy B 3arosfioBKy CMOMyKy, WO Mae AOBLUMA 4ac
yTpuMaHHs (78,3 wmr).

MC (IAT+): [M+H]"439,2.

Mpuknag 270

ONTUYHO aKTUBHUN 7-meTtun-2-okco-N-(1-(5-(TpudpTopmeTun)nipuamH-2-in)nponin)-2,3-
avrigponipuao[2,3-b]nipasuH-4(1H)-kapbokcamig

PauemiyHuin 7-meTun-2-okco-N-(1-(5-(TpudptopmeTun)nipuamH-2-in)nponin)-2,3-

avrigponipuao[2,3-b]nipasuH-4(1H)-kap6okcamig (296 mr) posginanu 3a gonomoroto BEPX (konoHka:
CHIRALPAK AD, 50 mmBx500 mm[, surotoBnsietbcsi Daicel Chemical Industries, Ltd., Pyxoma
dasa: rekcaH/etaHon = 450/550), ogepxyoun BkazaHy B 3arorioBKy CrOMyky, WO Mae KOpoTLIMI Yac
yTpuMaHHs (136 wmr).

MC (IAT+): [M+H]" 394,1.

Mpuknapg 271

ONTUYHO AKTUBHUNA 7-meTnn-2-okco-N-(1-(5-(TpucpTopmeTun)nipuguH-2-in)nponin)-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

PauemiyHuin 7-meTun-2-okco-N-(1-(5-(TpudpTtopmeTnn)nipuamH-2-in)nponin)-2,3-

avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamig (296 mr) po3ginsanu 3a gonomoroto BEPX (konoHka:
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CHIRALPAK AD, 50 mmBx500 mm[, surotoBnsietecsi Daicel Chemical Industries, Ltd., Pyxoma
asa: rekcaH/etaHon = 450/550), ogepxytoum BKaszaHy B 3arosfioBKy CMOMyKy, IO Mae AOBLUMA Yac
yTpymanHs (134 wr).

MC (IAT+): [M+H]" 394,1.

Mpuknapg 272

N-(1-(3-dpTop-4-(TprdpTopMeTOoKCH)heHin)-2-rigpokcn-2-meTUNNPOonin)-7-MmeTnn-2-okco-2,3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

A) meTtun 2-((5-meTun-3-HiTponipnanH-2-in)amiHo)auetar

o cymiwi rigpoxnopugy metunrniumHaty (8,32 r) i 2-xnop-5-metun-3-HitponipuaunHy (7,62 r) B N,
N-gumeTtundopmamigi (100 mn) gogasanu Tpuetunamid (18,5 mn). PeakuinHy cymiw nepemiwysanu
npyn 80°C npoTtarom 16 r i pO3YMHHMK ynaptoBany Npu MOHMWKeHOMY TUCKy. [o 3anuwky gogasanmu
BOAY i CyMill ekcTparyBanu etunaletaTtoM. EKCTpakT npommuBanu BOAO, Cylwunu Hag 6e3BogHUM
cynbaToM HaTPIO i PO3YMHHUK ynapoBanu Npu NOHMXeHOMY TUCKY. 3anuLLoK ovmLLan KONOHKOBO
xpomaTtorpadieto Ha cunikareni (eTunaueTtat/rekcaH), O4epXKytoUum BKazaHy B 3aronoBKy cnonyky (6,99
r).

'H AMP (300 My, IMCO-dg) 8 2,24 (3H, c), 3,64 (3H, c), 4,28 (2H, g, J=5,7 I'u), 8,27-8,37 (2H,
m), 8,60 (1H, T, J=5,7 T'u).

B) 7-metun-3,4-gurigponipnao[2,3-b]nipasnnH-2(1H)-oH

Ho po3uuHy metun 2-((5-meTtunn-3-HiTponipuamnH-2-in)amiHo)auetaT (6,99 r) B etanoni (100 mn)
popasanu 10 % nanagin-syrinna (mictnte 50 % Bogw, 2,00 r). PeakuinHy cymiw nepemiwysanu
NPOTAroM HOYi NpW KiMHATHIN TemnepaTtypi B atmocdepi BoaH, KaTanisatop BiadinbTpoByBanu i
inbTpaT KOHUEHTPyBanu npu MOHMWKEHOMY Tucky. [o 3anuwky popasanu etaHon (100 mn),
peakuinHy CyMill Harpisanu i3 3BOPOTHIM XONOAWMBbHUKOM MPOTArOM 5 i PO3YMHHUMK ynapioBanu go
npmbnmaHo 1/3 o6'emy npu noHwxeHomy Tucky. [o 3anuwky gogasanum fiisonponinosuin etep, ocag
36upanu QinbLTpyBaHHAM, NPOMMBANM Aii30NponinoBuM eTepoMm i CyLUAN MpU NMOHUKEHOMY TUCKY,
0,D,€§)>Kyl0‘-ll/l BKa3aHy B 3arorfioBky crnonyky (4,56 r).

H AMP (300 Ml'u, AMCO-dg) & 2,09 (3H, ¢), 3,85 (2H, g, J=1,5Twu), 6,45 (1H, c), 6,72-6,80 (1H,
m), 7,39-7,48 (1H, m), 10,31 (1H, c).

C) 4-HiTpodbeHin 7-meTun-2-okco-2,3-gurigponipnaol2,3-blnipasunH-4(1H)-kapbokcunat

Jo cymiwi 7-meTtun-3,4-gurigponipmao[2,3-blnipasuH-2(1H)-ony (1,00 r) B N, N-aumetunauetamigi
(40 mn) i nipuguHi (15 mn) goaasanu 4-HitpodeHinxnopdopmiaTt (1,48 r) npu KiMHaTHIN TemnepaTypi.
PeakuinHy cymilw nepemillysanu npu KiMHaTHIN TemnepaTypi npotarom 16 r i 4o Hei gogasanu BoAay.
Ocap 36bvpanu QinbTpyBaHHAM, MPOMUBANM BOLOK i CYLUMAWN NPU MOHWKEHOMY TUCKY, OOEPXKYIOUN
BKa3aHy B 3aronosky cnonyky (1,63 r).

MC (IAT+): [M+H]" 329,1.

D) 2-amiHo-2-(3-¢pTop-4-(TpndTOpMETOKCU )P EHIN)aLeToHITpUN

3-®1op-4-(TpudpTopmeTtokemn)beHsanegeria (10 r) po3umHanu B 2 M po3uunHi amiak/meTtaHon (96
M), Aogasanu TeTpaizonponokcug Tutany (IV) (15,5 mn) npu oxonogxeHHi nbodom. PeakuinHy
CyMmill  nepemiwlyBanu npu nNpu  Uin  XKe camin  Temnepatypi 15 xB, [goaasanu
TpumeTuncunaHkapboHriTpmn (9,61 mn) i cymiw nepemilyBanu npu KiMHaTHIN TeMnepaTypi NpoTAroM
20 r. Po3uymHHMK ynaptoBanuM Mpu MOHWKEHOMY TWUCKY i OO 3anuwKy gogaeBanu eTtunaueTar i
Hacu4YeHWn BOOHWUA PO34YUH TigpokapboHaTy HaTtpito. Hepos3uuHHy pevoBuHY BiadinsTpoBYBanu
BUKOpUCTOBYIOUM LleniT i dinbTpaTt ekcTparysanu eTunauetratom. EkcTpakT nocnigoBHO npomMusanu
BOZOIO | HACUYEHMM PO3CONOM, CYLUMIN Hag 6€3BOAHUM CynbdaToM MarHito i pO34YMHHMK ynaptoBanm
Npyv MOHWXKEHOMY TUCKY. 3anuoK ouMwanu KOMOHKOBOK Xpomartorpadieto Ha cunikareni
(eTvnaueTaT/rekcaH), ooepXKyumn BkasaHy B 3arofioBky cnosnyky (9,4 r).

'H AMP (300 Mr'u, CDCl3) & 2,01 (2H, wc), 4,93 (1H, ¢), 7,29-7,53 (3H, m).

E) TpeT-6yTnn (uiaHo(3-dTOp-4-(TpudTOPMETOKCH )PEHIN)METUN)kapbamaT

o  posunHy  2-amiHo-2-(3-dpTOp-4-(TpUdTOopMETOKCH)(peHIn)aueToHiTpuny (94 1) B
TeTparigpodypaHi (200 mn) pogasanu gu-TpeT-oytungnkapoonat (10,3 mn) i Tpuetunamin (7,27 mn)
npu KiMHaTHIW TemnepaTypi. PeakuinHy cymiw nepewmiwysanu npu 40°C npotdarom 20 r, Ao Hei
AofaBanu Bofy i Cymill ekcTparyBanu eturauetatom. EKCTpakT npoMuBanyM HacMYEHUM PO3COSIOM,
cywunu Hag 6e3BogHMM CynbgaToM MarHito i PO34YMHHMK ynaptoBanm Npu MOHWKEHOMY TUCKY.
3anuwok o4uLanu KONOHKOBOK XpomaTorpacdpieto Ha cunikareni (eTvnaueTtaT/rekcaH), oepXytuu
BKasaHy B 3aronoBky crnonyky (8,47 r).

MC (IAT+): [M+H]" 335,1.

F) Tpet-6yTun (2-amiHo-1-(3-dtop-4-(TpndTopMETOKCH)(PEHIN)-2-0KCoeTnn)kapbamaT

[o cymiwi TpeT-6yTMn (uiaHo(3-bTop-4-(TpndTopMETOKCU)EHIN)MeTun)kapbamaty (9,4 ),
kapboHaTty kanito (3,89 r) i aumeTnncynsdokcmay (200 mn) gogasanu 35 % BOAHMI NepoOKCUA BOAHIO
(4,66 mn) npu KiMHaTHIN Temnepatypi. PeakuiiHy cymilw nepemillyBany Npu KiMHaTHIN Temneparypi
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npoTtaroMm 4 r, 0o Hei gogasanv BOAY i Cymill ekcTparyBanu etunaueTratoM. EkcTpakT nocnigoBHO
npoMMBany BOAOI i HACUYEHMM PO3CONIOM, CyLLIMNN Ha 6e3BOOHNM CyNbdaToM MarHito i PO3YNMHHUK
yrnapoBanu npv NOHWKEHOMY TUCKY. 3anuLOK oYM any KONOHKOBOK xpomaTtorpadieto Ha cunikareni
(eTvnaueTaT/rekcaH), ogepXKytun BkasaHy B 3arofioBky cnonyky (3,84 r).

MC (IAT+), sHangeHo: 253,0.

G) meTtun 2-((TpeT-6yTOoKCUKapOOHin)amiHo)-2-(3-dpTop-4-(TpudTopMeToKCH)peHin)auetaT

[o posunHy TpeT-6yTun (2-amiHo-1-(3-pTop-4-(TpndbTopMeETOKCU)DEHIN)-2-0KCoeTun)kapbamarty
(3,84 1) y metaHoni (100 mn) gogaanu 8 M BOOHWMIM pPO3YMH rigpokcuay Hatpito (2,8 mn) npu
KiMHaTHIN Temnepatypi. PeakuiHy cymill HarpiBanu i3 3BOPOTHIM XOMNOAUNBHMKOM MPOTArOM HOMi i
MEeTaHON ynapioBanu Mpu MOHWKEHOMY TUCKY. 3anuwok HenTpanidysanum 1 M XxnopBoaHeBOO
KACMOTOK | CyMmiw ekcTparyBanu eTunaueTtatoM. EKCTpakT npomuBany HacuYeHWM po3CONoM,
cywmnu Hag 6e3BogHUM cynb(aToM MarHito i PO3YMHHUK ynaproBanu npu NOHMXKXEHOMY TUCKy. [1o
cymiwi 3anuwky (3,85 r) i kapbonaTty kanito (1,81 r) B N, N-gumetundopmamigi (50 mn) gogasanu
meTtunioama (0,750 mn) npu KiMHaTHIN TeMmnepaTypi. PeakuinHy cymiw nepemillysanu npu KiMHaTHIN
TemnepaTtypi 2 r, 4O Hel gogasanu BoAy i Cymill ekcTparyBanu etunauetatom. EKCTpakT nocnigoBHO
NpoMMBany BoAo i HACMYEHMM PO3COJSIOM, CYLLIMNN Had 6e3BOOHNM CyNnbgaToM MarHito i pPO34MHHUK
ynaptoBanu npv NOHMWXeHOMY TUCKY. 3anu1LIOK o4YumLLany KOSTOHKOBOK XxpoMaTorpadieto Ha curikareni
(rekcaH/eTnnavueTar), o4epXyun BKasaHy B 3aronoBky crnonyky (1,90 r).

MC (IAT+), saHangeHo: 268,0.

H) tpeT-6yTun (1-(3-dpT0op-4-(TpHdpTopMETOKCH )DEHIN)-2-TiAPOKCU-2-MeTUNNponin)kapbavar

o pO34nHy MeTun 2-((TpeT-byTOKCUKaPBOHIN)amiHo)-2-(3-pTop-4-
(TpudpTopmeTokeu)penin)auetaty (1,90 r) B Tetparigpodypari (60 mn) nosinbHO gogasann 3 M
po3unH MeTunmMarHinbpomig/agietunosun etep (5,17 mn) npu 0°C. PeakuiiHy cymiw nepemiwiysanu
npu KiMHaTHin TemnepaTypi npoTtarom 3 r, gogaeanu 1 M xnopsoaHeBy kucroty npu 0°C i cymiw
eKkcTparyBanu etunauetatom. EkcTpakt nocnigoBHO npomMuBany BOAOK | HaCMYEHMM PO3CONOM,
cywunn Hag 6e3BogHMM Cynb@aToM MarHilo i PO3YMHHUK ynaploBanuv NPy MOHMKEHOMY TUCKY.
3anuuoKk ouunLiany KOMOHKOBOK XxpoMaTorpadieto Ha cunikareni (rekcaH/etunauetaT), ogepXytun
BKa3aHy B 3aronosky cnonyky (1,53 r).

'H AMP (300 My, CDCly) & 1,06 (3H, c), 1,29-1,50 (13H, m), 4,38-4,52 (1H, m), 5,47-5,60 (1H,
M), 7,07-7,30 (3H, m).

1) 1-amiHo-1-(3-pTOp-4-(TpUhTOPpMETOKCH)(PEHIN)-2-MmeTnnnponaH-2-ony rigpoxnopug

Ho Tpet-6ytnn  (1-(3-cpTop-4-(TpndTOpMETOKCH)DEHIN)-2-rigpoKcu-2-meTunnponin)kapbamaty
(3,01 r) pogaBanu 4 M po3uuH xnopug BogHwo/etnnauetar (30 mn). PeakuinHy cymilw nepemiwysanm
npu KIMHaTHIA TemnepaTtypi NpoTAromM 1 r i pO34YMHHWK ynaproBanu Npu NOHMKXEHOMY TUCKY. 3anuLIoK
npoMuBanu Aiisonponinosum eTepom, OAepKyun BKkasaHy B 3arofioBKy Cnonyky (2,22 r).

MC (IAT+), s3HangeHo: 268,1.

J) N-(1-(3-dTOop-4-(TpUdTopMeETOKCU)DEHIN)-2-TAPOKCU-2-MEeTUNMNPONIN)-7-MeTUn-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

[o po3unHy 4-HiTpodbeHin 7-meTun-2-okco-2,3-gurigponipmnao[2,3-blnipasuH-4(1H)-kapbokcunaTty
(328 wr) i 1-amiHo-1-(3-dpTOpP-4-(TpUdpTOPMETOKCU)DEHIN)-2-MEeTUNNPONaH-2-ony rigpoxnopuay (334
mr) B N, N-gumetundopmamigi (10 mn) pogasanu TpuetunamiH (0,335 mn) npu KiMHaATHIRA
TemnepaTypi. PeakuiHy cymiw nepemiwyBany npu kKiMHaTHIN Temnepatypi npotarom 16 r, 4o Hel
AofaBanu BoAdy i CyMmill ekcTparyBanu eTtunauetatom. EKCTpakT mocnigoBHO mMpomMuBanv BOAOHO i
HacM4YeHVM PO3COSIOM, CYLIMNU Hag 6e3BOoOHWM CynbgaToM MarHito i po34YMHHUK ynaprtoBanu npwu
MOHMXKEHOMY  TUCKY. 3anulioK  OYuUlLiannM  KOJIOHKOBOK — XpomaTorpadiero  Ha  cunikareni
(rekcaHn/eTunaueTar) i nepekpucTaniayBanu 3 rekcaH/etunauerar, ogepXKyrun BKa3aHy B 3arosyioBKy
cnonyky (357 wr).

MC (IAT+): [M+H]" 457,1.

'H AMP (300 Mru, CDCl3) 5 1,16 (3H, c), 1,37 (3H, c), 1,62 (1H, c), 2,32 (3H, c), 4,54-4,74 (2H,
m), 4,85 (1H, g, J=8,3 'y), 7,02 (1H, g, J=1,1Tw), 7,14-7,21 (1H, m), 7,21-7,30 (2H, m), 7,86-7,95 (1H,
m), 8,78 (1H, c), 10,84 (1H, g, J=8,3 'w).

Mpuknag 273

onTuyHo  aktmBHUN  N-(1-(3-pTOp-4-(TpUhTOPMETOKCH)(PEHIN)-2-riaPOoKCU-2-MeTUNNponin)-7-
MeTun-2-okco-2,3-gurigponipuao[2,3-blnipasuH-4(1H)-kapbokcamig

PauemidHnin N-(1-(3-cpTOp-4-(TPUdTOPMETOKCU)PEHIN)-2-riaPOKCU-2-MeTUNNPONIN)-7-MeTnn-2-
okco-2,3-gurigponipuao[2,3-blnipasuH-4(1H)-kapbokcamin, (349 mr) posaginanu 3a gonomoroo BEPX
(konoHka: CHIRALPAK IA, 50 mmB[x500 mm, surotoBngaeTtscs Daicel Chemical Industries, Ltd.,
Pyxoma da3za: rekcan/etaHon = 90/10, notim 3MmiHoBanu Ha 70/30) i nepekpucrtanidyBanu 3
aLeToH/renTaH, O4EPXYUM BKasdaHy B 3arosfioBKy CMOJSyKy, L0 Mae KOPOTLIMI Yac yTpumanHs (140
Mr).
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MC (IAT+): [M+H]" 457,1.

Mpuknag 274

ontTnyHo  aktmBHUN  N-(1-(3-dpTOp-4-(TPUTOPMETOKCK)PEHIN)-2-FiaPOKCU-2-MeTUNNPONIN)-7-
MeTun-2-okco-2,3-gurigponipmuaol2,3-b]nipasnH-4(1H)-kapbokcamig

PauemiyHuin N-(1-(3-cbTOp-4-(TPUdTOPMETOKCU)PEHIN)-2-riaPOKCU-2-MEeTUNNPONIN)-7-MeTun-2-
okco-2,3-gurigponipmaol2,3-b]nipasuH-4(1H)-kapbokcamig (349 mr) posginanu 3a gonomoroto BEPX
(konoHka: CHIRALPAK IA, 50 mmB[x500 mm[, BurotoBnsieTbcst Daicel Chemical Industries, Ltd.,
Pyxoma d¢a3za: rekcan/etaHon = 90/10, noTim 3MiHoBanu Ha 70/30) i nepekpucrtanidyBanu 3
aueToH/renTaH, OAepXyloYmM BKasaHy B 3arofioBKy Cronyky, Wo Mae JOBLUMI Yac yTpumarHs (107 wr).

MC (IAT+): [M+H]" 457,1.

Mpuknapg 275

N-(1-(3-dbTop-4-(TprchTOopMeTOKCH)PEHIN)-2-rigpoKcn-2-MeTUNNPOnin)- 7-MeToKCU-2-0Kco-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

A) etun (5-6pomnipmuanH-3-in)kapbamat

Ho cymiwi 5-6pomnipugunH-3-amivy (35,4 1) i nipuguHy (19,8 mn) B TeTparigpodypaHi (600 mn)
noBinbHO AopaBanu eTtunxnopdopmiat (23,4 mn) npm 0°C. PeakuiiHy cymiw nepemiwyBanm
NPOTAroM HOYi Npu KiMHaTHIN TemnepaTtypi B aTtmocdepi asoTy, BunvMBannM y Body i Cymill
eKkcTparyBanu etunauertatoMm. EKCTpakT npomMuBanu HacM4eHMM pPo3COSIOM, CyLIMNu Hag 6e3BoaHUM
cynbaTtoM MarHito i PO3YMHHMK YynapiBanuM Mpu MOHWKEHOMY TucKy. [o 3anuwiky gogasanu
giisonponinosun etep (400 mn), cymiw nepemiwyBanu Npu KiMHaTHIA TemnepaTtypi npotarom 20 xB i
ofepXaHy TBepAy peYoBUHY 36upanu inbTpyBaHHAM, OOEPXYHUM BKasaHy B 3arosloBKYy CMOJSYyKY
(29,0 ).

MC (IAT+):[M+H]" 245,1.

B) etun (5-6pom-2-HiTponipnanH-3-in)kapbamat

Ho posuuHy etun (5-6pomnipmamnn-3-in)kapbamaty (19,0 r) B KOHU. cipyaHin kucnoti (37,2 mn)
NOBINbHO AOA4AaBany a3oTHY KUCNOTY, Wo aumutb (26,1 mn) npu 0°C. PeakuiHy cymil nepemillysanm
npuv KiMHaTHIN TemnepaTtypi NpoTarom 72 r B atMocdepi a3oTy. PeakuinHy cymill NOBiNbHO BUNMBanu
Ha nig, pH cymiwi gosogunu o 9 BukopucToBytouM 28 % BOOHWUA amiak i CyMill ekcTparyBanu
eTunaueTtatoM. EkcTpakT npomuBanu HacM4YeHMM PO3COSIOM, CylUMnM Hag 6e3BOoAHUM CynbgaTom
HaTPilo i PO3YMHHMK yNaproBanu npu NOHMWXeHOMY TUCKY. [lo 3anuwKy gogaBanu eTunaueraT/TekcaH,
cymiw nepemiwyBanu 15 xB i ogepxaHy TBepay peqoBUHY 36mpanu inbTpyBaHHSAM i npomuBanu
rekcaHoMm, oepXyto4n BkazaHy B 3aronosky crnonyky (13,9 r).

MC (IAT+):[M+H]" 290,1.

C) 5-MeTOoKCK-2-HiTponipuanH-3-amiH

Ho posumHy etun (5-6pom-2-HiTponipnanH-3-in)kapbamarty (31,1 r) y metaHoni (900 wmn)
popgasanu 28 % pos3dnH mMeTokeug Hatpito/meTtaHon (83,0 r) npu kKiMHaTHIN TemnepaTypi. Peakuiiny
cymiw nepemiwysanu npu 65°C npotarom 4 r B aTtMocdepi asoTy i po3dMHHMK ynaptoBanu Ao
npmbnumaHo 150 mn npu noHwxkeHomy Tucky. [o 3anuwky gogasanu HacMYeHUn BOOHWA PO3YUH
XNOpYAY aMoHilo, Cymill nepemiwyBanu Npu KiMHaTHIN TemnepaTypi npotarom 20 XB i PO3YMHHUK
ynaptoBanu go npubnusHo 100 mn npu noHwkeHomy Tucky. OgepxaHy TBepay pevoBuHy 3bupanu
iNbTPyBaHHAM | NPOMMBaNM BOAO, OAEPXKYOUYM BKa3aHy B 3aronosky cnonyky (16,6 r).

MC (IAT+):[M+H]" 170,2.

D) 2-xnop-N-(5-meTokcu-2-HiTponipnanH-3-in)auetamis

[o po3unHy 5-meTokcu-2-HiTponipuamH-3-aminy (24,7 r) B N, N-gumetundopmamigi (740 mn)
MOBINbHO [O4aBanu po3yuH xropauetunxnopugy (23,2 mn) B TetparigpodypaHi (40 mn) npu 0°C.
PeakuinHy cymiw nepemiwyBanu npu KiMHaTHIW TemnepaTypi npotarom 3 r B aTMocdepi asoTy i
PO34YMHHUK yNaproBanu Npu MOHMWKEHOMY TUCKy. [lo 3anuuKky godaBanu HacuYeHWn BOOHWIA PO3YUMH
rigpokapboHaTy HaTpito i Cymill ekcTparyBanu etunaueTatoM. EkcTpakT npomuBanu Hacu4eHuwm
pPO3COMOM, CyLIUNM Hag 6e3BOAHUM CynbdaToOM MarHito i PO3YMHHMK yrnapioBanu npu NOHMKEHOMY
Tncky. [lo 3anuwKy gopasanuv AiisonponinoBuid eTep/rekcaH, i Cymill nepemiwysany npu KiMHaTHIN
TemnepaTtypi npotarom 30 xB. OgepxaHy TBepay peqoBuHy 36upanu inbTpyBaHHSAM i MpoMUBanu
AiisonponinoBui etTep/rekcaH, OAepXXyto4um BKasdaHy B 3arofioBky crnonyky (34,1 r).

MC (IAT+):[M+H]" 246,0.

E) N-(2-amiHo-5-meTokCcunipnaunH-3-in)-2-xnopaueTtamig

Cymiw 2-xnop-N-(5-meTokcu-2-HiTponipnanH-3-in)auetamigy (34,1 r), xnopuay amoHito (44,6 r),
3aniza (27,1 r), etanony (823 mn) i Bogn (206 mn) nepemiwysanu npu 75°C npotarom 40 xB i
PO3YMHHUK ynaproBanu nNpu noHmwkeHoMy Tucky. [lo sanuwky gopasanu tetparigpodypar (500 mn) i
Hacu4YeHun BOAHUIN POo34nH rigpokapboHaty HaTpito (300 mn) i peakuinHy cymiw nepemiwysanu 15 xB.
HeposunHHy peyvoBuHy BiadinbTpoByBanu Yyepes Llenit, no dinbTpaTy gogaBanu HacuyYeHun poscin i
CyMill ekcTparyBanu eTturnauetatom. EkcTpakT npommBanu HaCUYEHUM pPO3COSNIOM i PO3YMHHUK
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ynaptoBanu npu NOHMWXeHomy TUCKy. [1o 3anuwiky gogasanu AiisonponinoBui eTep/rekcaH, ogepxxaHy
TBEpOY peyoBUHY 36upanu QinbTpyBaHHSAM i NMpoOMMBanuM Aii3onponinoBuii eTep/rekcaH, o4epXyyn
BKasaHy B 3arosioBky cronyky (26,3 r).

MC (IAT+):[M+H]" 216,1.

F) 6eH3nn (3-((xnopaueTun)amiHo)-5-meTokeunipnanH-2-in)kapbamar

Ho cymiwi N-(2-amiHo-5-meToKCUMNipuanH-3-in)-2-xnopauetamigy (2,74 r), nipnamnHy (5,14 wmn) i
TeTparigpodypaHy (85 mn) nosinbHo gogasanu GeHsunxnopdopmiat (2,72 mn) npu 0°C. PeakuinHy
CyMilWl mepeMillyBanu nNpu KiMHaTHI TemnepaTtypi npotarom 1 r i gogaBanu etunauetar. Cymiw
NPOMMBany CyMILLLLO HACU4EHOrO BOOHOIrO PO34UHY rigpokapboHaTy HaTpito i HACMYEHUM PO3COMOM i
PO3YMHHUK yraploBarnu nNpy NOHMXEHOMY TUCKY. 3anuLLOK o4MLLany KOSTOHKOBOK XpoMaTorpadieto Ha
cunikareni (rekcaH/eTunaueTar) i ogepxaHy TBepay peqOBMHY NpPoOMUBANU Aii3onponinoBumM eTepom,
OLlePXKYyKouM BKa3aHy B 3aronosky cnonyky (3,79 r).

'H AMP (300 My, IMCO-ds) & 3,82 (3H, c), 4,36 (2H, c), 5,13 (2H, c), 7,30-7,43 (5H, m), 7,87
(1H, @, J=3,0 T'u), 7,95 (1H, A, J=2,6 'u), 9,46 (1H, c), 9,64 (1H, c).

G) 6eH3nn 7-meTokeu-2-okco-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-kapbokeunat

o po3unHy 6eHann (3-((xnopaueTur)amiHo)-5-meTokcunipnamH-2-in)kapbamary (200 mr) B N, N-
anvetundopmamigi (11 mn) gogasanu kapboHaT uesito (279 mr) npu 50°C i peakuinHy Ccymill
nepemiwysanm npu 50°C npotarom 30 xB. PeakuinHy cymiw possogvnu eTunauetatoM, Cymill
NpoOMMBanyM HacWMYEHUM PO3COMIOM | PO3YMHHMK YynaploBanm MNpu MOHWKEHOMY TUCKY. 3anuwiok
o4uLlany KONMOHKOBOK Xpomatorpadieto Ha cunikareni (rekcan/etTunauerarT), OAEpXKYH4M BKasaHy B
3aronoBky crnonyky (115 wr).

'H AMP (300 Mru, AMCO-dg) & 3,81 (3H, c), 4,36 (2H, c), 5,20 (2H, c), 6,92 (1H, A, J=2,6 Tw),
7,27-7,43 (5H, m), 7,84 (1H, g, J=2,6 T'y), 10,72 (1H, c).

H) 7-meTtokeun-3,4-gurigponipngo[2,3-b]nipasnH-2(1H)-oH

[o posunHy 6eH3un 7-meTokcu-2-okco-2,3-gurigponipmnao[2,3-blnipasuH-4(1H)-kapbokcunaTty
(0,722 r) B TeTparigpodypani (46,1 mn) gogasanu 10 % nanagin-syrinnsa (mictute 50 % Boawm, 0,049
r) i peakuinHy cymilw nepemiwyBanu Npu KiMHaTHIn TemnepaTypi npotsarom 15 r B atmocdepi BOgH!0.
[o peakuiiHol cymiwi gogasanu metaHon npu 50°C aAns posynmHeHHs TBepAoro ocapfy, katanisaTop
BiadinbTpOBYBaNu i inbTpaT KOHLEHTPYBanu Npu NoHmwkeHoMy Tucky. OgepxaHy TBepay pevoBUHY
npoMuBanu Aiisonponinosum eTepom, odepXKytodn BkasaHy B 3aronosky cnonyky (0,380 r).

MC (IAT+): [M+H]" 180,2.

1) 2-amiHO-2-(3-bTOp-4-(TPUPTOPMETOKCH)(PEHIN)aLeToHITPUN

3-OT1op-4-(TpudTopMeTokcn)beHsanbaeria (10 r) posunHanm B 2 M po3umHi amiak/meTtaHon (96
Mn) i gogaesanu TeTtpaizonponokcug Tutany (IV) (15,5 mn) npu oxonomkeHHi nbogom. PeakuinHy
CyMmill  nepemiwyBanu npu nOpu UK ke camin  Temnepatypi 15 xB, [pgojasanu
TpumeTuncunaHkap6oHriTpun (9,61 mMn) i cymMilw nepemilyBanu Npu KiMHaTHIN TemnepaTypi NPOTSArom
20 r. PO34MHHKK ynaptoBanu npv NOHMWXeHOMY TUCKY, A0 3anuLKy AodaBanv etunauetaT i HacuyeHun
BOAHUIM PO34mH rigpokapboHaTy HaTpito. Hepo3unHHy peyoBuHy BiadinbTPOBYBanNu BUKOPUCTOBYHOUM
Llenit i dineTpaT ekcTparysanu eTtunaueraTtoM. EKCTpakT nocnifoBHO MpoMuBanu BOJOK i
HacM4YeHWM pO3CONOM, CyMnu Hag 6e3BogHWM CynbgaToM MarHito i PO3YMHHUK ynaproBanu npwm
MOHWKEHOMY  TWUCKY. 3anuwWoK o4yuwanu  KOJIOHKOBOKW  Xpomartorpacdpieto  Ha  cunikareni
(eTvnaueTaT/rekcaH), ooepXKyun BkasaHy B 3arofioBky cnonyky (9,4 r).

'H AMP (300 Mr'u, CDCl3) & 2,01 (2H, wc), 4,93 (1H, ¢), 7,29-7,53 (3H, m).

J) TpeT-6yTun (uiaHo(3-pTop-4-(TpNdTOPMETOKCH)hEHIN)MeTN)kapbamaT

o  po3uuHy  2-amiHO-2-(3-dpTOop-4-(TpudTopMeToKCH)peHin)aueToHitpuny (94 1) B
TeTparigpodypaHi (200 mn) gopaesanu gu-tpeT-oytungukapbonat (10,3 mn) i Tpuetunamin (7,27 mn)
npu KiMHaTHIW TemnepaTypi. PeakuinHy cymiw nepewmiwysanu npu 40°C npotdarom 20 r, Ao Hei
AofaBanu Bofy i Cymill ekcTparyBanu eturnauetratomM. EKCTpakT npoMuBanyM HacM4YEHUM PO3COSOM,
cywunu Hag 6e3BogHMM CynbgaToM MarHito i PO3YMHHUK ynaptoBanuv NPy MOHMKEHOMY TUCKY.
3anuwok ouumLanu KONOHKOBOK XpomaTorpacdpieto Ha cunikareni (eTunaueTtaT/rekcaH), ooepXytoun
BKa3aHy B 3arosfioBky crnonyky (8,47 r).

MC (IAT+): [M+H]" 335,1.

K) TpeT-6yTnn (2-amiHo-1-(3-gpTop-4-(TpudpTopmeToKcH)peHin)-2-okcoeTun)kapbamar

[o cymiwi TpeT-6yTvn (uiaHo(3-pTop-4-(TpndTopMETOKCU)PEeHIN)MeTun)kapbamarty (9,4 ),
kapboHaTty kanito (3,89 r) i aumeTnncynsdokcmay (200 mn) gogasanu 35 % BOAHMI NepOKCUA BOAHIO
(4,66 mn) npu KiMHaTHIN TemnepaTypi. PeakuinHy cyMill nepemillyBanu npu KiMHaTHiA TemnepaTypi
npotsarom 4 r, 4O Hel JogaBanu Bofdy i CyMill ekcTparyBanu eTtunauertatom. EkcTpakT nocnigoBHO
npoMuBany BOAOI i HACUYEHMM PO3COSIOM, CyLLIMNN Ha 6e3BOAHUM CyNbdaToOM MarHito i PO3HMHHUK
ynaptoBanu npu NOHMXEHOMY TUCKY. 3arnuLLIOK o4umLLany KOSTOHKOBOK XxpoMaTorpadieto Ha curikareni
(eTvnaueTaT/rekcaH), o4epiKytoun BkasaHy B 3arofioBky cnonyky (3,84 r).
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MC (IAT+), s3HangeHo: 253,0.

L) metnn 2-((TpeT-6yToKcnkapboHin)amiHo)-2-(3-pTop-4-(TpudTopMeToKCH)heHin)aueTart

[o posunHy TpeT-6yTun (2-amiHo-1-(3-pTop-4-(TpndTopMeTOKCU)DEHIN)-2-0KCoeTun)kapbamarty
(3,84 1) y metaHoni (100 mn) gogaanu 8 M BOOHWMA pPO3YMH rigpokcuay Hatpito (2,8 mn) npu
KiMHaTHIN TemnepaTtypi. PeakuiinHy cymiw HarpiBanu i3 3BOPOTHIM XONOAUSIBHUKOM MPOTArOM HOMi i
MEeTaHONT ynapltoBanu Mpu MOHWKEHOMY TUCKY. 3anuuwok HenTpanidyBarim 1 M XnopBOOHEBO
KACMOTOK | Cymiw eKkcTparyBanu eTunaueTtatoM. EKCTpakT npomuBany Hacu4YeHWM po3COSioM,
cywunu Hag 6e3BogHMM CcynbdaToM MarHito i pO34YMHHKK ynaploBanv npu MOHWKEHOMY Tucky. o
cymiwi 3anuwky (3,85 r) i kapbonaTty kanito (1,81 r) B N, N-gumetuncopmamigi (50 mn) gogasanu
meTtunioama (0,750 mn) npu KiMHaTHIN TeMmnepaTypi. PeakuinHy cymiw nepemiwysanu npu KiMHaTHIN
TemnepaTtypi 2 r, 4O Hel JodaBanv BOAY i CyMilW ekcTparysBanv etunauetaTtomM. EkCcTpakT nocnigoBHo
npoMMBany BOAOI i HACUYEHMM PO3CONIOM, CyLLIMNN Hag 6e3BOOHNM CyNbdaToM MarHito i PO34YNMHHUK
yrnaptoBanu npu NOHMXEHOMY TUCKY. 3anuLIOK o4mLLanu KOSIOHKOBOK XpomaTtorpadieto Ha cunikareni
(rekcaH/eTunaueTar), ogepKyoun BkasaHy B 3aronosky cnonyky (1,90 r).

MC (IAT+), sHangeHo: 268,0.

M) TpeT-6yTun (1-(3-cTop-4-(TpUdTOPpMETOKCH)PEHIN)-2-rigpoKkeu-2-metmunnponin)kapbamat

Ho pPO34MHY MeTun 2-((TpeT-6yTOKCHKapOOoHin)amiHo)-2-(3-cdTop-4-
(TpudpTopmeTokeun)dpenin)auetaty (1,90 r) B TeTparigpodypaHi (60 mn) nosinbHo gogasanu 3 M
po3unH meTunmarHinbpomig/gietunosnn etep (5,17 mn) npu 0°C. PeakuiiHy cymiw nepemiysanu
npu KiMHaTHIM Temnepatypi npotsarom 3 r, gogasann 1 M xnopsogHeBy kucnoty npu 0°C i cymiw
eKkcTparyBanu etunauetatom. EKCTpakT nocnigoBHO NpoMuBanu BOLOK i HAaCMYEHMM pO3COJIOM,
cywunu Hag 6e3BogHMM CynbaToM MarHilo i PO3YMHHUK ynapioBanu NPy MOHMKEHOMY TUCKY.
3anuvuok ouuLiany KOMOHKOBOK xpoMaTorpadiieto Ha cunikareni (rekcaH/etunauetaT), ogepXyun
BKa3aHy B 3aronosky cnonyky (1,53 r).

'"H AMP (300 My, CDCls) & 1,06 (3H, c), 1,29-1,50 (13H, m), 4,38-4,52 (1H, m), 5,47-5,60 (1H,
m), 7,07-7,30 (3H, m).

N) 1-amiHo-1-(3-cbTOp-4-(TPUbTOPMETOKCU)DEHIN)-2-METUNNPONaH-2-01y rigpoxnopua

Ho Tpet-6ytnn  (1-(3-pTop-4-(TpudTopMeToKCH)peHin)-2-rigpokeu-2-metunnponin)kapbamaty
(3,01 r) pogaBanu 4 M po3uunH xnopua BogHw/etnnauetat (30 mn). PeakuinHy cymiw nepemiwysanu
npu KiIMHaTHIA TemnepaTtypi NpoTAromM 1 r i pO3YMHHWK ynaproBanu Npu NOHMXEHOMY TUCKY. 3anuLIoK
npoMusanu AiisonponifnioBuM eTepoMm, oAepXKyroun BkazaHy B 3aronoBKy Cnonyky (2,22 r).

MC (IAT+), sHangeHo: 268,1.

0O) N-(1-(3-pTOp-4-(TpUhTOPMETOKCHK)(PEHIN)-2-FiaPOKCH-2-MeTUNNPONIN)-7-MeTOKCU-2-0KCOo-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamia

o posunHy 7-meTtokcu-3,4-gurigponipnaol2,3-blnipasun-2(1H)-oHy (233 wmr) B TeTparigpodypaHi
(15 mn) pogaBanu 4-Hitpodperinxnopdgopmiat (315 mr) i N, N-giisonponinetunamiyd (0,341 mn) npu
KiMHaTHIN Temnepatypi. PeakuiiHy cymil nepemillyBanu npu KiMHaTHIN TemnepaTypi NpoTsrom 24 r,
[0 Hei godasanu Body i Cymill ekcTparyBanw eTtunauetaTom. EkcTpakT nocnigoBHO npomuBanu
BOAOIO | HACUYEHNM PO3COMOM, CYLLUMIN Hag 6e3BOAHUM CynbdaTtoOM MarHilo i PO34YMHHMK ynapoBanm
npuv NOHWKeHoMy TuckKy. [lo po3unHy 3anuwky B N, N-aumeTtundopmamiai (15 mn) gogasanu 1-amiHo-
1-(3-dpTOp-4-(TPUdTOpMETOKCH)heHin)-2-meTunnponaH-2-ony rigpoxnopug (395 mr) i TpuetunamiH
(0,544 mn) npu KiMmHaTHIn TemnepaTypi. PeakuinHy cymill nepemiwlyBanu npu KiMHaTHIN TemnepaTypi
npotsarom 20 r, 4O HeT foAdasanu BoAy i Cymill ekcTparyBanu eTunaugetaTtoMm. EKCTpakT nocnigoBHO
npoMMBany BOAo i HACUMYEHMM PO3COSIOM, CYLLIMNN Ha 6e3BOOHUM CynbgaToM MarHito i pPO34MHHUK
ynaptoBanu npu MOHMWKEHOMY TUCKy. 3anuvLIOK KpucTanidyBanu 3 rekcaH/eTunauertaT, O4epXKylouu
BKa3aHy B 3arofioBky cnonyky (492 wmr).

MC (IAT+): [M+H]473,1.

'H AMP (300 Mru, CDCl3) 5 1,15 (3H, c), 1,38 (3H, c), 1,61 (1H, c), 3,89 (3H, c), 4,52-4,74 (2H,
m), 4,84 (1H, g, J=8,3 T'y), 6,79 (1H, A, J=2,6 I'y), 7,14-7,31 (3H, m), 7,75 (1H, A, J=2,6 l'u), 8,44-8,60
(1H, m), 10,49 (1H, g, J=8,3 I'u).

Mpuknag 276

ontuyHo  aktmBHUN  N-(1-(3-pTOp-4-(TpUhTOPMETOKCH)(PEHIN)-2-riapoKCU-2-MeTUnNnponin)-7-
MeTOKCK-2-0kco-2,3-aurigponipuao[2,3-b]nipasunH-4(1H)-kapbokcamig

PauemiyHuin - N-(1-(3-cpTop-4-(TpUdTOPMETOKCU)DEHIN)-2-rigPOKCU-2-MEeTUINPONIN)-7-MeTOKCU-2-
okco-2,3-gurigponipnao[2,3-blnipasuH-4(1H)-kapbokcamig (369 wmr) posginsnu 3a gonomoroto BEPX
(konoHka: CHIRALPAK AD, 50 mmBOx500 mm[, surotoBnsietbcs Daicel Chemical Industries, Ltd.,
Pyxoma pasa: rekcaH/etraHon = 850/150) i nepekpuctanidyBanu 3 aueToH/renTaH, oAepXyruu
BKa3aHy B 3arosioBKY CMOJYKY, O Ma€e KOPOTLUMIA Yac yTpuMaHHs (148 wmr).

MC (IAT+): [M+H]" 473,1.
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'H AMP (300 Mru, CDCls) 5 1,15 (3H, ¢), 1,37 (3H, c¢), 1,64 (1H, c), 3,89 (3H, c), 4,53-4,72 (2H,
m), 4,85 (1H, g, J=8,3 I'u), 6,81 (1H, g, J=2,6 I'u), 7,13-7,31 (3H, m), 7,75 (1H, g, J=2,6 "), 8,90 (1H,
wc), 10,50 (1H, g, J=8,3 I'y).

Mpwuknag 277

ontTnyHo  aktmBHUN  N-(1-(3-dpTOp-4-(TpUTOPMETOKCK)PEHIN)-2-riaPOKCU-2-MeTUNNPONIN)-7-
METOKCU-2-0Kco-2,3-aurigponipnao[2,3-b]nipasunH-4(1H)-kapbokcamig

Pauemiynnin  N-(1-(3-cdbTop-4-(TpudTOpMETOKCU)EHIN)-2-TiAPOKCU-2-METUNPONI)-7-MeTOKCU-2-
okco-2,3-gurigponipuaol2,3-b]nipasuH-4(1H)-kapbokcamig (369 mr) posginanu 3a gonomoroto BEPX
(konoHka: CHIRALPAK AD, 50 mmBOx500 mm[, surotoBnsietbcs Daicel Chemical Industries, Ltd.,
Pyxoma pasa: rekcaH/etraHon = 850/150) i nepekpuctanidyBanu 3 aueToH/renTaH, OoOepXKylun
BKa3aHy B 3arofioBKy Cronyky, Lo Mae AOBLUMI Yac yTpumaHHs (144 wr).

MC (IAT+): [M+H]"473,1.

'H AMP (300 Mru, CDCls) 5 1,15 (3H, ¢), 1,37 (3H, ¢), 1,63 (1H, c), 3,89 (3H, c), 4,52-4,74 (2H,
m), 4,85 (1H, g, J=8,3 I'u), 6,81 (1H, g, J=2,6 'u), 7,11-7,31 (3H, m), 7,75 (1H, g, J=2,6 I'u), 8,78 (1H,
wc), 10,50 (1H, g, J=8,3 I'u).

Mpuknag 278

N-(1-(3-gpTop-4-(TprcTOpMETOKCU)PEHIN)-2-METOKCUETU)-7-METOKCU-6-METWNM-2-0KCO- 2, 3-
avrigponipnao[2,3-b]nipasunn-4(1H)-kapbokcamia

BkazaHy B 3aronoBKy CMoniyky ofepxyBanu 3 4-HITpodeHin 7-meTokcu-6-meTnn-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcunaTy i 1-(3-pTop-4-(TpUdTOPMETOKCH )(hEHIN)-2-
MEeTOKCMeTaHaMiHy rigpoxnopuay Takum xe cammm YnHom sk i Ha Ctagii D Mpuknagy 19.

MC (IAT+): [M+H]" 473,1.

Mpuknag 279

N-(1-(3-dpTOop-4-(TpUhTOPpMETOKCU )DEHIN)-2-METOKCUE TN )-6-METOKCU-7-METUM-2-0KCO-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcamig

BkaszaHy B 3aronoBKy CMonyky ofepxyBanu 3 4-HITpodeHin 6-mMeToKcu-7-mMmeTun-2-okco-2,3-
avrigponipnao[2,3-b]nipasuH-4(1H)-kapbokcunaTy i 1-(3-pTop-4-(TpUdTOPMETOKCH )(hEHIN)-2-
MeTOoKCHeTaHaMiHy rigpoxnopuay Takmm e caMmmM YMHOM siK | Ha Ctagii D Mpuknaay 19.

MC (IAT+): [M+H]" 473,1.

Mpuknag 280

N-(2-uiaHo-1-(3-bTOp-4-(TpUPTOPMETOKCH)(PEHIN)eTUN)-7-MeToKCU-2-0Kkco-2,3-aurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamig

A) 3-amiHo-3-(3-pTop-4-(TpncTOPMETOKCU )(PEHIN)NPONAaHOBOI KUCMNOTH

[o po3umHy 3-pTop-4-(TpUdTopmeTokcn)beHsanbaerigy (2,08 r) B etaHoni (40 mn) gogaeanu
manoHoBy kucnoty (1,35 r) i auetar amoHito (1,16 r) npu KiMHaTHIN TemnepaTtypi i cymiw
nepemiwysann npu 80°C npotarom 20 r. PeakuiiHy cymilw @inbTpyBanu i ogepxaHy TBepay
peyoBMHY NPOMMBANy eTaHONOM, OOEPXYIOUN BKa3aHy B 3aronoBky cnonyky (1,48 r).

MC (IAT+): [M+H]" 268,1.

B) TpeT-6yTnn (3-amiHo-1-(3-dpTOp-4-(TpUdTOopMETOKCH )EHIN)-3-0KConponin)kapbamaT

[o po3unHy 3-amiHo-3-(3-cpTop-4-(TpudTOopMeETOKCH)hbeHin)nponaHosoi kucnotu (1,48 r) B
TeTparigpodypaHi (50 mn) gopaBanu gu-TpeT-6yTunankapbonat (1,54 mn) i 2 M BOgHUIA pO34nH
rinpokcmay Hatpito (4,0 mn) i cymiw nepemiwlyBanu npu KiMHaTHIn Temnepatypi npotarom 20 r.
PeakuinHy cymiw Hewtpanidyanm 1 M XnopBOAHEBOK KUCMOTOK | CyMill ekcTparyBanu
eTunaueTtatoM. EKcTpakT nocnigoBHO NpoMMBanyM BOAOK i HAaCMYEHVMM PO3COSIOM, CYLUMNWU Hapg
6e3BogHUM cynbdaToM MarHito i PO34YMHHWK ynaproBanu npv noHWKeHOMY TuUckKy. Cymill 3anuLiky,
amoHieBy cinb 1H-6eH3oTpuason-1-ony (1,01 r) i rigpoxnopugy 1-(3-gumeTtunamiHonponin)-3-
etunkapbogiimigy (1,27 r) B N, N-gumetuncdopmawmigi (35 mn) nepemiwyBanu npu KiMHaTHIN
TemnepaTypi npoTarom 24 r, 0o Hei godaBanu BOAy i CyMill ekcTparyBanu etunauetaTtomM. ExkcTpakr
nocnigoBHO NPOMMBANM BOAOK i HACMYEHUM PO3CONOM, CyLInnn Hag 6e3BogHUM CynbaToM MarHito i
PO3YMHHUK yMmaprtoBanu npyv MOHWXEHOMY TUCKY. 3anulioK KpucTanidyBanu 3 rekcad/etunauerar,
OLlePXKYyoumM BKasaHy B 3aronoBky cnonyky (1,38 r).

MC (IAT+): [M-H]'365,0.

C) TpeT-6yTnn (2-uiaHo-1-(3-dpTop-4-(TpUcTOpMETOKCU)dhEHIN)eTnN)kapbamaT

o pPO34MHY TpeT-6yTun (3-amiHO-1-(3-dpTOp-4-(TPHUdTOPMETOKCH)PEHIN)-3-
okconponin)kap6amaty (1,0 r) B Tonyon/tetparigpodypaH (1:1, 75 mn) gogasanu TioHINxnopug
(0,498 mn) npw kimHaTHIN TemnepaTtypi. PeakuinHy cymiw nepemiwysanu npu 60°C npotsarom 20 r i
PO3YMHHUK yrapioBanu npu MoHWxeHoMmy TUcky. [lo 3anuwiky gogasanu BoAy i CyMmill ekcTparysanm
eTunaueTtatoM. EKcTpakT nocnigoBHO MpoMMBanyM BOAOK i HACWYEHMM PO3COJSIOM, CYLIMIW Hag
06e3BogHUM CcynbdaTtoM MarHito i PO34YMHHWK yNaproBany Mpu NOHWXKXEHOMY TUCKY. 3anuLwoK ouynwanm
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KOMOHKOBOK XpomaTorpadieto Ha cunikareni (rekcaH/eTunauerar), OAepXyoUYn BKasaHy B 3arofoBKy
cnonyky (380 wmr).

MC (IAT+): [M+H]" 349,1.

D) 3-amiHo-3-(3-¢pTop-4-(TpndTopMeTOKCU )P EHIN)NPONaHHITPUNY rigpoxnopua

Cymiw TpeT-0yTnn (2-uiaHo-1-(3-dpTop-4-(TpndTopMmeTokeun)deHin)etun)kapbamarty (431 mr) i 4 M
xnopug BogHio/eTunauetat (5 Mn) nepemiwyBanu npu KiMHaTHIN Temnepatypi npoTtarom 30 XxB.
Po3unHHUK ynaptoBanu npu MOHWKEHOMY TWUCKY | 3anuvLLIOK MpOMUMBAanuM AiisonponinoByM eTepom,
OLEPXKYIUM BKa3aHy B 3arofioBKy cnonyky (328 wr).

MC (IAT+), s3HangeHo: 249,0.

E) N-(2-uiaHo-1-(3-bTOp-4-(TPUdTOPMETOKCH )DEHIN)ETUN)- 7-METOKCU-2-0KCO-2,3-
avrigponipnao[2,3-blnipasun-4(1H)-kapbokcamia

Jo PO34nNHY 4-HiTpodheHin 7-MeToKCcK-2-okco-2,3-aurigponipnao[2,3-blnipasuH-4(1H)-
kapbokcunarty (275 mr) i 3-amiHo-3-(3-pTop-4-(TpnchTOPMETOKCU)DEHIN)NPONaHHITPUNY rigpoxnopuay
(296 mr) B N, N-anmetundopmamigi (10 mn) gogasanu Tpmetunamin (0,334 mMn) npu KiMHaTHIN
TemnepaTtypi. PeakuiinHy cymill nepemiwlyBanu npu KimHaTHi TemnepaTtypi npotsrom 20 r i noTim npu
60°C npotsarom 24 r. [lo peakuinHoi cymiwi gogasanu Bogy i CyMill ekcTparyBanu etunaueraTom.
EkcTpakt nocnigoBHO MpoMuBanyM BOAOK | HAacMYeHMM pO3COfIoM, Cywunu Hag 6e3BogHUM
cynbaTtoM MarHito i PO34YMHHMK ynaproBarnm npy NOHMXEHOMY TUCKY. 3anyMLIOK O4MLLany KOJIOHKOBOH)
xpomaTtorpadieto Ha cunikareni (rekcaH/eTunaueTaT), O4EpPXKyo4YM BKa3aHy B 3arofloBky cnonyky (349
Mr).

MC (IAT+): [M+H]" 454,1.

Cnonykn [Mpuknagis 3rigHo i3 3ragaHum Bulle crnocobom abo cnocobom aHamnoriyHMm KoMy
nokasaHi B HacTynHux tabnuusax. Macu B Tabnuusax o3HavaloTb BUMIPSHI 3HAYEHHS.

Tabnuusa 1-1
H;’;;{)” Hassa [IOMAK Crpykrypa |Maca(M+l)| Maca(M-1)
N-(1-4-metToKcudbdeHnimx)
npomnin)2-okKco0-2,3-1u s 1,
1 FiApomipuao[23blnip ’ UTuﬂﬂ@ 339,0
asuE-4(1H-xapbokca e 5
Min
2-0kc o-N-(1-4-(trpudrto .
pMeToKcu)bewuia)mp FXD/ H\"
2 onin)23-pguriaponipmu ek NTNr\ 395,2
no[2,3-bjuip a 3 u uw-4(1H)-k wew O N

apboKCaMing

N-(1-4-meTokKk cudemnima)

npomnia)7-meTHa-2-0K ne® HJ\N
3 co-23-aurigponipupn QNTN e 355,1
0[2,3-bjnip a 3 u H-4(1H)-k a &0
p6okcawmin

7-me T ua-2-0 Kk ¢ o-N-(1-(4-( .
TpudToOpMEeTOKCH F._.0
pud b M )q? > HL“
4 eHin)mponian)23-aguri ' NTN 409.2
|
o N.

anponipumnolf23blunipa s
uu-4(1H)-k ap6oxkcamin

ONTUYHO aKTHUBHUIHU
7-me T ua-2-0 Kk ¢ o-N-(1-(4-( 9

5 rpudTopmMeTOoKCHu)d E>F[/° NNHLN 4061
eHian)nponin)23-nguri II/ N‘\ '

anponipumnolf23blnipa s ’

uu-4(1H)-k ap6oxcawmin
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Tabnuuga 1-1

[Tpuxka
a 1 No.

Ha 3 B a [IOITAK

CTpyKTYDa

Maca (M+1)

Maca (M-1)

ONTHMYHO AaKTHUBHUIHU
7-Mme T uan-2-0 kK ¢ 0-N-(1-(4~(
TpubTOpDMETOKECH)D
eHian)mponin)2,3-guri
apol23-bluipa 3 u u-4(1H)-
KapOoOKCcCawMin

Q
F._ 0
PP (T
T
HC 2"

H

409,1

N-(2-me T ok c u-1-(4-(t p u
bropmMeToKcHu)beHIN
JetTuan)2-oxkco-23-guri
anponipumnol23blnipa s
uH-41H)-k a p6 oK CaMin

o
OAN

411,1

ONTHUUYHO aKTHUBHUIHA
2-0k c o-N-(1-4-(trpudrto
MeToKCcHu)benia)mp
nin)23-purigponipu
0[2,3-bJuip a 3 u n-4(1H)-x
pOGOKCaAaMIiL

395,1

O |» = O ©

NTHYHO aKTHUBHUIHU
2-0k c 0-N-(1-4-(trpudTo
pMeTOKCH)be HiA)O D
onia)23-nurigponipu
no[2,3-bjuip a 3 u u-4(1H)-k
apObOKCaMin

395,1

10

8-mMeTuan-2-0k ¢ o-N-(1-(4-(
TpubTOoOpMETOKCH)D
eHin)nponia)2,3-guri
anponipumnolf23blunipa s
uH-41H)-k a p6 oK CaMin

409,1

11

6-me T ua-2-0 K ¢ 0-N-(1-(4-(
TpubTopMeTOKCH)D
eHin)nponin)23-nuri
anponipumnolf23blunipa s
uH-41H)-k a p6 oK CamMin

409,1

12

N-2-metun-1-4(rpudr
opmMmeTokcu)bewnin)n
poniga)2-okco-23-nuri
nponipumnolf23blunipa s
uu-4(1H)-k apG6oxkcawmin

409,1

Tabnuusa 1-2

13

N-2-rinpokcu-1-4-(trpwu

dbropmMeToKcHu)bpewHnia)
eTHUN)2-0K Cco0-23-1urin
ponipupgol[2,3bjnipasmu
H-4(1H)-x a p 6 oK cawmin

397,1

14

N-2-rizxpokKcu-2-Mme T Hu Ji-
1-A(rpudTtopmMe TOKC
u)bpeunin)mpomnin)2-okc
0-23-pxurigpomnipumgo

425,0
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Tabnuuga 1-2

[23-b]jnip a 3 uua-4(1H)-x a p
60KCaMif

15

N-(mnuxknonpomnia(d(tp
nbrtropMeTokcu)bewHni °T‘\
A)Me TUuJ)2-0K C 0-2,3-1 ¢4
rizponipuno[23blnipa
suHu-41lH)-x ap6okcami QLE
i

407,0

16

2-0xk ¢c o-N-(1-4-(trpudtop a “
MeTOKCHU)beHIN)OY T H T::“:N)

OoOKCawmMing

409,0

17

n)23-purigpomnipumno =
[2,3-b]juip a 3 u u-4(1H)-x a p JA@L‘
H o F
1-Mmetuma-2-ox c o-N-(2-(4-( e K
pudbrTropmMmertrokrkcu)bes /"\[N
in)nponia)23-guringpo

2
nipungol23-bluipasumn- ;

4(1H)-xk ap 6ok cawmin X

IH §MP (300MT 1, CDCl3) 6 0,97 (3H, T,J=7,5T 1),
1,83-1,93 (2H, M), 3,36 (3H, ¢ ), 4,69 (2H, c), 4,91 (1H, x,
J=6,9 T u),7,09(1H, 1 n,J=7,8,51 T u), 7,18 (2H, 1,
J=8,4T u), 7,27-7,37 (3H, M), 8,02 (1H, 1, JI=4,8 T 1),
10,31 (1H, 1,J=7,5 T u),

18

N-(1-(4-
(rubtopMeTokcu)be “'TP
Hin)onpomnia)2-o0kc o0-2,3-
anuriaponipungol[23bloi HN\@
pasuun-41lH)-kapG6okca o, D/LF

M1

377,1

19

2-0xk ¢c o-N-(1-4-(trpudtop
MeTOKC cCHU)beHiN)npon
in)7-(rpudropmeTHu.ma) B
23-nuriapounipwunaol23- °$
bjuipa3uu-41H)-xk a p 6 o :)i
KCcawMmipf

463,2

20

2-0kK co-7-d e uia-N-(1-(4-(t o~ !
pudbrtTopmMeTrTokcu)bes &
in)nponia)23-guringpo .
nipwuygol[2,3-bjnipa3umu- :‘l
4(1H)-k ap 6 oK CcaMin

471,3

21

6-6 powm-3-0 k ¢c 0o-N-(1-(4-(1 p N/@
nbropmeTtokcu)peni r/(j],u i

aA)nponin)34-aurigpo E °é)
nipasuuol[23-blunipasu .

H-12H)-xk ap 6 oK cawmin

471,9

22

3-okco-N-(1-(4(rpudrtop N,f'g
MeTOKCcCHU)beHiNA)npon T’Q/NN“*
in)34-pnurinpomnipa3ismu = &
Ho[2,3-b]jnip a 3 u uv-1(2H)-k .

apOoOKCawMin ‘)YD

394,0
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Tabnuuga 1-2

23

6-me T ua-3-0 K ¢ 0-N-(1-(4-(r
pudbrTtTopmMeTokcu)betd
in)nponia)3d-agurinapo
nipasuuol[23-blnipasu
H-12H)-x a p 6 oK cawmin

410,2
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Tabnuua 1-3

24

N-((1R)-2-m e T 0 ¥k ¢ u-1-(4-(t
pudbrTtopmMeTokcu)be
Hij)e T U Jd)2-0K C 0-2,3-1
urigponipwunaol23-bloi
pas3un-41H)-x apboxkc
aMin

e
DJ\N

F

H,c,f@ux:

411,2

25

N-((1S)-2-m e T 0 k¥ ¢ u-1-(4-(r
pudbtTopmMeToKkcu)be
Hij)e T U a)2-0K C 0-2,3-1
urigponipwunaol23-bloi
pas3uun-41H)-kap6okKcC
aMin

4111

26

7-i1 o n1-2-0 Kk ¢ o-N-(1-(4-(t p
ubropmeToKcHu)beHni
A)nponin)23-xurigpo
nipwupgol[2,3-bjnipa3wumu-
4(1H)-k ap 6 oK CcaMin

521,1

27

2-0Kk c o-N-(L-4-(rpudtop
MeTOKCHU)beHIA)TD O

nig)-7-siunin-23-gurinp
onipunol[2,3-bjlnipasun
-4(1H)-xk ap6 ok camMin

421,1

28

N-(1-(6idenin-4-in)unpon
in)2-o0kco0-23-xurijgpo
nipupgol[2,3-bjnipa3umu-
41H)-k ap 6 oK CcamMin

387,2

29

7-e Tun-2-o0x ¢ o-N-(2-(4-(
pudrtropmerokcu)be
Hin)nponinan)23-gurin
ponipupgol[2,3-bljunipasu
H-4(1H)-x a p 6 oK c awmifn

423,1

30

N-(1-(6-m e ToKcumnipupga
3 U H-3-ia)n pomnia)2-o0cK

co-23-guriaponipun

0[2,3-bJuip a 3 u u-4(1H)-x a
pOOKCawmMin

343,2

31

N-(1-3-btop-4-(trpudrtop
MeTOKCHU)beHIA)TD O

nin)2-oxkco0-23-gurinp
onipunol[23-bjlnipaszun
-4(1H)-x a p 6 oK CcaMifg

413,1

32

N-(1-(2-me T ok c u-4-(tpud
TopMe TOKCHU)be HIJ)

npomnimn)2-okc o0-2,3-1u

rinxponipunol23-bluip

as3uu-41H)-k ap6okca

Min

425,1
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Tabnuua 1-3

33

N-(1-(4-rinpoxkcudemnin)
npomnim)2-o0kKc o0-2,3-1u

rixponipunol23-blnip

as3uu-41H)-k ap6oKkca

Min

T
A~

o N

327,1

34

N-(1-2-brop-4-(trpudrtop
MeToOKcHu)beHiA)Op O

nijg)2-o0kKco0-23-gurinp
onipunol23-blnipaszun
-4(1H)-x a p 6 oK cawmin

mw
o]

By
éfN T

NN
£

CH,

413,2

Tabnuua 1-4

35

7-UUKJONDPOMNiaA-2-0 K C
o-N-(-4-(rpudropmer

oxkcu)beunin)mpomnina)-
23-nuriapounipunaol23-
bjuipa3uu-41H)-xk a p 6 o
KcawMmin

"

o F
0
A
Beol

435,1

36

7-i3onpomnia-2-ok ¢ o-N-
Q-4 (rpudbrtopmMeTOKEC
u)beunin)nponina)2,3-au
rinponipunol23bluip

a3uu-41H)-k ap6okca

Mij

He,

437,2

37

6-x 10 p-2-0 K ¢ 0-N-(1-(4-(t
pubrTtopmMeToKcCcu)de
Hin)nponian)2,3-aurin
ponipumgol23-bljlunipasu
H-4(1H)-k a p6 oK Ccawmin

429,1

38

N-(1-(4-(1-me T u a-1H-nip a
3oa-4-in)penia)mponi
n)2-0K c0-23-1urigpo
nipunol[2,3bjunipa 3 uHnu-
4(1H)-k a p 6 oK camMin

391,2

39

2-0 kK ¢ 0-N-(1-(4-(n p o n-1-¢
H-2-in)b e nin)mponin)-
23-nuriapounipwunaol23-
bjuipas3uun-41H)-xk a p 6 o
KCaMif

351,2

40

N-(1-4-isonponindemnian
Juponima)2-okco0-23-1u
rinxponipunol23bluip
as3uu-41H)-k ap6okca
Mij

353,2

41

N-(1-(4-(3,6-n u ring p o-2H-m i
pau-4-in)peunian)nmporni
n)2-o0xkco-23-gurigpo
nipwuygol[2,3-bjnipa3umu-
A41H)-k ap 6 oK CcaMin

393,2
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42

N-(2-a min 0-2-0 Kk ¢ 0-1-(4-(T
pudbtTopmMeToKkcu)be
Hij)e T U a)2-0K C 0-2,3-1
urigponipwunaol23-blni
pasun-41H)-x apboxkc
aMin

410,1

43

N-(niauno(@(rpudropwm
eToKcu)beHia)Me TH
n)2-o0xkco-23-apurigpo
nipwuygol[2,3-bjnipa3wumn-
A4(1H)-k ap6 oK caMin

392,1

44

7-uia H0-2-0 K ¢ 0-N-(1-(4-(r
pubrtTopmMeToKcu)de
Hin)nponian)2,3-aurin
ponipumgol[23-bljlnipasu
H-4(l1H)-k ap 6 oK cawmin

418,0

45

2-0k ¢c 0o-N-(1-4-(trpudTo0p
MeTOKCcCHu)beHIN)OmpoO

nin)6-(rpudbropmerTu

n)-23-nurigpomnipuao

[2,3-b]nip a 3 u uH-4(1H)-kx a p
60KcCaMin

463,1

46

2-0k ¢ 0-N-(1-4-(trpudTop
MeTOKCcCHu)bpeHIN)Ompo

ning)-6-sinin-23-gurinp
onipunol[2,3bjlunipasun

-4(11-1)-k ap 60K cCamin

421,2

Tabnuua 1-5

47

6-6 e H 3 Uua-2-0 K ¢ o-N-(1-(4-(
TpubTopmMeTOKCH)D
eHin)nponin)23-gurin
ponipupgol[2,3-bljunipasu
H-4(1H)-x a p 6 oK c awmin

485,2

48

2-0k co-N-(1-4(rerpari
apo-2H-nipau-4-in)deni
A)nponin)23-xurijgpo
nipwuygol[2,3-bjnipa3umu-

4(1H)-k ap 6 oK CaMin

395,2

49

N-(1-6-meToKcunipugau
H-3-i1)nponia)2-0Kc o-
23-xuriapounipunaol23-
bjuipa3uu-41H)-xk a p 6 o
KCawMipg

342,1

50

N-(1-6-meToKcunipumi
AUH-2-ia)0ponia)2-o0xKc
0-23-aurigpomnipumgo

[23-b]nip a 3 uu-4(1H)-x a p
OO0OKCaMin

343,2

176
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Tabnuua 1-5

51

6-e Tuan-2-0k ¢ o-N-(1-(4-(1 p
nbrtopmeToKcu)bpewni
A)nponin)23-xurigpo
nipwuygol[2,3-bjnipa3wumu-

41H)-k ap 6 oK CaMin

423,1

52

6-Mme T oK Cu-2-0k ¢ o-N-(1-
(4(trpudbrtropmMeTOKECH)
bewnin)nponia)23-guri
apomnipungol23-blnipa s
uH-41H)-k a p6 ok camMin

425,1

53

N-(1-(4-
(nukmdTompomnianMerToK
cu)bewnin)npomnia)2-oxK
co-23-purigponipungo
[2,3-bJnip a 3 u H-4(1H)-x a p
60KCawMin

381,2

54

2-0Kk c o-N-(L-4-(rpudtop
MeTuJa)bpeunin)mpomniana
)-23-nurignponipumo
[2,3-bjnip a 3 u H-4(1H)-x a p
6 0KCaMifg

379,2

55

2-0k co-N-(nipwpaguu-2-in
(4(rpudbropmMeTOKCH)
benin)mMme tumn)2,3-guri
aponipwupgol[23-blunipas
uH-4(1H)-k ap6oKcawmin

444.2

56

N-((35-nume Tumn-1,2-0 x ¢
aszoun-4-in)d-(rpudrop
MeTOKcH)peHIA)ME TH
n)2-0K c0-23-aurigpon
ipunol[23blnipa3umnu-
4(1H)-k ap 6 oK cawmMin

462,1

57

N-(1-me tun-1H-nipas3ouxn
4-in)4-(trpudbropmeTo
Kcu)beuin)me tua)2-o
Kco-23-puriaponipun
0[2,3-bJuip a 3 u H-4(1H)-k a
pO6OKCaMifg

447,2

Tabnuua 1-6

58

N-2-(n ume Tumamiuno)-1-
4-(rpudbtopMeTOKCH)
beunin)erTua)2-oxKc o-

23-nuriapomnipwupgol23-
blunipa3uun-4(1H)-x a p 6 o
KCawMisng

4241

59

N-2-(meTtTuamcyabdamni
n)l-4(rpudbrtopmerto
Kcu)beunin)erTua)2-ox
co-23-pnurigponipugo

[2,3-b]jnip a 3 u u-4(1H)-k a p

427,1

177
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Tabnuusa 1-6

O0OKcCawMin

60

N-2-(MmeTtTuamcyabdomui

n)l--4(rpudrtopmerto

Kcu)benin)etuun)2-ocxk
co-23-nuMrigponipupgo
[2,3-bJnip a 3 u u-4(1H)-k a p
60K CamMipf

459,2

61

N-(1-(5-me Tok cunipuamu
H-2-in1)nponia)2-0Kc o-
23-nuriapomnipwupgol23-
blnipas3uun-4(1H)-xk a p 6 o
KCawmin

342,1

62

6-niano-2-0kc o-N-(1-(4-(1
pudbrtopmerokcu)de
Hia)nponia)2,3-gurin
ponipuygol[23-bluipaswu
H-4(1H)-x ap6 ok camin

418,2

63

7-MmetTokcu-N-(2-me 1ok
cu-l-4-(rpudropmeTo
Kcu)beniman)eTua)2-ox
co-23-nurigponipumgo
[2,3-bjnip a 3 uu-4(1H)-x a p
6o0oKCawMin

441,2

64

7-me T o kK ¢ u-N-((1S)-2-me 1
okcu-l-4(rpudropwme
Tokcu)beunim)erTuua)2-
oKco-23auriagponipu
no[2,3-bjuip a 3 u vH-4(1H)-k
apbokcawming

441,2

65

7-me 1ok c U-N-(IR)-2-m e T
oxkcu-1-4(rpudropwme
ToOKcu)bewunian)ertu.a)2-
oKco-23-agurigponipu
no[2,3-bjuip a 3 u uw-4(1H)-k
apb6okcawmin

441,2

66

N-(1-3-dbrop-4-(trpudrtop
MeToOKCH)De HiIN)2-Me
TOKCHUETHUJ)T-MeTOK
CcHU-2-0K Co0-23-AuTrTigpo
nipuygol[23-bjnipas3wumu-
4(1H)-xk ap6 oK CcamMin

459,1

67

N-((1S)-1-3-d Tt o p-4-(tr pu
TopMe TOKC CHU)beHIT)
2-MeTOKCHETHJJ)I-Me
TOKC CHU-2-0K C 0-23-1uTri
anponipumnolf23blnipa s
uu-4(1H)-k ap6oxcawmin

459,1

68

N-((1R)-1-(3-d T o p-4-(Tp u d
ToOpMe TOKC CHU)beHIT)
2-MeTOKCHETHJT)I-Me
TOKC CHU-2-0K C 0-2,3-1 U Ti

459,1

178
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Tabnuusa 1-6

anponipunxolf23-blnipa s
uu-4(1H)-k ap6oxcamin

69

7-meTokcu-N-(2-me 1 0 K

cu-1-4-(rpudbropme TH
n)beunin)erumn)2-0Kc o-
23-nuriapomnipupgol23-
bjuipas3uun-4(1H)-x a p 6 o

KCawMming

&%

425,1

Tabnuua 1-7

70

ONTHYHO aKTHUBHUIH
7-MmetTokcu-N-(2-me 1ok
cu-l-4-(rpudbropmertTnu
n)bewnian)e Tua)2-0KC O-
23-nuriapounipupgol23-
blnipa3uun-4(1H)-xk a p 6 o
KCawMina

425,1

71

ONTHYHO aKTHUBHIIH
7-meToKCHU-N-(2-Mme T 0 K
cu-1-4-(rpudbropme TH
n)benin)erTumn)2-o0K c o-
23-nuriapounipupgol23-
blunipa3uu-4(1H)-x a p 6 o
KCaMijg

425,1

72

7-uunkanomnpomnia-N-(2-ri
ApokKcwu-2-mertua-1-(4-(r
pubTtopmMeToKkcu)be

Hin)ompomnima)2-o0kc o0-2,3-
anurianponipwunaol23-blno
ipasuua-41lH)-xk ap6okc

aMipfg

465,2

73

7-uu kg omnp o mnia-N-((19)-
2-TigpoKcHu-2-Me THua-1-
@4(rpudTtopmMeTOKECHU)
beunin)npomnima)2-o0kKco
23-purigponipunaol23-
bluipa3uun-4(1H)-xk a p 6 o
KCamMmipn

465,1

74

7-uukaonpo nina-N-((1R)-

2-rigpokKcu-2-me 1T u.Ja-1-
@4(rpudbrtopmMeTOKCH)
benin)npomnima)2-0Kco
23-purigponipunaol23-
blunipa3uun-4(1H)-x a p 6 o

KCaMifgu

465,1

75

7-uukaounpouia-N-(1-(3-
brop4(rpudbropmert
oxkcu)beunina)2-rigpok
CHU-2-M e THJAIODPOmia)2-
OKCco-23-paurigpomnipmu

no0[2,3-bjunip a 3 u uw-4(1H)-k

483,2

179
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Tabnuuga 1-7

apboKcCcawMin

76

ONTHMYHO aKTHUBHUIHU
7-uuvukgomnponia-N-(1-(3-
brtopd4-(rpudbropmert
okcu)bewnin)2-riapocx
CH-2-Me TUJAID O ming)-2-
OKcCco-23-aurigpomnipmu
a1 o0[2,3-bjuip a 3 u m-4(1H)-k
apb6okcawmipn

483,2

77

ONTHYHO aKTHBHUIIHI
7-uukaomnp o uaia-N-(1-(3-
brop4-(trpudbropmert
okcu)bewnin)2-riaxpock
CH-2-M e THUJIDOmiuna)-2-
oKco-23aurigponipu
n0[2,3-bjuip a 3 u n-4(1H)-x
apb6bokcaMin

483,2

78

2-0 x ¢ 0-N-(1-(4-(2,2,2-tpu o
TopeTokcu)bewunin)n
ponig)23-gxuriapomnip
unol[2,3blonipa 3 u u-4(1H)-
KapOoOKCcCawmMin

409,1

79

N-2-(MmeTuacyanbbinia
)-1-4-(tpudrtropme T OK
cu)benia)eTuuan)2-o0kKc
0-23-aurigpomnipumgo
[2,3-b]nip a 3 u a-4(1H)-k a p
60K CamMipf

443,1

80

2-0 x ¢ 0-N-(2-(2-(2,2,2-t pu ¢
TopetTudsa)ylH-imiagaso
n-4-in)nponin)23-nuri
nponipumnolf23blunipa s
uH-41H)-k a p6 oK CaMin

383,1

81

2-0 x ¢ 0-N-(2-(2-(2,2,2-t pu ¢
TopeTwua)lH-1,24-rpua
3on-3-in)uponin)23-a1wu
rinxponipwunmgol23-bluip

aszuun-41lH)-xapb6oxkca

Mg

384,1

Tabnuua 1-8

82

N-(1-4-isonponokcudcde
Hin)npomnima)2-okc o0-2,3-
auriaponipwunol23-bln
ipaszuu-4(1H)-k ap 60K c
amMin

367,2

83

N-(1-4-x 1opdbenia)upo
nin)2-oxkco-23-gurinp
onipunaol[23-bjlnipaszun
“4(1H)-x a p 6 oK cawmMin

345,1

180
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Tabnuusa 1-8

84

2-0xk ¢c o-N-(1-2-(trpudtop
MeTOoOKcHu)beHia)upo

nig)23-xurigponipun
0[2,3-bJuip a 3 u H-4(1H)-x a
p6oKcCamMipn

395,1

85

N-(1-4-meTtundbeunian)up
onin)2-oxco0-23-xgurin
ponipupgol[2,3-blnipasmu
H-4(1H)-x a p 6 oK c awmin

325,2

86

2-0 k ¢ 0-N-(1-(2-(2,2,2-t pu o
tTopetTuda)lH-nipa3soua
Ad-in)nponin)23-pxurin
ponipupgol[2,3blnipasmu
H-4(1H)-x ap 6ok cawmig

383,1

87

N-(1-3-meTtun-4-(rpudrto
pMeTOKCHU)beHinA)T DD
onin)2-o0Kkco0-23-xnurin
ponipumgol[23-bljlnipasu
H-4(1H)-xk ap6 oK cawmin

409,1

88

N-2-(nrumeTusmsamino)-2-
okco-1-4(trpudbrtopme
TokKcu)bewunin)ertu.a)2-
OKco-23-anuriaponipmu
no[2,3-bjuip a 3 u uv-4(1H)-k
apOboOKCawMin

438,1

89

N-(2-(Mme TumawmMino)2-0K
co-1-@4-(rpudbropmeToO
Kcu)beuin)etumn)2-ocx
co-23-purigponipungo
[2,3-bJuip a 3 u H-4(1H)-x a p
60K CaMifg

424,1

90

N-(2-i3 onmpomoxc u-1-(4-(
TpubTopMeTOKECH)D
eHin)e THuJa)2-0K C 0-2,3-
auriaponipwunaol23-bln
ipaszuu-4(1H)-k ap 60K c
aMin

439,2

91

N-2-(muukmnTomeHTHJJTOK
cu)l-A(rpudropmer

okcu)beuninan)ertuan)2-o
Kco-23-auriagponipumn
0[2,3-bjuip a 3 u H-4(1H)-k a
pOOKCawmMin

465,2

92

N-(3-a Mmin 0-3-0 K ¢ 0-1-(4-(T
pudbropmMmertrorkcu)be

Hin)npomnima)2-okc o0-2,3-
auriapounipwunol23-bln
ipaszuu-41H)-xk ap 60K C
aMin

4241

181
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Tabnuusa 1-8

93

N-B(nume Tusmsamino)-3-
okco-1-4(rpudropwme
ToKcu)bewnian)upomnin
)-2-0k c 0-23-xuriagponi
punol23bjnipa 3 umn-
41H)-k ap 6 oK CaMin

452,2

Tabnuusa 1-9

94

N-2-meTtTokcu-1-4(trpud
TopMe TOKC CHU)beHIJ)E
TUJ)-/T-M e THUJJT-2-0K C O-
23-nuriaponipunaol23-b]
nipasuu-41H)-xk ap6okc
aMin

425,2

95

3-MmeTua-2-0x ¢ o-N-(1-(4-(r
pudbrtropmMerokcu)betd
in)nponiga)23-xuringpo
nipuygol[2,3-blnipaswumu-
4(1H)-xk ap6 oK Ccamin

409,1

96

N-1-4-(nudbropmeTHua)d
eHin)npomnin)2-oxco-
23-nuriapomnipupaol23-b]
nipa3suun-41lH)-k a p 6ok c
amMin

361,2

97

N-(2-uia Ho-1-@4(trpudrtop
MeTOKC CH)beHiIA)e THJ
)-2-0 K c0-23-nurigpomnip
unol[2,3blnipa 3 u v-4(1H)-x
apObOKCaMin

406,2

98

2-0k ¢c 0-N-(1-3-<(trpud T oD
MeTOKC CH)peHIn)mnpormni
n)-23-purigponipuno
[2,3-b]nip a 3 uua-41H)-x a p 6
OKCaMin

395,2

99

N-1-4-nuxknonponiade
Hin)nponinan)2-o0xkc o0-2,3-
anuriaponipunolf23-bloi
pas3uu-4dH)-k ap6okca
Min

351,2

100

N-B-meTtokcu-1-d(rpud
TOpMeTOKC CHUu)beHIa)N
pomnijg)2-okco0-23-xurin
ponipwuygol[23-bluipasmu
H-4(1H)-k ap 6ok camin

425,2

101

2-o0xk c o-N-2-(nipoainuHu-
l-in)1-4(rpudbrtopmeTo
Kcu)beunin)ertuaqa)23-au
rinponipunxol[23-bluipa
3uH-41H)-k ap 6ok camin

450,2

182




UA 115057 C2

Tabnuusa 1-9

102

2-0xk ¢c 0-N-(2-(2-oxk conmip o
ninuu-1-in)l-@G(rpudrto
pMeToOKCcCH)beHIA)e TH
n)23-purigponipwumno
[2,3-bjnip a 3 u u-4(1H)-xk a p ©
OKCawMin

464,2

103

3-(((2-oxkco0-23-purianpon
ipungol[2,3-bjnipasumn-
4(1H)-in)x ap G ouian)amiu
0)3-4(trpudTtopmeToOK
cu)benin)npomniadsarier-t
arT

453,2

104

N-3-rinpoxkcu-1-4-(rpud
TOpPpMeTOKC CH)beHIa)N
pomnig)2-okco0-23-nurin
ponipuygol[23-bluipaswu

H-4(1H)-x a p 6ok cawmin

410,8

105

N-(1-4-(a 3 eTtunuu-1-in)d
eHin)npomnin)2-oxc o-
23-nuriaponipunaol23-b]
nipasuu-41H)-xk ap6okc
aMif

364,2

Tabnuuysa 1-10

106

N-((1R)-2-m e T 0 k¥ ¢ u-1-(4-(t
pubrTopmMeToKcu)de
Hin)eTwua)7-meTHaT-2-0
Kco-23-anuriapomnipmu
no[2,3-bjuip a 3 u uv-4(1H)-k
apOboOKCawMin

425,2

107

N-((1S)-2-m e T o Kk ¢ u-1-(4-(1
pubrTtopmMeToKkcu)de
Hin)eTwua)7-meTHaT-2-0
Kco-23anuriapomnipmu
no0[2,3-bjuip a 3 u u-4(1H)-k
apb6bokcawmifg

425,1

108

N-2-(nudbTopmMeTOKCH
-1-4-(trpudbrtopmMe TOK
cu)bewnin)erTuda)2-okc
0-23-pxurigponipumgo
[2,3-bJnip a 3 u H-4(1H)-x a p
60K CaMifg

4471

109

N-(2-me Tok cu-1-4-(trpu
dbropmeruan)beunin)e
THUJA)2-0KC 0-23-1urin
ponipupgol[2,3bjunipasmu
H-4(1H)-x a p 6 oK cawmin

o

395,1

110

N-2-me ToK cu-1-(4-(tr p u
dbropmerun)bewunina)e
TUJ)-7T-M € THUI-2-0K C O-
23-nuriapounipunaol23-

409,2

183
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Tabnvuysa 1-10

bjnipasuun-41H)-xk a p 6 o
KCaMif

111

N-(1-3-brop-4-(trpudro
pMeTOKCH)bDe HIN)2-M
€eTOKCHETHJM)2-0KC O-
23-nuriapounipwunaol23-
bjnipasuun-41H)-xk a p 6 o
KCaMipn

429,1

112

N-(1-3-brtop-4-(rpudro
pMeTOKCHU)beHIN)2-M
€eTOKCHETHN)7T-MeTH
N-2-0KC0-23-1Uurigpoin
ipunol[23-bjunipasumu-
4(1H)-k ap 6 oK caMin

443,1

113

N-(1-3-brop-4-(trpudro

pMeTOKCH)beHIT)2-M
€eTOKCHETHJJM)2-0K C O-
6-(1H-nip a 3 o 1-1-i71)-2,3- 1
urigponipumnol[23blnoi
pas3uun-41H)-kap6oKcC

aMin

495,2

114

7-uukaomnponia-N-(2-m
etTokcu-1-@4(rpudrop
MeTOoOKcHu)beHia)erTu
n)2-0K c0-23-1Uurigpo
nipunol[2,3blunipa 3 unu-
4(1H)-k a p 6 oK camMin

451,2

115

7-uukaomnponia-N-(2-m

etTokcu-1-4(rpudrtop
MmeTuJa)beunin)etun)2-
OKCO0-23-aurigpomnip

ujgolf[23-bluip a3 u u-4(1H)-
KapOoKCaMin

435,2

116

N-2-me tTok cu-1-(4-(trpu
bropmerTorcu)bewnina
JetTun)2-oxc o-6-(H-uip
a3on-1-in)23-xurigpo
nipwuygol[2,3-bjnipa3umn-
41H)-k ap 6 oK CaMin

477,2

117

N-((1S)-1-3-d Tt o p-4-(tpu o
TopMe ToKCcHUu)beuim)-
2-MeTOKCHUETHJ)2-0K
c 0-6-(1H-nip a 3 o n-1-ia)-
23-xuriapounipupaol23-
bjuipa3uu-41H)-xk a p 6 o

KCawMipg

495,2

Tabnvysa 1-11

184
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Tabnvuysa 1-11

118

N-(1R)-1-3-db Tt o p-4-(T pu d
TopMe TOKC CHUu)beHim)
2-MeTOKCHETH.J)2-0K
c 0-6-(1H-nip a 3 0 m-1-i1)-
23-nuriapounipwunaol23-
bjnipas3uu-41H)-xk a p 6 o
KCaMif

495,1

119

7-uukaomnp o nia-N-((1R)-
2-metTokcu-1-@4(rpudr
opMeTOoKCcHu)bpeHnia)e
TUJ)2-0K C 0-23-1urin
ponipupgol[23blnipa3smu
H-4(1H)-x a p 6 oK c awmin

451,2

120

7-uukaomnp o uaia-N-((1S)-
2-metToKcu-1-4(rpudr
opMeToKcHu)beHnia)e
TUMA)2-0K C 0-23-1urin
ponipupgol[23blnipasmu
H-4(1H)-x a p 6 oK c awmin

451,2

121

N-((1S)-1-3-d T o p-4-(T pu d
TopMmMeToOoKcu)bemnia)-
2-MeTOKCHETHJ)2-0K
co-23-aurigponipun
0[2,3-b]Jnip a 3 u uH-4(1H)-k a
pOOKCawmMin

429,1

122

N-((1R)-1-(3-d T o p-4-(Tp u d
TopMmMeToOoKcu)bemnia)-
2-MeTOKCHETH.J)2-0K
co-23-guriaponipun
0[2,3-bJnip a 3 u uH-4(1H)-k a
pOoOKCaMif

429,1

123

N-((1S)-1-(3-d Tt o p-4-(T pu d
TopMe TOKC CUu)beHix)
2-MeTOKCHUETHUu.JJ)T-Me
THUJA-2-0K C 0-2,3-A U Tigp
onipunxol[2,3-bjlnipaszun
-4(1H)-x a p 6 oK cawmin

443,1

124

N-((1R)-1-(3-db T o p-4-(T p u d
TopMe TOKC CHU)beHiM)
2-MeTOKCHEeTHD)T-Me
THJA-2-0K C 0-2,3-1 U T1iaDp
onipunol[23-bjlnipaszun
-4(1H)-x a p 6 oK CcamMin

443,1

125

7-uunkaomnpomia-N-(1-(3-
dbrop-4(rpudbropmert
okcu)beunima)2-mertocx
cueTuMA)2-0K Cc 0-2,3-1 1
rinponipunol23bluip
a3uu-41H)-k ap6okca
M1

469,2

185
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Tabnvuysa 1-11

126

ONTHYHO aKTUBHUIHU
N-2-(rudbTopmMmeToKCH
-1-4-(trpudbTtopmMeTOK
cu)benin)eTua)2-o0kKc
0-23-purigpomnipumgo
[23-b]jnip a 3 uu-4(1H)-x a p
60KCaMin

4471

127

ONTHYHO aKTUBHUIHU
N-2-(rudTtTopmMe ToOKC CH
-1-4-(trpudbTtopmMe TOK
cu)benin)eTua)2-okKc
0-23-aurigpomnipuimgo
[23-b]jnip a 3 uua-4(1H)-x a p
60KCaMin

447,1

128

7-uukaomnp o uaia-N-((1R)-
1-3-dbrop-4-(trpudrtopwm
eToOKcH)beHiINT)2-Me T
OKCcCHeEeTHHJa)2-0K ¢ 0-2,3-
auriaponipwunol23-bln
ipasuun-41H)-kap6okc
amMin

469,2

129

7-uu kg omnp o aia-N-((19)-
1-3-dbrop-4(rpudrtopm
eTOKCH)beHinA)2-Mme T
OKCHEeTHJJ)2-0K ¢ 0-2,3-
anuriapomnipunaol23-bln
ipasuua-41H)-xapob6okc
aMin

469,2

Tabnvuysa 1-12

130

N-((1S)-2-meTokecun-1-(4-
(TpudbTOpMETOKCH)(hEHIN)eTnn)-2-
okco-6-(1H-nipason-1-in)-2,3-
purigponipnao[2,3-blnipa3uH-4(1H)-
kapbokcamin

477,2

131

N-((1R)-2-meTokcu-1-(4-
(TpudbTopmeTOoKCH)dheHin)eTnn)-2-
0okco-6-(1H-nipa3on-1-in)-2,3-
aurigponipnao[2,3-b]nipasuH-4(1H)-
kapbokcamig

477,2

132

N-(1-(4-6pomdeHin)-2-
METOKCUEeTUN)-7-MeTnM-2-0KCo-2,3-
avrigponipngo[2,3-b]nipasnH-4(1H)-
kapbokcamin

419,1

133

N-(2-(2-meTokcueTokcn)-1-(4-
(TpudbTOpMETOKCH)hEHIN)ETUN)-7-
MeTun-2-o0Kco-2,3-
aurigponipngo[2,3-b]nipasuH-4(1H)-
Kapbokcamig

469,2

186
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Tabnuuysa 1-12

134

N-(2-meTtokcu-1-(4-(1H-nipason-1-
in)dpeHin)etun)-7-meTun-2-okco-2,3-
aurigponipnao[2,3-b]nipasuH-4(1H)-
kapbokcamig

407,2

135

N-(2-meTokcn-1-(4-
(TpudbTopmeTokeu)dbeHin)etnn)-7-(1-
meTun-1H-nipason-3-in)-2-okco-2,3-
aurigponipnao[2,3-b]nipasuH-4(1H)-
kapbokcamig

491,2

136

N-(2-meTokcn-1-(4-
(TpudbTopmeTokeu)dbeHin)etnn)-7-(1-
meTun-1H-nipason-4-in)-2-okco-2,3-
aurigponipnao[2,3-blnipasunH-4(1H)-
Kapbokcamig

9o

491,2

137

N-(2-meTokcun-1-(4-
(TpudbTopmeTokcu)dbeHin)etun)-7-(1-
meTun-1H-nipason-5-in)-2-okco-2,3-
avrigponipngo[2,3-bJnipasuH-4(1H)-
kapbokcamig

491,2

138

7-izonponokcu-N-(2-meToken-1-(4-
(TpudbTOopmeTOKCH)dheHin)eTnn)-2-
okco-2,3-gurigponipngo[2,3-
blnipasuH-4(1H)-kapbokcamia

469,1

139

7-(andpropmeTokcn)-N-(2-meToken-1-
(4-(TpudbTOPMETOKCH)(PEHIN)eTnn)-2-
okco-2,3-gurigponipngo[2,3-
b]nipa3nH-4(1H)-kapbokcamig

477,2

140

N-(2-meTtokcu-1-(4-
(TpudbTopmeToKCH)dheHin)eTnn)-6-
0OKCo-6,7-gurigponetTupunaunH-8(5H)-
Kapbokcamig

412,2

141

7-eTokcu-N-(2-meTtoken-1-(4-
(TpudbTopmeToKCH)dheHin)eTnn)-2-
oKkco-2,3-gurigponipuao[2,3-
blnipasuH-4(1H)-kapbokcamia

455,2

Tabnvuysa 1-13

142

7-metua-N-(okceramn-3-i
a@-(rpudropme TOKC H)
benin)me TMua)2-0K C O-
23-nuriapounipupaol23-b]
nipa3s3wuu-41H)-k a p 6ok c
amMin

437,1

143

N-(1-(3-d r o p-4-(1H-nip a 3 o
a-1-in)b e nin)2-me To0K-C
HeTuMA)T-MeTHJA-2-0K C O
23-purinponipuaol23-b
nipa3s3uu-41H)-k a p 6ok c
amMin

425,2

187




UA 115057 C2

Tabnvuysa 1-13

144

N-(2-m e Tt 0o k ¢ u-1-(5-(A1H-ip
as3on-l-in)nipunguu-2-ina)
e TUuJM)7-MeTHJI-2-0K C O-
23-nuriapomnipuaol23-b]
nipasuua-41lH)-k ap 6ok cC
aMin

408,2

145

N-((1R)-2-rixpo K c u-2-me 1
un-1-@4(rpudrtopme T oK
cu)beunin)upomnina)2-ox
co-23-nUMrigponipumo
[2,3-bJnip a 3 u H-4(1H)-x a p ©
OKcCcawMmin

425,2

146

N-(1S)-2-rixp oK cu-2-me r
uan-l-4-(rpudropme T 0K
cu)bewnin)upomnina)2-ocxk
co-23-purigponipumgo
[2,3-b]jnip a 3 uu-4(1H)-x a p 6
OKCawmin

425,2

147

7-me T ua-2-0 K ¢ o-N-(1-(4-(1H-
nipoua-l-in)bpewin)mpomni
n)-23-purigponipuno
[23-b]nip a 3 uua-41H)-xk a p 6
OKCawMmMin

390,2

148

7-Mme T ua-2-o0 k ¢ 0-N-(1-(4-(mr i
poaniguu-l-in)dewnia)mp
onia)23-auriaponipun
0[2,3-b]Jnip a 3 u u-4(1H)-x a p
60K CamMipf

394,3

149

7-(2-rixpoKcHUIDOTIaH-2-
in)-N-2-metoxcu-1-(4-(t p

ubropmeToKCcHu)beHIN
JetTuan)2-ok co-23-1urin

ponipuygol[2,3-bluipasumn
“4(1H)-xk a p6 oK CcaMifg

469,2

150

7-(a3etunauu-1-in)N-(2-m e
Tokcu-1-@d-(rpudbrtopwme
ToKcu)bewnima)erTua)2-o
Kco-23-aurigpomnipup

0[2,3-bjuip a 3 u u-4(1H)-x a p
60KcCaMin

466,2

151

N-(1-(iminx a 3 o[l,2-aluipu au
H-7-in)npomniga)7-meTHu.-
2-0 K co0-23-paurigponipu
no[2,3-bljuip a3 uu-4(1H)-x a
pO6OKCaMin

365,2

152

7-me Tt ua-2-0k ¢ 0-N-(1-(4-(r
pudbropmerokcu)beHni
)WL UKJAOTNpoOMNnin)23-a1u
rinponipunxol[23-bluipa
3 uH-41H)-k a p 6 oK CcamMin

407,1

188
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Tabnvuysa 1-13

153

7-d 1t op-N-(2-me T 0K ¢c u-1-(4-
(rpudbropmetTorcu)be
Hijn)eTua)2-okc 0-2,3-1u
rizponipunol23blunipa
3 uH-41H)-k ap 6 oK CcamMin

429,1

Tabnuusa 1-14

154

N-(2-m e T 0 k ¢ u-1-(4-(A1H-mip
on-l-in)beunin)etuan)il-m
eTUuMA-2-0K C 0-2,3- 1 UuTin

ponipumgol23-bljnipasu

H-4(1H)-xk ap6 oK cawmin

406,2

155

7-x 10 p-N-(2-m e T 0o kK c u-1-
(4(rpudrtopmMe TOKCHU)
benin)eruan)2-ok c o-2,3-
auriapounipwupaol23-bloi
pa3uH-41lH)-xapO6oKca
Mij

4451

156

N-(2-m e T 0ok ¢c u-1-(4-(nip o ax
innmu-1l-in)benin)e tun)-
7-Me TUuJA-2-0K ¢ 0-2,3-1 U T
inponipunxol[23blunipa 3
uH-41H)-k apG6okKcCcawmin

410,3

157

N-(2-m e T 0k ¢ u-1-(4-(A1H-nip
oa-l-in)bewnin)e Tua)2o
Kco-23-auriagponipumn
0[2,3-b]Jnip a 3 uu-4(1H)-x a p
OOKCaMin

392,2

158

N-2-Mm e T ok c u-1-(4-(nip o s
inuu-l-in)penia)eTuaqa)
2-0xKkco-23-nuringpomnip
unol[2,3blnipa 3 u u-4(1H)-
apOboOKCawMin

396,2

159

N-(1-(2,2-n ud v 0o p-1,3-6 e H 3
oniokcoa-5-im)npomnia

)-2-0k c 0-23-nuriapouni

punol23bluipa 3 u u-4(1H)-
KapOoOKCaMin

3911

160

7-me T ua-2-0 K ¢ o-N-(2-(1H-
nipa3s3oua-1-in)-
1-4(rpudropmMeToOoOKCH
Jbeunin)erun)2,3-gurin
ponipupgol[23blnipasmu
H-4(1H)-k ap 6ok cawming

461,2

161

ONTHUUYHO aKTHUBHHUIU T7-
MeTHuda-2-ok c¢ o-N-(1-(4-(1H-
nipoua-l-in)benin)npon
in)23-purigponipungo

[23-b]nip a 3 uu-41H)-x a p 6
OK CaMipfm

390,2

189
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Tabnuusa 1-14

162

7-me T ua-2-0 k ¢ o-N-(1-(5-
(AH-nmipa 3o m-1-in)2-tieni
A)nponin)23-xurigpo
nipwuygol[2,3-bjnipa3wumn-
41H)-k ap 6 oK CaMin

397,0

163

ONTHUYHO aKTHUBHUIHUT-
MeTua-2-0 K ¢ o-N-(1-(4-(1H-
nipoua-l-in)bewin)unpon
in)23-purigponipugo

[2,3-bjnip a 3 u u-4(1H)-x a p 6
OKCawMin

390,2

164

7-me T u a-2-0 K ¢ o-N-(2-(1H-

124-rpua3oa-1-in)l-(4-(r
pudbrTtTopmMertrokcu)bes
in)erTuanan)23-purigponi
punol23bjuipa 3 u u-4(1H)-
KapOoOKCaMin

462,2

165

7-metun-2-ox ¢ o-N-(L-(mip
a 3 o 710[1,5-
aQlnipuauu-5-ia)onpomina)-
23-nurigponipunaol23-b]
nipasuu-41H)-xapbock
cawMin

365,2

Tabnuuysa 1-15

166

7-metuna-N-(2-(oxkceras
-3-in)1-@4(rpudbrtopmer-t
okcu)bewnia)eTuua)2-o
Kco-23-auriagponipmu
no[2,3-bjuip a 3 u vH-4(1H)-k
apObOKCaMin

451,2

167

7-(rudTopwme T ua)N-(2-
MmeTOoKC CHu-1-4-(tpudrTo
pMmeTOoOKCH)beHiIA)Ee T
umn)2-oxkco-23-gurinp
onipungol[2,3bluipaszumn
-“4(1H)-x a p 6 0o K c a Mif

461,1

168

7-meTun-2-ok co-N-(trer
pariapo-2H-nipau-4-ix
4-(rpudbtopMeTOKCH)
benin)metun)23-aguri
aponipumnolf23blnipa s
uH-41H)-k a p6 oK CamMin

465,2

169

N-(2-4-rizxpoxkcurtertTpa
rigpo-2H-nip a u-4-ia)-1-
4(trpudbrtopmMeTOKCH)
beunin)erua)/-meTH.gp-
2-0Kco0-23-aurigpomnip
unol[23blnipa 3 u u-4(1H)-
KapOoOKCaMin

495,1

190
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Tabnuuysa 1-15

170

7-meTun-2-ok co-N-(ter
parianpodypan-2-ixa(d(
TpubTOpMETOKECH)D
eHin)Mme Tua)23-1urin
ponipwuygol[23-bluipasmu
H-4(1H)-x a p 6 oK cawmin

451,2

171

N-2-rinxpoxkcu-1-(4-(t p u
brtopmMeToKcHu)beHIN
J)ueHTHJJT)-IT-MeTHA-2-0

Kco-23anuriaponipu

K 0[2,3-bjuip a 3 u n-4(1H)-x
apbokcawmin

453,2

172

N-B-(tper-6yrua(anud
eHin)cunaia)ok c u)-2,2-
nume Tua-1-@4-(rpudro
pMeTOKCH)beHIaT)Op
omnin)7-meTwuJa-2-0K C O-
23-nuriapomnipupgol23-
blnipas3uun-4(1H)-xk a p 6 o
KCawmin

691,4

173

N-(2-(1,3-nioxk c 0-1,3-nuri
Apo-2H-i3 0oinmgoa-
2-in)-1l-4(rpudropmer
okcu)bewnia)eTuua)2-o
Kco-23-auriagponipmu
no[2,3-bjuip a 3 u vH-4(1H)-k
apObOKCaMin

526,2

174

N-2-muukm1omnpomnin-2-okK
co-1-4(rpudropmeToO
Kcu)bewHnian)erTusa)2-0K
co-23-aurigponipupn

0[2,3-bjuip a 3 u u-4(1H)-k a
p6okcawming

435,1

175

N-2-uukmonpomnin-2-ri
anpoxkcu-1-4(rpudrtop
MeTOoOKCH)DeHiIN)€ETH
n)2-0k ¢c0-23-1urigpo
nipwuygol[2,3-blnipaswumu-
4(1H)-x ap 6 oK CcamMin

437,2

176

7-me Tua-2-0K ¢ o-N-(2-(t
eTpariapo-2H-nipau-
4-in)-1-4-(rpudrtopmer
oxkcu)beunia)ertua)2,3-
auriaponipupaol23-bln
ipas3uu-4(1H)-xk ap 60K ¢
amMin

g

479,2

177

2-0xk ¢c 0-N-(2-0 k ¢c 0-1-(4-(T
pudbrtropmertrokcu)be
Hia)nponia)23-gurin
ponipuygol[23-bluipasmu
H-4(1H)-x a p6 oK c awmin

409,1

191
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Tabnuuysa 1-16

178

8-MerTok cu-N-(2-me 1 0K
cu-1-@-(rpudbropmeTo
kKcu)beunin)etumn)2-ocx
co-23-nuriaponipupgo
[2,3-bjnip a 3 u H-4(1H)-x a p
60oKCawMin

441,2

179

N-2-rinxpoxkcu-1-(4-(tr pwu
bropmMeTorcu)bewHnia
Juponia)2-okc o0-23-1u
rixponipunol23-blnip
a3uu-41H)-xkapob6okca
Min

411,1

180

2-o0x c 0-N-(2,22-tpud o
p-1-4(rpudrtopme TOK
cu)beunin)erun)23-1u
rinponipunol23bluip
a3uu-41H)-k ap6okca
Min

\z #
g
ul =
[+]
.
[e]
.
A,

435,1

181

7-meTua-2-0kK ¢ o-N-(2-(nni
puguH-3-1a0KCHu)l-4-(1
pudbropmertroxrkcu)be
Hin)erTtwun)2,3-auriagpo
nipunaol[2,3bjuipa 3 unu-
4(1H)-k ap 6 oK camMin

488,2

182

N-2-rixpoxkcu-1-4(tpmu
bropmerTorkcu)benia
e Tua)7-MmeTHA-2-0KC
0-23-nuriaponipumgo
[2,3-b]nip a 3 u H-4(1H)-k a p
OOKCaMin

4111

183

N-(1-(3,5-nudtop-4(tpud
TopMe ToOKC CUu)benimn)
2-MeTOKCHUETHUu.JJ)T-Me
TUJA-2-0 K C 0-23-1 U Tigp
onipunxol[2,3blnipaszun
-4(1H)-x a p 6ok cawmin

461,1

184

N-3-rinpokcu-22-1ume
tua-l-4-(rpudropmer
okcu)beunin)mpomnmin)-
7-M e TUuJaA-2-0K ¢ 0-2,3-1 4
rinxponipunol23-bluip
as3uu-41H)-k ap6okca
M1z

453,2

185

N-(2-d T o p-2-m e 1 u a-1-(4-(
TpubrtopmMeTOKCH)D
eHin)npomnin)2-okc o-
23-nuriapounipunaol23-
bjnipa3uu-41H)-xk a p 6 o
KCaMipn

427,1
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Tabnuuysa 1-16

186

2-0 ¥ ¢ o-N-(1-(4-(2H-1,2,3-T p
Haszoan-2-in)dewia)ompo
nig)23-xurigponipun
0[2,3-bJuip a 3 u uH-4(1H)-x a
p6OKCaMifg

378,2

187

N-(2-b Tt o p-2-m e T u a-1-(4-(
TpubTopMeTOKCH)D
eHin)npomnin)7-mertun
-2-0KCco0-23-aurigpormni
punol23bjnipa 3 umn-
41H)-k ap 6 oK CcaMin

o]

441,2

188

N-(1-(3-d T o p-4-(nipoaninu
H-1-in)b e nin)-2-me T 0K

CUeTHUuM)7-M€eTHJI-2-0K
co-23-purigponipungo
[2,3-bjnip a 3 u H-4(1H)-x a p
6o0KCaMin

428,2

189

N-(1-(3-d T o p-4-(1H-nip o x-
l-in)benin)2-metToKCH
eTu )l-MeTHJA-2-0K C O
23-nuriaponipwuaol23-
bjmipa3uu-4(1H)-xk a p 6 o0
KCaMin

4242

Tabnuuysa 1-17

190

8(2-rixpokKcuUumnpoONnaH-
2-in1)-N-(2-me 1 0 K ¢ u-1-(4-(

Tpudpropme TOKCH)D

eHiJg)e THJA)2-0KC 0-2,3-
anuriapomnipunaol23-bln
ipasuua-41H)-xapb6okc
aMin

469,2

191

8-amertua-N-(2-me tTokKcC
u-1-4-(rpudropme T oK
cu)benin)erTua)2-okK c
0-23-paurigponipumgo
[23-b]jnip a 3 ua-4(1H)-x a p
60KcCaMin

453,1

192

8(rinpoxkcumertu.a)N-
2-Mmetoxkcu-1-@A(rpudrt
opMeTOoKCcHu)beHnia)e
THUMA)2-0K C 0-23-1urin
ponipupgol[23blnipasmu
H-4(1H)-x a p 6 oK cawmin

441,2

193

N-(2-e tTua-2-rigpoxKc u-
1-A(rpudbtTopme TOKC
n)beunin)dbyrtuua)2-oxc
0-23-aurigpomnipumgo
[23-b]nip a 3 ua-4(1H)-x a p
6 0KCawMin

453,2

193
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Tabnuusa 1-17

194

N-(2-amin o-1-4-(tpudrto
pMeToOKcu)beunima)er
Hn)2-0kKco0-23-a1urinp
onipunol[23-blnipaszun
-4(1H)-x a p 6 oK cawmin

NH,

396,1

195

N-(4-6 pom-2-btropdemni
n)4(trpudbrtopme TOKC
n)beunin)merumn)r-mer
UHJaA-2-0K Cco0-23-xurigpo
nipwuygol[2,3-bjnipa3wumn-
41H)-k ap6 oK CcaMin

553,1

196

N-(4-6 poM-2-TinpoKCH

beunin)d(rpudbropme

ToKcu)beunin)me T u )
7-Me THuJA-2-0K ¢ 0-2,3-1 4

rinponipunol23bluip

a3uu-41H)-k ap6okca

Min

551,1

197

N-(2-(5-6 poMnipwu auu-3-i
n)oxk cu)l-A(rpudrtop

MeTOKcHUu)benin)ertmu

aA)-7-M e THu 1-2-0K ¢ 0-2,3-1
urigponipunol[23bni

pas3uun-41H)-k ap 6 o0KcC

aMing

566,1

198

N-(2-btopdbenia)d(rpu
bropmertorkcu)benia
JMeTHuJ)T-Me Tu-2-0 K

co-23-nuriaponipugo
[2,3-b]nip a 3 u H-4(1H)-k a p
60KCaMif

475,2

199

N-(2-rinpokcudemnina
JA4-(trpudbrtopMeTOKCH
)beunin)me run)7-me T u
N-2-0KC 0-23-1 urigpoin
ipungol23-bjuipaswumu-
4(1H)-k ap 6 oK CcaMin

473,2

200

7-meTuna-2-ok co-N-(rer
parianpodypan-2-ima(4-(
TpubTopMeTOKC CH)D
eHian)mMme tuma)23-gurin
ponipwupgol[23bjunipasmu
H-4(1H)-x a p 6 oK cawmin

-
\z_/
Q@{
-+

451,2

201

7-metun-2-oxkc o-N-(rer
pariapodypan-2-ima(4-(
TpubrtopmMeTOKCH)D
eHian)mMme tuma)23-gurin
ponipupgol[2,3-bjnipasmu
H-4(1H)-x a p 6 oK c awmifn

451,2

Tabnvuysa 1-18

194
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Tabnvuysa 1-18

202

7-meTun-2-ok co-N-(ter
parianpodypamn-2-iga(d(
TpubTOpMETOKECH)D
eHin)Mme Tua)23-1urin
ponipwuygol[23-bluipasmu
H-4(1H)-x a p 6 oK cawmin

&
N/
<

o
1
e

451,2

203

7-meTun-2-ok co-N-(ter
pariapodypau-2-
in(d-(rpudbropme TOKEC
n)beunian)me v ua)2,3au
rizponipwunol23blnip
as3zuun-41lH)-xapb6oxkca
Min

451,2

204

7-Mme T OKCH-2-0 K ¢ o-N-(1-
4-(niponiguu-l-in)b e n
in)nponimn)23-aurigp
onipungol[23blunipaszun
“4(1H)-x a p6 oK CcaMifg

408,2

205

N-(2-rinpokcu-2-me T Hu.Ja
-l-4-(trpudbTtopmMeTOKEC
u)beuniam)uponia)-7-me
TOKC CHU-2-0K C 0-2,3-1 U Ti
anponipwupgol23-blunipa s
uu-4(lH)-k ap6okcamin

455,3

206

7-metuna-2-okc o-N-(rer
parinpodypan-3-imn(4(
TpubTOoOpMETOKCH)D
eHin)Me THuM)2,3-1UTin
ponipumxol2,3-bljuipasmu
H-4(1H)-xk a p 6 oK cCcawmin

451,2

207

N-((1S)-2-rixpo K c u-2-m e
tun-1-4-(rpudbropmer-r
oxkcu)beunia)mpomnin)-
7-M e TOKCH-2-0K C 0-2,3-
anuriaponipunol23-blno
ipaszuu-4(1H)-xk ap 6 oKcC
aMif

455,2

208

N-(1R)-2-rixpok cu-2-me
tua-l-4-(rpudropmer
okcu)beuian)mpomnmin)-
7-Me TOKCH-2-0K ¢ 0-2,3-
auriaponipupaol23bln
ipas3uu-4(1H)-xk ap 60K ¢
amMin

455,1

209

7-uukgaounpouia-N-(1-(3-
bdbrop4(rpudbropmert
un)bewunima)2-meTOKCH
eTHuM)2-0K c0-23-1uri
anponipumnolf23blnipa s
uu-4(1H)-k ap6oxcamin

453,1

195
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210

7-Mme T uan-2-0 Kk ¢ 0-N-(3,3,3-
TpudTOD-2-
rinpoxkcu-1-@G(rpudr
opmMmeTokcu)bewnin)n
ponia)23-puriagpomnip
unol23blunipa 3 u u-4(1H)-
KapOoOKCcCawMin

479,1

211

N-(1-(3-d Tt o p-4-(1H-mip o n-
l-in)peunin)2-merokcwu
e TUuJM)7/-MeTOKCH-2-0 K
co-23-purigponipumgo
[2,3-bJnip a 3 u u-4(1H)-k a p
60KCamMifg

440,2

212

6-(4-me Toxcudenimn)N-
2-metToxcu-1-@G(rpudr
opMmMmeToKkcHu)beunia)e
TUMN)2-0K CO0-23-1UTin
ponipuygol[23-bluipaswu
H-4(1H)-x a p 6 oK cawmin

517,1

213

N-2-meToxcu-1-4-(rpud
TopMeToOKCH)DeHIT)
e THuJM)2-0K c 0-6-(nipwup
uu-3-in)-23-aurianponi
punmxol23-bluipas3wun-
4(1H)-k ap 60K CcaMin

488,1

Tabnuuysa 1-19

214

N-2-m e T ok c u-1-(4-(t p u

bropmerTorcu)benia
JetTuama)2-okco-6-benina-
23-nurigaponipunol23-
bjmipas3uu-4(1H)-x a p 6 o0
KCawMif

487,1

215

6-(2-metToKcCwude nim)N-
(2-metoxcu-1-4-(rpud
TopMe TOKC CHU)be HIJ)
eTua)2-0KCco0-23-nuri
anponipungolf23bluipa s
uH-41H)-k ap6okcawmin

517,1

216

6-3-MmetToKcude uim)N-
2-Mmetoxkcu-1-(4(trpud
TopMe TOKC CHU)be HIJ)
eTua)2-0KCco0-23-nuri
anponipungol23bluipa s
uH-41H)-k apG6okcawmin

517,2

217

N-2-meToxK cu-1-(4-(tr p u
bropmerToKrcu)bewHnina
Jetuan)2-ok co-6-(nipun
MH-4-11)-23-nuriaponi
punol23bjnipa3wumu-
A41H)-k ap6 oK CcaMin

488,1

196
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N-(2-me Tok cu-1-(4-(tpu
bropmeTorcu)bewHnia
Jetua)2-ok c 0o-6-(2-Tieni

218 . . @ "\i}@"l‘; 493,1
n)23-purigpomnipumao '
[2,3-bjnipa 3 uu-41H)-x a p (A
60KCaMin
6-(3-dy puan)N-(2-me T 0 K
cu-1-@d-(rpudbropmeTo "’L

219 KCH)Q)eHlJ.I)eTH,?)—Z—OK ‘:"~Nn:‘u; 4771
co-23-aurigponipupn L T
0[2,3-bjuip a 3 u H-4(1H)-k a ok
pO6OKCaMifg
N-(2-me tTok cu-1-(4-(rpu
bropmMmerTorcu)bewnina

220 e T u a1)-2- 0K 0-6'.(3-T ieHi 9 “\:}@/"F‘F 4931
n)23-pxurigpomnipumno
[2,3-bjnip a 3 u H-4(1H)-x a p @ L
6o0KCaMin
N-2-me tTok cu-1-(4-(trpu
bropmMmerToKcu)beHi H
Jetuna)6-(I-metua-1H-ni ”’U\M . o -

221 | pasoa-5ia)2oxco-23 I VI,@ 491,1
anuriapomnipunaol23-bln Mo 0
ipasun-4dH)-k ap6okc N *h
aMin
N-2-Mm e T ok c u-1-(4-(tr p u
bropmMeTokKcu)be nia “j\|
Jetua)6-(-metua-1H-oi _‘)%rn ° ok

222 pas3oun-3-ig)2-o0kc 0-2,3- N Nfg F 491,1
anuriapomnipunaol23-bln S 9
ipasuun-41H)-kap6okc w
aMin
N-2-me tTok cu-1-(4-(trpu
bropmMmerToxrcu)bewnin "JW
Jetun)6-(-metua-1H-oi L AD  OF

223 pasoa-din)2oxc o-23 '/NMT;/UT‘ 491,1
auriaponipwunaol23-bln @ E\?
ipasuu-41H)-xk ap6okc we "
aMin
6-(35-nume Tua-1,2-0 K ¢
a 3 o Ja-4-ia)-N-(2- 2
MmeTtTokcu-1-4-(rpuodro h\&n/"\,{’

224 pMeTOoOKC CH)beHia)e T [ NTQ F 506,1
un)2-oxkco-23-gurinp H,xgm, 0
onipuaol[23-bluipaswumn o o
-4(1H)-xk a p 6 oK CcawmMin
N-(1-3-brop-4-(rpudro o
pMmeTtuma)peunian)2-mer "J'\N D s

225 OKCHEeTHJT)IT-MeTOK-C H,c\,@,TQF 443,1

H-2-0KCc 0-23-purigpon
ipungol[23-bjnipasumu-

197
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|4(1H)-K apOboOKCamMin

Tabnuuysa 1-20

226

ONTHMYHO aKTHUBHUIH
7-uukaomnpo mia-N-(1-(3-
brtopd4-(rpudbropmert
un)beuiga)-2-
MeTOKCHETH.J)2-0KC
0-23-nurigpomnipumgo
[2,3-b]Jnip a 3 u u-4(1H)-x a p
60KCaMin

453,1

227

ONTHYHO aKTHUBHUIH
7-uukagomnp o mia-N-(1-(3-
dbrtop4(trpudbrtopmer-t
Ha)beunin)-2-
MeTOKCHETHT)2-0KC
0-23-purigponipupgo
[2,3-bJnip a 3 u u-4(1H)-k a p
60KCaMin

453,1

228

N-(2-MmeTOKCHU-2-M€e T H JI-
l1-4(rpudrtopme ToOKC

u)beunin)nponia)7-me

THUA-2-0K C 0-23- uTingp
onipunagol[2,3-bluipas3umn
“4(1H)-x a p6 oK c aMifg

453,2

229

ONTHUUYHO aKTHUBHUIHI
N-(1-(3-d t o p-4-(1H-1ip o 71 -
l-in)benin)2-meTOoOKC CH
e TUJ)-/-M € TOKGC H-2-0 K
co-23-nurigponipumna
0[2,3-b]Jnip a 3 u H-4(1H)-k a
pO6OKCaMin

440,2

230

ONTMUYHO aKTHUBHHUHU
N-(1-(3-d T o p-4-(A1H-1ip o 71 -
l-in)peunin)2-mertokcu
e TUJM)/-M e TOKCH-2-0 K
co-23-puriaponipun
0[2,3-bJuip a 3 u H-4(1H)-k a
p6okcawmin

440,2

231

ONTHUYHO aKTHUBHHUIH
7-uukaonponin-N-(2-m
etTokcu-1-@4(rpudrtop
MeTuJA)De HiA)E T U 71)-2-
OKco-23-agurigpomnip
unolf[23bljuip a3 u u-4(1H)-
KapOoOKCaMin

435,1

232

ONTMUYHO aKTHUBHHUHU
N-(1-3-dbtrop-4-(tpudrto
pMmertua)bpeunian)2-mer
OKCHeTHJA)T/T-MeTOKC
n-2-0K c 0-2,3-xurigpon

443,1
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ipungol[2,3-bjnipasumn-
4(1H-x ap 6 oK CcamMin

233

ONTHMYHO aKTHUBHUIHU
7-uukaomnponin-N-(2-m
etTokcu-1-@G(rpudrtop
MeTuJa)beunia)e T ua)2-
OKcCcoO0-23-aurigpomnip
unol[23blnipa 3 u u-4(1H)-
KapOoOKCcCawMin

435,1

234

ONTHUYHO aKTHUBHHH
N-(1-3-dbrop-4-(trpudrto
pMmertuma)beunin)2-mer
OKCHEeTHJMA)T/T-MeTOKC
H-2-0K C 0-2,3-xurigpon
ipungol[2,3-bjuipas3umu-

4(1H)-xk ap6 oK Ccamin

443,1

235

6-(36-nuriapo-2H-nip an
-4-1 1)-N-(2-
MeTOoOKCH-1-4(Tpudrto
pMeTokKkcu)beunima)er
Uua)2-okco-23-aurinp
onipunxol[2,3-bjlnipasumn
“4(1H)-xk a p 6 oK Cc awMifg

493,1

236

N-(2-Mme T ok c u-1-(4-(t p u
btopmMeToKkKcu)bewsnia
e Tua)6-(l-me tuua-1,236-
TeTparigaponipuvwmgu
H-4-im)-2-0K c0-23-nurin
ponipumxgol2,3-bluipasmu
H-4(1H)-xk a p 6 oK cCcawmin

506,1

237

N-2-me T ok ¢c u-1-(4-(t p u
bropmMeToKcHu)beHiN
e tua)2-o0xkc o0-6-(1,2,3,6-1
eTparigaponipuguH-
4-in)-23-purignponipun
0[2,3-bJuip a 3 u H-4(1H)-k a

pOOKCaMIifg

492,1
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238

N-2-meTtoxcu-1-(4-(rpud
TopMe TOKCHu)De HiT)

eTumA)6-MmeTHJT-2-0KC O-
23-nuriapomnipwupgol23-
bjuipasuun-4(1H)-x a p 6 o

KCaMin

o

=

\24/
.
e

2

425,0

239

N-2-meTtTokcu-1-4(trpud
TopMe TOoOKCHu)De HIT)
eTumn)2-o0kKco-6-(nipwun
HH-2-in)23-gxurigpomnip
unol[2,3blonipa 3 u u-4(1H)-
KapOoOKCcCawmMin

488,1

240

6-2-bypua)N-(2-meTtoxKc
u-1-4-(rpudpropme T 0K
cu)benin)eruan)2-oxc
0-23-xurigponipumgo

[2,3-bJnip a 3 u u-4(1H)-k a p
60KCaMifg

477,1

241

6-uukmonpounia-N-(2-me
Tokcu-1-@4-(rpudbrtopwm
eToOKcH)beHIT)Ee TH )
2-0KCco0-23-aurigpomnip
unol[2,3blonipa 3 u u1-4(1H)-
KapOoKCamMin

451,1

242

N-2-MmetTok cu-1-4(rpud
TopMeToOKC cCHu)DeHIT)

eTHuJa)2-0K co-6-(TrerTpa
riaxpo-2H-nip a u-4-i.1)-2,3-
anurianponipwupaol23-blno
ipasuua-41lH)-xk ap6okc

aMipfg

495,1

243

N-2-meTtTokcu-1-4(rpud
TopMe ToOoOKCHu)De HiT)
e T ua)6-(1-

MeTHJIOine pumguH-4-1
n)2-0kK co0-23-1xurijgpon
ipungol2,3-bluipasumn-
4(1H)-x ap 6 oK Ccamin

508,1

244

N-2-meTtTokcu-1-d(rpud
TopMe TOKCHU)De HiT)
eTuma)2-0Kco-6-(nime p
uauua-4-in)23-xurigpo
nipuygol[23-bjnipas3wumu-
4(1H-xk ap6 oK CcamMin

4941

245

6-Mme Tokcu-N-(2-me 1 oK
cu-1-4-(rpudropmerto
Kcu)bewunin)erTua)7-me
THJA-2-0K C 0-2,3-1 U T1iaD
onipunxgo[23blunipaszumn
“4(1H)-xk a p6 oK caMifg

4551
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246

7-meTok cu-N-(2-me T 0 K
cu-l-4-(rpudbropmerto
Kcu)beunim)erTuua)b-me
TUA-2-0K C 0-2,3-1 U T1iaD
onipungol[23blunipaszumn
-4(1H)-x a p 6 o K c a M1J

455,1

247

N-2-rignpokcu-2-meTHuiqa
-1-4-(rpudropmMeTOKC
u)bewnin)mpomnin)-7-

Me TOKC CHU-6-Me THua-2-o
Kco-23-guriaponipun
0[2,3-bJuip a 3 u H-4(1H)-K a
p6okcawmipn

469,1

248

N-(2-rinpokcu-2-me T H.Ja
-1-4-(rpudropmMeTOKC
u)bewunin)nponin)-6-
ME€TOKTCH-T-M€eTHJIA-2-0
Kco-23-aurigponipup
0[2,3-bJuip a 3 u H-4(1H)-K a
p6oOKCaMifg

469,1

249

N-3-meToxcu-1-(4-(rpud
TopMeToOKCH)DeHIT)

npomnig)7-MmeTHdan-2-0K

co0-23-AuTigaponipumgo
[2,3-b]mip a 3 u a-4(1H)-x a p

6o0KCawMin

439,1
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250

N-(2-rigpokcu-2-metun-1-(4-
(TpudbTopmeToKecu)dbeHin)nponin)-7-
MeTun-2-0Kco-2,3-
purigponipnao[2,3-blnipasuH-4(1H)-
Kapbokcamig

439,1

251

7-meTtoken-N-((1S)-2-meTokeu-1-(4-
(TpudbTOpMETOKCH)(PEHIN)eTnn)-6-
MeTun-2-o0Kco-2,3-
aurigponipnao[2,3-b]nipasuH-4(1H)-
Kapbokcamig,

4551

252

7-meTtoken-N-((1R)-2-meTtoken-1-(4-
(TpudbTopmeToKcU)dbeHin)eTnn)-6-
MeTun-2-0Kco-2,3-
avrigponipngo[2,3-b]nipasnH-4(1H)-
Kapbokcamig,

455,1

253

N-((1S)-2-rigpokcmn-2-meTnn-1-(4-
(TpndbTOpMETOKCH)PEHIN)NpOoNIn)-7-
MeTOKCU-6-MeTnn-2-okco-2,3-
aurigponipnao[2,3-b]nipasuH-4(1H)-
Kapbokcamig

469,1

254

N-((1R)-2-rippokcu-2-metun-1-(4-
(TpudbTOpMETOKCH)hEHIN)Nponin)-7-
MeTOKCU-6-MeTnn-2-oKkco-2,3-
aurigponipnao[2,3-b]nipasuH-4(1H)-
Kapbokcamig,

469,1

201
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7-metnn-2-okco-N-(1-(5-
(TpudbTOPMETUN)NiPUANH-2-

255 in)nponin)-2,3-aurigponipuao[2,3- e (T iN‘ ' 3941
b]nipasnH-4(1H)-kap6okcamig, o,
7-umknonponin-N-(2-rigpokcn-2-
meTtun-1-(4- J@ F

256 (TpucbTopmeTUN)beHrin)nponin)-2- (T NTQ F 449,2
okco-2,3-gurigponipngo|[2,3- he o,
b]nipasuH-4(1H)-kap6okcamig, "
onTnyHo akTuBHUM N-(3-meTokeK-1- 0
(4- . . Nﬁ ] o.__F

257 (TpucbTOpMETOKCH)hEHIN)Nponin)-7- (Y "j;‘@ T 4391
MeTun-2-0kco-2,3- e
purigponipnao[2,3-blnipa3uH-4(1H)- -

Kapbokcamig
N-(3-meTokcu-1-(4- j\
(TpudbTopmeToKcU)dbeHin)nponin)-7- 9P

258 | meTun-2-okco-2,3- S <© > 439,1
aurigponipnao[2,3-blnipasuH-4(1H)- ‘
kap6okcamig, P
6-meToken-N-((1S)-2-meTokeu-1-(4-

(TpudbTopmeTOoKCH)dheHin)eTnn)-7- j\

259  |meTnn-2-0kco-2,3- 4 TO r 455,1
avrigponipuao[2,3-blnipasunH-4(1H)- 1 o
kapGokcamif, "
6-meTtoken-N-((1R)-2-meTtoken-1-(4-
(TpudbTopmeTOKCH)dheHin)eTnn)-7- T . £

260  |MeTun-2-okco-2,3- 1 T@r”\l/ 455,1
purigponipnao[2,3-blnipasuH-4(1H)-| ®¢ -
kapbokcamin, Ko o
N-((1S)-2-rigpokcun-2-meTun-1-(4- jﬁ
(TpudpTOopMeTOKCH)heHin)nponin)-6- i . o s

261 METOKCU-7-MeTUN-2-0Kkco-2,3- iun\fjr@f 469,2
avrigponipuao[2,3-blnipasunn-4(1H)-| % |
kapbokcamin, TR

Tabnuuysa 1-23
N-((AR)-2-rin p ok c u-2-m e
tua-l-4-(rpudropmer
okcu)beunia)upomnina)- NJQH
6- /@/« 0 n\'i/;

262 [ [ 469,2
MeTOKCHU-/-MeTHJa-2-0 T ;(ij/
Kco-23-auriagponipmu °‘°”=”-°m,°*‘
a1 o[2,3-bjuip a 3 u uv-4(1H)-k
apO6OKCaMin
N-((1S)-2-rixp oK c u-2-m e
tua-l-4-(rpudropmer o
okcu)beunia)upomnina)- L . o

263 7-Me TUuaA-2-0K ¢ 0-2,3-1 1 I:,, \f= 439,1
rixponipwungol23-bluip * we o

a3uu-41H)-k ap6okca

M1

202
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264

N-((1R)-2-rixp oK c u-2-m e
tua-l-@4-(rpudropmer
okcu)beunian)mpomin)-
7-Me TUJA-2-0K C 0-2,3-1 1
rinxponipwunmgol23-bluip
aszun-41H)-x apb6oxkca
M1ig

N o
Hy!
KoL

439,1

265

ONTHMYHO aKTHUBHUIHU
7-uvkanonpomnian-N-(2-ri
ApokKcu-2-metua-1-(4-(r
pudbrtropmerun)beunin
Jupomnima)2-oxco0-23-14
rigxponipwunmgol23-bluip
aszuun-41lH)-xapb6oxkca
Min

o

A

o
ﬁ 7}@
=N N.
Hic OH

HE

449,1

266

ONTHYHO aKTHUBHIIH
7-uuknonpounin-N-(2-ri
ApOKECH-2-Mme THa-1-(4-(t
pudbrtropmerun)beunin
Jupomnia)2-okKc 0-2,3-1u
rigxponipwunmgol23-bluip
a3uu-4(1H)-kap6okKca
Min

449,1

267

N-(2-rimxpoKcCH-2-M € T U I
l-@4-(trpudrtropme THg)
benin)npomnia)7-merTo
KCH-2-0KCO0-23-1uringp
onipunxaol[2,3-bjnipasumn
-4(1H)-xk a p 6 oK Cc amMing

/‘ NYQ

C. N
H"o\

439,2

268

ONTHWUUYHO aKTHUBHUHU
N-(2-rinpokKcu-2-me T H#.Ja
1-4-(trpudbtopmMeTHuda)
beunin)upomnian)7-meTo
KCH-2-0KCO0-23-xuringp
onipungol[23bluipaszun

439,2

269

-4(1H)-x a p 6 oK c aMifg

ONTHUUYHO aKTHBHIUII
N-2-rinpokcu-2-me T
l-4-(trpudbtopmMeTHuda)
benin)npomnima)7-meTo
KCHU-2-0KCO0-23-xurigp
onipungol[2,3bluipaszumn
“4(1H)-xk a p6 oK CcaMifg

439,2

270

ONTHUYHO aKTHBHHUIHI
7-me T ua-2-0 kK ¢ o-N-(1-(5-(
TpubrTopMeTHUA)OIIDH
A uH-2-in)unponin)23-1u
rixponipwungol23-bluip
a3uu-41H)-k ap6okca

M1

394,1
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271

ONTHMYHO aKTHUBHUIHU
7-me T uan-2-0 kK ¢ 0-N-(1-(5-(
TpubTOoOpDMETHUJ)OIID H
aAuH-2-ia)nponin)2,3-1u
rinxponipwunmgol23-bluip
aszun-41H)-x ap6oxkca
M1ig

394,1

272

N-(1-3-dbrop-4-(trpudrto
pMeToKCcHu)be HiIN)2-T1i
IDPDOKCHU-2-M e THUJIODO
ning)7-meTHuJT-2-0K C O-
23-nuriapomnipupgol23-
blnipas3uun-4(1H)-xk a p 6 o
KCcawMina

457,1

273

ONTHUYHO aKTHBHIUII
N-(1-3-dbtrop-4-(trpudrto

pMeToOKCH)beHIN)2-T1
ADOKCH-2-M e THJIDO
nin)-7-Mme THuJJA-2-0K C O-

23-nuriapomnipupgol23-
blnipa3uun-4(1H)-xk a p 6 o
KCamMmipf

457,1
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ONTHUUYHO aKTHUBHUI
N-(1-3-dbrop-4-(trpudrto
pMeToKCHu)bewnimg)2-ri e f

ADOKCHU-2-M e THJAIDO I\N\Fn b

274 457,1

nin)-7-Mme TwuJa-2-0K C O- e~ F
23-nuriapomnipwupgol23- ud oA
bjuipasuun-4(1H)-x a p 6 o
KCawMing

N-(1-3-dbrop-4-(trpudrto

pMeToKCcHu)be HiIA)2-T1i i ¢
IPDOKCH-2-MEe THUJIODO I \r

275 Min)7-Me T OKCH-2-0K C /(j\l’ 473,1

0-23-aurigpomnipumngo L, He r

[2,3-b]nip a 3 u u-4(1H)-k a p e
60K cCaMifg

ONTHUYHO aKTHBHHIIHI
N-(1-3-dbrop-4-(trpudrto
pMeTOKCH)beHIN)2-T1 /L 3

276 Z['DOKCI/I-Z-MGTI/IJIHDO AN ° 4731
mnijg)7-meTOKECH-2-0KC g N ::L/@:F
0-23-paurigpomnipumgo e oH

[2,3-b]Jnip a 3 u u-4(1H)-k a p

60KCaMin

ONTMUYHO aKTHUBHHUHU
N-(1-3-b Tt o p-4-(Tpudrto
pMmeToOoOKCH)be HiIgA)2-T1
277 Z[.DOKCH-Z-MGTI/IJIHDO ' T;:(j[a 4731
nin)7-meToOKCHU-2-0K C # .

0-23-aurigpomnipumgo [
[2,3-b]jnip a 3 uu-4(1H)-k a p
60KCaMin

N-(1-3-b Tt op-4-(Tpudrto
pMeTOKCH)bDe HIM)2-M 0
€ETOKCHETHJT)IT-METO
278 KCHUu-6-Me THUJJ-2-0K C O- \“‘N\f Is 473,1
23-nuriapounipupgol23- \ F
blunipa3uun-4(1H)-xk a p 6 o
KCaMifgu

N-(1-3-dbrop-4-(trpudrto

pMeToKCHu)beHimx)2-um 8

eTOKCHEe THJJ)B-Me T O . o f

279 KCH-7T-M e THA-2-0K C O- EC:NNTT@F?F 473,1

23-nuriapounipwupgol23- S o
blunipa3uun-4(1H)-xk a p 6 o *

KCaMin

N-(2-uia v 0-1-(3-d 1t o p-4-(t
pudbrtropmerTokcu)be %
Hin)eTuaa)7-meTOoOKECHU- g

s o OCF,
280 2-0kKco0-23-ngurigpomnip MCOQ,IT@F 454.1
unol[23blnipa 3 u u-4(1H)- N
KapOoOKCamMin
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ExkcnepumeHTanbHui Mpuknag 1

HocnigxeHHst iHribyBaHHa ®LOE depmeHTy

Toacbknn depmeHt OLOE2A3 opepxyBanu 3 Sf9 kniTuH TpaHcdikoBaHUX HenpoLecoBaHUM
reHom. EkctparoBaHun 3 Sf9 knituH cbepmeHT oumwanu 3a gonomoroto His-tag adiHHOI KOMOHKM i
renbdinbTpauii. PepmeHTt 36epiranu npu -70 °C oo BukopucTaHHA. BumiptoBanu ®LE akTuBHiCTb,
BukopuctoBytoun SPA (JocnimkeHHs cumHTUnAUinHoT nogibHocTi) (GE Healthcare). Ons ouiHku
iHridyBanbHOI akTMBHOCTI, 10 MKIT CepiHNX po3BeaeHb Cnonyk iHkybyeanu 3 20 mkn pepmeHTty ®LE B
bydepi pocnigxeHHs (50 mM HEPES-NaOH, 8,3 mM MgCl,, 1,7 mM EGTA, 0,1 % BECA (pH 7,4))
npotsarom 30 xB. Npu KiMHaTHIN TemnepaTypi. KiHueBa koHueHTpauia AMCO B gocnigxeHHi dyna 1
BiJCOTOK $IK TECTOBAHWX CMOMyK B NOABIMHUX 96-NyHKOBMX MMaHWeTax 3 MOfIOBMHHOKW MNIIOLED
(Corning) abo 384-nyHkoBux OptiPlate (PerkinElmer). [Ona novaTtky peakuii, gogasanm 10 Mkn
cycbcrparty [3H] uMo (77 HM, PerkinElmer) ans kiHueBoro o6'emy gocnigpxkeHHsa 40 mkn. Yepes 60
XB iHKyOYyBaHHsSI Mpu KiMHaTHii TemnepaTypi, ona npunuHeHHs ®OE peakuii gogasanun 20 mkn 20
Mr/mn iTpieBnx SPA KynboK, WO MICTSATb cynbdaT UMHKY. [licns BiacTooBaHHA npoTtarom 1 roguHu,
[OCnioKyBaHi NNaHLWeTW 34NTyBanu Ha CUMHTUNSALINHOMY nivnnbHuky (PerkinElmer) ana po3apaxyHky
KoediuieHTy iHribyBaHHA. KoediuieHT iHribyBaHHA po3paxoByBanu Ha oCcHOBI 0 Y% KOHTPOSbHMX NTYHOK
3 gepmeHTom i OMCO, i 100 % KOHTpPOMbHMX NyHOK 6e3 depMeHTy. PesynbTatv npuBeneHi B
Tabnuui 2.

Tabnuuga 2
KoediuieHT iHridyBaHHS
Mpuknag Ne (b(%) (1 MKMy)
5 95
9 96
14 99
15 94
25 99
31 96
35 95
52 93
54 95
60 97
64 99
66 101
67 101
70 98
73 99
76 100
93 96
107 99
117 99
120 99
121 99
123 98
129 99
130 99
134 97
136 99
143 98
146 98
152 97
160 99
162 97
167 99
200 100
207 98
222 99
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Tabnuuga 2
KoediuieHT iHribyBaHHs
Mpuknag Ne (%) (1 MKMy)
226 100
229 99
231 100
232 100
251 100
253 100
257 99
259 99
261 100
263 100
266 100
268 98
273 98
276 101

EkcnepumeHTansHuin Mpuknag 2

MoninwyeanbHa gis Ha MK-801 ((5S, 10R)-5-meTtun-10,11-aurigpo-5H-5,10-enimiHognbeH3o[a,
d][7]aHyneH)-BMKNMKaHWI po3nag B TECTi KOHTEKCTYarlbHOro yMOBHO-PedIEKTOPHOIrO 3aBMUPaHHS.

EkcnepumeHTanbHi TBapuHM

Camuis C57BL/6 muwen oTpumysanu sig CLEA Japan, Inc. Ix BUKOpUCTOBYBanu B €KCNepUMeHTi
nicna  akniMatusaudii  NPOTArOM  OAHOTO  TWXKHA  MICMSt  MEePEHEeCeHHs X B TBapUHHUN
eKcrnepuMeHTanbHUN NpUCTpii. BoHn yTpuMyBanucb B TBapUHHOMY eKCnepUMEHTanbHOMY NpUCTpoi B
OTOYEHHI 3 LMKNOM 12-rogvH CBITNa-TEMPSBW, KOHTPOSbOBAHIA BOMOrocTi i TemnepaTypi i BinbHOMY
AOCTyNi A0 MUTHOI BOAM i Xi. YMOBU YTPUMaHHSA €KCnepuMeHTarnbHUX TBapuH i eKCnepumeHTarnbHi
METOAMKN LbOro AOCNiAXeHHA cxBaneHi KomiTeToM 3 eTUKM O[O0 eKCrnepuMeHTarbHUX TBapuH
Takeda Pharmaceutical Company Limited.

BukopucToByBaHi nikapcbki 3acobu

TecTtoBy cnonyky cycneHgysanu B 0,5 % MeTuUnuentono3HoMy po3yuHi i BBoagMnu opanbHo. MK-
801 (manear) (Sigma-Aldrich, St Louis, MO) po34nHanu B caniHi i BBogMnu niglkipHo. Bei nikapcbki
3acobu BBogMnu muwam B go3i 10 mMn/kr.

MoninweHa pgia Ha MK-801-BuknukaHuMi posnag B TeCTi KOHTEKCTyanbHOro YMOBHO-
pedneKkTopHOro 3aBMuUpaHHS.

TecT KOHTEKCTyanbHOro YMOBHO-pedIEKTOPHOro 3aBMUPAHHA € LUMPOKO BUKOPUCTOBYBAHUM SIK
TecT cuctemy namM'aTi i HaBYaHHSA B 3anexHocTi BiA4 rinokamny i murganuHun. Jocnimxysanu
noninwysaneHy fAito TectoBaHWx crnonyk Ha MK-801-BuknukaHui posnag 3a [[OrNoMOrow TecTy
KOHTEKCTYyarbHOro YMOBHO-PedNeKTOpHOro 3aBmupaHHs. KoHTpomnbHuM rpynam Bsogunm 0,5 %
MeTunuenonody i caniH 3a 60 xsunuH i 30 XBMNIMH [0 TecCTiB, BiANOBIAHO. pynaM po3vnHHMKA
seoaunu 0,5 % metunuentonosy i MK-801 (maneat) 3a 60 xeunuH i 30 XBUNWH A0 TECTIB, BiANOBIAHO.
TectoBaHi cnonykn i MK-801 (maneat) sBogunun 3a 60 xBunuH i 30 xBunuH Jo TecTiB. B
eKcrnepumeHTax BMKOPUCTOBYBaNWM KNITKA 3 PeLliT4acTor NiAnorow Ans enekTpUYHOro LWOKY i
npucTpin BuMiptoBaHHA 3aBMmmpaHHa (O'Hara & Co., Ltd.). KniTkn nomiwann B 3BYKOHENPOHWKHUN
Ookc gns OGnokyBaHHA LWyMmy i3 30BHI i npoBoaunuM TecTu. Ha TpeHyBanbHii cecii B geHb 1
eKCnepumMeHTy, Nicns 3BUKaHHA NPOTAroM 3 XBUIUH Y KNiTUi, 4O MULWIEN 3 1 XBUITMHHUM iHTEpBanom
npuknaganu g.Ba enekTpuyHi po3psagu. Ha TecTyBambHii cecii B OeHb 2 €KCNepuMeHTY, MULLEN
nomiwianu B Ty X caMy Kamepy Ha 7 XBWMWH i BUMIpIOBanNu 3aBMUPaHHA MPOTArOM LbOro 4acy
Po3paxoByBanu 3aBMUpaHHS SK BiACOTOK KOemilieHTy 3aBMUPaHHA NPOTArom nepiogy BUMIPOBaHHS
3 BMKOPWCTaHHAM aBTOMATWYHOrO MPOrpamHOro 3abe3neyeHHs Ons aHanidy, WO BUrOTOBIISETHCS
O'Hara & Co., Ltd. Bci gaHi nokasaHi sk 3HayeHHs + ctaHgapTHa noxmbka (N=10-11). MMopiBHAHHS MK
ABOMa rpynamu nposoaunu 3a t-tectom CTiogeHTa (*p < 0,05, NOpIiBHAHO 3 KOHTPOSBHOI FPYMNOH0. #p <
0,05, nopiBHSAHO 3 rpynoto, LWo oTpuMyBana Tinekn MK-801).

Cnonyku Ha ®ir. 1 BignoBigawTb HACTYNMHUM CMONyKam.

Cnonyka A: MNpuknag 67-I1

Cnonyka B: MNpuknag 73

Cnonyka C: MNpwuknan 76

Cnonyka D: MNpuknaa 263

Cnonyka E: Npuknag 273
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Cnonyka F: MNMpuknag 64

MokaszaHa noninwyBanbHa Aia Ha MK-801-BuknukaHun pediunT npyv opanbHOMY MpU3HAYeHHI
MuLIaM KOXHOI TecToBaHoi cnonyku (A-F) 3a 60 xBunvH Jo TecTiB.

Mpuknag peuentypu 1

(1) Cnonyka MNpuknagy 1 10,0 r

(2) Nakto3a 70,0 1

(3) KykypyassiHui kpoxmans 50,0 r

(4) Po3umHHUM kpoxmanb 7,0 T

(5) Cteapat marHito 3,0 r

MpanynioBanm 10,0 r cnonyku Mpuknagy 1 i 3,0 r cteapaTy marHito B 70 Mn BOOAHOrO pPO34MHY
PO34YnHHOro Kpoxmarsto (7,0 r po34YMHHOro KpoXMarto) i MOTiM CYLUWIN | ogepkaHy CyMill 3MillyBanu 3
70,0 r nakto3un i 50,0 r Kykypya3aHOro Kpoxmanto (Nnakto3a, KyKypyas3sHUW Kpoxmarb, PO3YUHHUN
KpoXmarsb i cTeapaT MarHilo BCi € cxBaneHumu SnoHcbkolo dapmakoneeto, 14™ BugaHHs). Cymil
npecysanu y TabneTku.

Mpomucnosa NpugaTHICTb

3rigHO 3 nMpeAcTaBrieHMM BUHaxoOoMm, 3abesnedyeTbcsi crnofnyka, wo Mae OLOE2A cenekTuBHy
iHridyBarnbHy i, KOpUCHa sk areHT Ans npodinakTukm abo nikyBaHHS LWM30dpeHii, XBopobn
Anburenmepa i T.i.

Lis 3asBka 0a3yeTbcs Ha naTeHTHUX 3asBkax Ne 100374/2012 i 283470/2012, wo nogaHi y AnoHii,
BMICT SKUX BKITHOYEHWUI COAW Yepe3 NOCUMaHHS.

SOPMVYJIA BUHAXOLOY

1. Cnonyka, npegctasneHa dopmynoto (1):
0

1
R
N R3

N o)
N
| B
22N HN_

z X (1)

ae

R' € aTom BofHI0 260 HEOBOB'3KOBO 3aMmillieHa CygarnkinbHa rpyna,

R? i R® € koxXeH He3anexHo aToM BogHI abo HeoBGOB'I3KOBO 3aMilleHa CisankinbHa rpyna, abo R i
R® pa3om HeObOB'SI3KOBO YTBOPIOKOTb, Pa3oM 3 CyCiAHIM aTOMOM BYyrneu, HeobOB'A3KOBO 3aMillieHe
KinbLe,

X € 3B's130k ab0 He0b0B'A3k0BO 3amiweHa Cy gankineHosa rpyna,

A € HeobOoB'A3KOBO 3aMillleHa LuKIivyHa rpgna,

Z'e rpynoto, NpeacTaBeHO0 CR“, pe R*! € aTom BoAHI0, aTOM ranoreHy, Heo0OOB'sI3KOBO 3aMillieHa
CisankinbHa rpyna, HeoboB'a3koBo 3amilleHa C,arnkeHinbHa rpyna, HeoboB'a3koBO 3amiweHa C,.
gdlKiHiNbHA rpyna, HeoboB'sI3kOBO 3amiweHa C,gankokcurpyna, HeobOB'A3KOBO 3aMmilleHa
amiHorpyna, uiaHorpyna abo Heob0B'A3KOBO 3aMillieHa LMKITiYHa rpyna, abo atoMoM asoTy,

Z? € rpynoto, npeactasneHo CR*, ne R” € aTom BOAHIO, aTOM ranoreHy, He0GOB'sI3KOBO 3aMmilLieHa
CieankinbHa rpyna, HeoboB'ss3koBO 3aMmilleHa C, gankeHinbHa rpyna, HeoboB'a3koBO 3amiweHa C,.
gAlKiHiNbHA rpyna, HeoboB'sI3kOBO 3amiweHa C,gankokcurpyna, HeobOB'A3KOBO 3aMmilleHa
amiHorpyna, uiaHorpyna abo Heob0B'A3KOBO 3aMillieHa LWKITiYHa rpyna, abo atoMoM as3oTy,

Z” € rpynoto, NpeacTaBreHo CR®, pe R*® € aToM BoOAHI0, aTOM ranoreHy, Heo0OOB'sI3KOBO 3aMillieHa
CisankinbHa rpyna, HeoboB'a3koBO 3amilleHa C,ankeHinbHa rpyna, HeoboB'a3koBO 3amiweHa C,.
g@NKiHiNbHA rpyna, HeoOOB'AI3kOBO 3amiwleHa Cjeankokcurpyna, HeoOOB'A3KOBO — 3amilleHa
amiHorpyna, uiaHorpyna, HeoboB'si3KOBO 3amiwieHa C; gankinkapboHinbHa rpyna abo HeobOoB'A3KOBO
3amilleHa uuknivyHa rpyna, abo atom asorty, i

B € a30TBMiCHUM apoMaTUYHUM FeTEPOLIMKIIOM, Lo MicTMTL 1 abo 2 atomu asoTy,

3a YMOBM, LLO
2,3-aurigpo-1-meTtun-2-okco-N-2-Tiasonin-6-[3-(tpucdtopmeTun)derin]-nipnao[2, 3-blnipasnH-
4(1H)kapbokcamig,
2,3-avrigpo-1-meTtun-N-(4-meTun-2-Tiasonin)-2-okco-6-[3-(Tpudptopmetnn)deHin]-nipngo[2,3-
b]nipa3nH-4(1H)kapbokcamia,
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2,3-aurigpo-1-meTtun-2-okco-N-(TeTparigpo-2-okco-3-ypaHin)-6-[3-(TpudpTopmeTun)deHin)-
nipnao[2,3-b]nipasuH-4(1H)kapbokcamia,
2,3-aurigpo-1-meTtun-N-2-okcasonin-2-okco-6-[3-(TpudTopmeTnn)deHin]-nipuao[2,3-b]nipasux-
4(1H)kap6bokcamia,
2,3-aurigpo-1-meTtun-2-okco-N-1H-1,2,4-tpnason-3-in-6-[3-(tpudptopmetnn)deHin]-nipnao[ 2, 3-
b]nipa3nH-4(1H)kapbokcamia,
2,3-avrigpo-1-meTtun-2-okco-N-4-nipuamnHin-6-[3-(tpudtopmeTun)deHin]-nipuaol2,3-b]nipasnH-
4(1H)kapbokcamiga,
2,3-aurigpo-1-meTtun-2-okco-N-4-nipumiguHin-6-[3-(tpudtopmetnn)deHin]-nipnao[2,3-b]nipasux-
4(1H)kapbokcamig,
2,3-aurigpo-1-meTtun-2-okco-N-5-nipumiguHin-6-[3-(tTpudtopmetnn)deHin]-nipngo[2,3-b]nipasuH-
4(1H)kapbokcamig,
2,3-aurigpo-1-meTtun-2-okco-N-3-nipnaasuHin-6-[3-(tpudTopmeTnn)deHin]-nipnao[2,3-b]nipasmH-
4(1H)kapbokcamig,
2,3-pgurigpo-1-meTtun-N-[6-(4-mopdoniHin)-2-nipuguHin]-2-okco-6-[3-(TpudTopmeTn)deHin]-
nipngo[2,3-b]nipasnH-4(1H)kapbokcamia,
N-(4,5-gumeTnn-2-tiasonin)-2,3-aurigpo-1-meTun-2-okco-6-[3-(TpudTtopmeTunn)deHin]-nipugo[2,3-
blnipa3uH-4(1H)kapbokcamia,
2,3-pgurigpo-1-metun-N-(5-meTunn-2-tiasonin)-2-okco-6-[3-(TpudTopmeTn)deHin]-nipnao[2,3-
blnipa3suH-4(1H)kapbokcamia,
N-[5-[(ammeTunamiHo)kapboHin]-4-meTunTiasonin]-2,3-gurigpo-1-meTunn-2-okco-6-[ 3-
(TpudpTopmeTun)derin]-nipnaol2,3-b]nipasnH-4(1H)kapbokcamia,
N-(4,6-gumeTvnn-2-nipuHin)-2,3-gurigpo-1-meTun-2-okco-6-[3-(TpudptopmeTun)deHrin]-nipnao[2,3-
blnipa3suH-4(1H)kapbokcamia,
2,3-gurigpo-1-meTtun-2-okco-N-2-nipa3uHin-6-[3-(Tpudtopmetun)deHrin]-nipnao[2,3-b]nipasuH-
4(1H)kapbokcamig,
2,3-purigpo-1-meTtun-2-okco-N-2-nipumignHin-6-[3-(tpudtopmeTtun)deHin]-nipnao[2,3-b]nipasvH-
4(1H)kapbokcamig,
N-[2-(1-a3eTngunHin)-4-nipnauHinl-2,3-aurigpo-1-meTun-2-okco-6-[3-(Tpudtopmetnn)deHin]-
nipngo[2,3-b]nipasnH-4(1H)kapbokcamia,
2,3-aurigpo-1-meTtun-N-[6-(4-mopdoniHinMeTun)-2-nipuauHinj-2-okco-6-[3-(TpudtopmeTun)eHin]-
nipnago[2,3-b]nipasmH-4(1H)kapbokcamig i
N-[6-(1-a3eTnawnHin)-2-nipnamHin]-2,3-gurigpo-1-meTun-2-okco-6-[3-(TpudTopmeTnn)deHin]-
nipnao[2,3-b]nipasuH-4(1H)kapbokcamia BUKIOYEHI,

aboii cinb.

2. Cnonyka abo cinb 3a nyHKToMm 1, ge

R*' € aTom BOgHIO, aTOM ranoreHy, HeoboB'si3koBO 3amilleHa CigankinbHa rpyna, HeoboB'si3KOBO
3amiwieHa CjgankeHinbHa rpyna, HeoboB'A3koBO 3aMiweHa C,gankiHinbHa rpyna, HeoboB'A3k0BO
3amiweHa Cy gankokcurpyna, HeoO0B'A3KOBO 3aMillleHa amiHorpyna abo LiaHorpyna, i

Z® € rpynoto, npepctaeneHo CR*, ne R” € aToM BofHI0, aTOM ranoreHy, Heo6oB'SI3KOBO 3aMilLieHa
CisankinbHa rpyna, HeoboB'A3koBO 3amilleHa C,ankeHinbHa rpyna, HeoboB'a3koBO 3amiweHa C,.
g@NKiHINbHA rpyna, HeoOOB'AI3kOBO 3amiwleHa Cjeankokcurpyna, HeoOOB'I3KOBO — 3amilleHa
amiHorpyna, uiaHorpyna abo Heo60B'siI3KOBO 3aMilLieHa LuKnidHa rpyna.

3. Crionyka a6o cinb 3a nyHkToM 1, e R € aTom BogHIo.

4. Cnonyka a6o cinb 3a nyHkToMm 1, e R® i R® 06uaBa € aToMamu BOAHHO.

5. Crionyka a6o cinb 3a nyHkTom 1, ge Z*, Z% i 7% e BignosigHo CR*', CR** i CR*.

6. Crionyka a6o cinb 3a nyHkToM 5, ge R“ i R”® 06uasa € aToMamu BOAHHO.

7. Cnonyka abo cinb 3a nyHKTOM 5, pe R“”> € HeoBOB'SI3KOBO 3aMilleHa Csankokecurpyna,
HeoOOB'sI3KOBO 3amilleHa CjgankinbHa rpyna abo HeoboB'A3koBO 3amiweHa CjglimknoankinbHa
rpyna.

8. Cnonyka abo cinb 3a nyHkToMm 1, Ae X € HeoboB'A3KOBO 3amilleHa C, gankineHosa rpyna.

9. Cnonyka abo cinb 3a nyHkToMm 1, e A € He0OOB'A3KOBO 3aMillleHa (beHinbHa rpyna.

10. Cnonyka abo cinb 3a nyHkToMm 1, Ae R’ € atom BOAHIO,

R*iR® obuaBa € aToMamMu BOOHIO,

X € HeoboB'A3k0BO 3amieHa C,_gankineHoBa rpyna,

A € HeobOB'sI3KOBO 3aMmilleHa peHinbHa rpyna,

Z' e CH,

Z® e rpynot, npeacTtaBneHolo CR”, ge R* e HeoboB'si3koBO 3amilleHa CigankinbHa rpyna,
H(éeo6os';|3|<oso 3amiwieHa Cqgankokcurpyna abo HeoboB'si3koBO 3aMmilieHa Ca gliuKnoarnkinbHa rpyna, i
Z” ¢ CH.
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11. 7-MeTokcmn-N-((1S)-2-meToken-1-(4-(TpudpTopmeTokeun )deHin)eTnn)-2-okco-2,3-gurigponipnao[2,3-
b]nipasuH-4(1H)-kapbokcamig abo 1oro cineb.

12. N-((1S)-1-(3-pTop-4-(TpndTOopMETOKCU )DEHIN)-2-METOKCIETMM)-7-METOKCI-2-0KCO-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamig abo roro cinb.

13. 7-Unknonponin-N-((1S)-2-rigpokcu-2-meTtun-1-(4-(tpudTopmeToken)deHin)nponin)-2-okco-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamig abo roro cinb.

14. 7-Umknonponin-N-(1-(3-dpTop-4-(TpndTopMeToKCcn ) eHin)-2-rigpokcu-2-MmeTunnponin)-2-okco-2, 3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamig abo roro cinb.

15. N-(1-(3-dpTOp-4-(TpUdTOPMETOKCH)PEHIN)-2-riAPOKCU-2-MeTUNNPONIN)-7-MeTnn-2-oKkco-2,3-
avrigponipnao[2,3-b]nipasun-4(1H)-kapbokcamig abo 1oro cinb.

16. MeamkameHT, WO MICTUTL cnonyky abo cinb 3a nyHkToMm 1.

17. MegumkameHT 3a nyHKkTOM 16, WO € iHriGiTopom cocdoaiectepasm 2A.

18. MegukameHT 3a NyHKTOM 16, LLO € areHTOM Ang NPodinakTnkM abo nikyBaHHA LLM30MpPEHIl.

19. Cnocib iHribyBaHHs coccoaiecTepasm 2A, WO BKMOYAE BBEAEHHSA CCaBLI0 €PEeKTUBHOI KiNbKOCTi
cnonyku, npeacraeneHoi opmynoto (1):

/_\
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e
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R' € aTom BogHI0 a60 Heo60B'sA3K0BO 3amileHa CigarnkinbHa rpyna,
R? i R® € KOXEH He3anexHo aTom BOAHIO abo HeoboB'si3koBO 3amiweHa C, gankinbHa rpyna, abo R? i
R® pa3omM HeOOOB'I3KOBO YTBOPIOKOTb, pa3oM 3 CyCiHIM aTOMOM BYrneL, HEODOB'A3KOBO 3aMilLeHe
KinbLe,
X € 3B'130k abo He0b0B'A3k0BO 3amiweHa C; gankineHosa rpyna,
A € HeobOoB'A3KOBO 3aMillleHa LuKnivHa rp¥na,
Z* € rpynoto, npeactaeneHoo CR*, ne R“' € aTom BofHI0, aTOM ranoreHy, Heo60B'sI3KOBO 3aMillieHa
CieankinbHa rpyna, HeoboB'ss3koBO 3amiwleHa C, gankeHinbHa rpyna, HeoboB'a3koBO 3amiweHa C,.
gAlKiHiNbHA rpyna, HeoboB'sI3kOBO 3amiweHa Cygankokcurpyna, HeobOB'A3KOBO 3aMillleHa
amiHorpyna, uiaHorpyna abo Heob0B'A3KOBO 3aMillieHa LMKIiYHa rpyna, abo atoMoM asoTy,
Z? € rpynoto, npeacTtaeneHo CR*, e R* e aToM BOAHIO, aTOM ranoreHy, Heo6oB'SI3KOBO 3aMilLieHa
CieankinbHa rpyna, HeoboB's3koBO 3amiweHa C,gankeHinbHa rpyna, HeoboB'a3koBo 3amiweHa C,.
g@lKiHiNbHA rpyna, HeobOB'A3k0BO 3amiwleHa Cjeankokcurpyna, HeoOOB'A3KOBO — 3amilleHa
amiHorpyna, uiaHorpyna abo Heob0B'A3KOBO 3aMillleHa LUyWKITiYHa rpyna, abo atoMoM asoTy,
Z’e rpynoto, NpeacTaBeHoo CR”, pe R*® € aToM BOAHI0, aTOM ranoreHy, HeobOB'A3KOBO 3aMmilleHa
CysankinbHa rpyna, HeoboB'a3koBO 3amilleHa C,ankeHinbHa rpyna, HeoboB'a3koBO 3amiweHa C,.
c@NKiHiNbHA rpyna, HeobOB'AI3k0BO 3amiwleHa Cjeankokcurpyna, HeoOOB'I3KOBO — 3amilleHa
amiHorpyna, uiaHorpyna, HeoboB'si3koBo 3amiweHa CjgankinkapboHinbHa rpyna abo HeobOoB'A3K0BO
3amMillieHa LuKIiYHa rpyna, abo atom asoTy, i
B € azoTBMiCHMM apoMaTUYHNM FeTEPOLMKIIOM, WO MIiCTUTb 1 abo 2 atomum asoTy,
abo ii coni.
20. Cnoci6 npocinaktnkn abo nikyBaHHS LWM30GPEHii, WO BKIHOYAE BBEAEHHS CCaBLIO €EKTUBHOI
KiNbKOCTi Cnonyku, npeactaeneHoi oopmyrnoto (1):
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R' € aTom BogHI0 260 He060B'SI3k0BO 3aMmileHa CqgankinbHa rpyna,
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R i R® € KOXeH He3arnexHo aToM BOAHI0 a6o HEOBOB'SI3KOBO 3aMmilLeHa CieankinbHa rpyna, abo R?
R® pa3om Heo6oB'I3KOBO YTBOPIOKOTb, PA30M 3 CYCifHIM aTOMOM Byrneuto, HeoboB'a3KOBO 3aM|meHe
Kinbue,

X € 3B'A30Kk ab0 HeoboB'A3k0BO 3aMmilleHa Cy garnkineHoa rpyna,

A € HeobOB'sI3KOBO 3aMilLleHa LMKIiYHa rpyna,

Z* € rpynoto, npeacTtasneHo CR*, ge R“' € aTom BofHI0, aTOM ranoreHy, HeoGOB'I3KOBO 3aMilLieHa
CisankinbHa rpyna, HeoboB'ss3koBO 3aMmilleHa C, gankeHinbHa rpyna, HeoboB'ai3koBO 3amiweHa C,.
galKiHiNbHA rpyna, HeobOB'I3KOBO 3amiweHa C,gankokcurpyna, HeobOB'A3KOBO 3aMmillieHa
amiHorpyna, uiaHorpyna abo Heo6os H3KOBO 3amilLieHa LmkniyHa rpyna, abo atoMoM asorTy,

Z’e rpynoto, npeacraBrneHon CR?’, npe R*? € aToM BOgHI0, aTOM ranoreHy, HeoboB'sI3KOBO 3aMilleHa
CieankinbHa rpyna, HeoboB'a3koBO 3amileHa C,gankeHinbHa rpyna, HeoboB'sa3koBo 3amiweHa C,.
galKiHiNbHa rpyna, HeoboB'sA3koBO 3amiweHa Cjpgankokcurpyna, HeOOOB'A3KOBO 3aMillieHa
amiHorpyna, uiaHorpyna abo Heo6os H3KOBO 3amillieHa LmKriYHa rpyna, abo aToMoM asoTy,

Z’e rpynoto, npeacraBrneHon CR”®, ne R*® € aTom BogHI0, aToM ranoreHy, HeoboB'sI3KOBO 3aMilleHa
CieankinbHa rpyna, HeoboB'a3koBO 3amilleHa C,gankeHinbHa rpyna, HeoboB'a3koBO 3amiweHa C,.
g@lKiHiNbHA rpyna, HeobOB'I3KOBO 3amiwleHa C,gankokcurpyna, HeoOOB'A3KOBO 3aMmillieHa
aMiHorpyna, uiaHorpyna, HeobOB'A3koBO 3aMmilleHa CigankinkapboHinbHa rpyna abo HeobOB'sI3KOBO
3aMillieHa uukniyHa rpyna, abo aTomom asoTy, i

B € a30TBMiCHMM apoMaTWUYHNM FeTEPOLMKITOM, O MicTUTL 1 abo 2 aToMu a3oTy,

abo ii coni.

21. 3acTocyBaHHsi cnonyku, npeacrasneHoi gpopmynoto (1):
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R € aTOM BOAHIO abo HeoboB'A3k0BO 3amiweHa Cy gankinbHa rpyna,

R i R® € KOXeH He3anexHo aToM BoAHI abo HeOBOB'SI3KOBO 3aMmilLeHa CieankinbHa rpyna, abo R?
R® pa3oM HeOOOB'A3KOBO YTBOPOKTbL, Ppa3oM 3 CyCiaHIM aTOMOM BYrrneL, HeoboB'siI3KOBO 3aM|u.LeHe
Kinbue,

X € 3B'a30k abo HeoboB'A3k0BO 3amilleHa C; gankineHoBa rpyna,

A € HeobOoB'A3KOBO 3amilleHa ummqua rpyna,

Z'e rpynoto, NpeacTaBeHOo CR“, pe R*! € aTom BoAHI0, aTOM ranoreHy, Heo0OOB'sI3KOBO 3aMillieHa
CisankinbHa rpyna, HeoboB'a3koBO 3amilleHa C,ankeHinbHa rpyna, HeoboB'a3koBO 3amiweHa C,.
g@lKiHiNbHA rpyna, HeobOB'A3k0BO 3amiwleHa Cjeankokcurpyna, HeoOOB'A3KOBO —3amilleHa
aM|Horpyna uiaHorpyna abo Heo6oe 93KOBO 3amilleHa LuKnivyHa rpyna, abo atTomom as3orty,

Z’e rpynoto, NpeacTaBeHOO CR*, pe R* € aTOM BOAHI0, aTOM ranoreHy, Heo0OB'sI3KOBO 3aMillleHa
CieankinbHa rpyna, HeoboB'ss3koBO 3amilleHa C, gankeHinbHa rpyna, HeoboB'a3koBO 3amiweHa C,.
gAlKiHiNbHA rpyna, HeoboB'I3KOBO 3amiweHa C,gankokcurpyna, HeobOB'A3KOBO  3aMmillieHa
amiHorpyna, uiaHorpyna abo Heob0B'A3KOBO 3aMillieHa LWKIliYHa rpyna, abo atoMoM as3oTy,

Z° e rpynoto, npeactasneHo CR*, ne R” € aTom BofHI0, aTOM ranoreHy, HeoBGOB'SI3KOBO 3aMilLieHa
CieankinbHa rpyna, HeoboB'ss3koBO 3amilleHa C, gankeHinbHa rpyna, HeoboB'a3koBO 3amiweHa C,.
gAlKiHiNbHA rpyna, HeoboB'I3KOBO 3amiweHa C,gankokcurpyna, HeobOB'A3KOBO  3aMmillieHa
amiHorpyna, uiaHorpyna, Heo0oB'siI3KOBO 3amiwieHa C;gankinkapboHinbHa rpyna abo HeobOoB'A3KOBO
3amilleHa uuknivyHa rpyna, abo aToMoMm asoTy, i

B € a30TBMiCHUM apoMaTUYHUM FETEPOLMKIIOM, Lo MIicTUTbL 1 abo 2 atomu a3oTy,

abo ii coni ans ogepxaHHA areHTa Ans npodinakTukM abo nikyBaHHS LWM30gpeHil.

22. Cnonyka, npeactasneHa popmynoto (1):
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R! € aTom BogHI0 a6Go HeoBOB'3KOBO 3aMmilieHa Ci garnkinbHa rpyna,
R? i R® € koxeH He3anexHo aToM BoAHI0 abo HeoBOB'I3KOBO 3aMilleHa CysankinbHa rpyna, abo R i
R® pa3om Heo6oB'sI3K0BO YyTBOPIOKOTb, PA30M 3 CYCifHIM aTOMOM BYrneLo, HeOOOB'A3KOBO 3amilleHe
KinbLe,
X € 3B'A30k ab0 HeoboB'A3k0BO 3aMilleHa Cy gankineHoBa rpyna,

A € HeobOB'sI3KOBO 3aMillleHa LMKNiYHa rpyna,
Z'e rpynoto, NpeacTaBrieHo CR*, pe R*! € aTom BoAHIO, aTOM ranoreHy, HeoboB'sI3KOBO 3aMilleHa

CisankinbHa rpyna, HeoboB'ss3koBO 3aMilleHa C, gankeHinbHa rpyna, HeoboB'si3koBO 3amiweHa C,.
galKiHiNbHA rpyna, HeobOB'I3kOBO 3amiwleHa C,gankokcurpyna, HeoOOB'A3KOBO 3aMmillieHa
amiHorpyna, uiaHorpyna abo Heob0B'a3KOBO 3aMillieHa uMkniyHa rpyna, abo atomom asory,

Z? ¢ rpynoto npepcTasneHolo CR*, fe R € aToM BOAHI0, aTOM ranoreHy, Heo6oB'SI3KOBO 3aMmilleHa
CieankinbHa rpyna, HeoboB'sa3koBO 3amiwleHa C, gankeHinbHa rpyna, HeoboB'sa3koBo 3amiweHa C,.
galKiHiNbHA rpyna, HeoboB'sI3kOBO 3amiweHa Cpgankokcurpyna, HeoOOB'A3KOBO  3aMillieHa
amiHorpyna, uiaHorpyna abo Heob0B'A3KOBO 3aMillieHa LuKIiYHa rpyna, abo atoMoMm asoTy,

Z® ¢ rpynoto, npeacraeneHoo CR*, ne R™ e aToM BoAHIO, aTOM ranoreHy, Heo6oB'SI3KOBO 3aMilLieHa
CisankinbHa rpyna, HeoboB'ss3koBO 3aMilleHa C, gankeHinbHa rpyna, HeoboB'si3koBO 3amiwieHa C,.
g@lKiHiNbHA rpyna, HeobOB'A3kOBO 3amiweHa C,gankokcurpyna, HeoOOB'A3KOBO 3aMmillieHa
amiHorpyna, uiaHorpyna, HeoboB'si3koBO 3amiwieHa C;gankinkapboHinbHa rpyna abo HeobOoB'A3KOBO
3amilleHa uuknivyHa rpyna, abo aToMoMm asoTy, i

B € a3oTBMiCHUM apoMaTUYHUM FETEPOLMKIIOM, Lo MIiCTMTb 1 abo 2 atomu asoTy,

abo ii cinb 4na 3acTocyBaHHs y NpodinakTvui abo nikyBaHHi WM30MpeHii.
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