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CEJIbCKOXO031CTBEHHBIE XUMHAYECKHNE IMTPOJAYKTHI

OIINCAHHUE

Hacrosiee n3o0OpeTeHne OTHOCUTCS K 3aMeleHHbIM OeH3MMHUIa30J1aM U POJCTBEHHBIM
COEIMHEHUSIM, KOTOpble HMMEIOT NPUMEHEHHe B OOJIACTH CEeNbCKOrO XO3HCTBA B KAadecTBE
(YHTHIUIOB.

C yueroM rnO0AJBHOTO yBEJNWYEHUS MOTPEOHOCTH B  MPONOBOJBCTBHU — HA
MEKAYHAPOIHOM YPOBHE CYLIECTBYET MOTPEOHOCTh B HOBBIX CPEACTBAX IJIsi 0OpaOOTKHU C LIEJIbIO
CHIDKEHHsI TIOTePb MPOIOBOJBCTBEHHBIX CEIbCKOXO3SHCTBEHHBIX KYJBTYp OT OoONe3HeH,
HACEKOMBIX U COpHsIKOB. B MupoBom macmtabe 6onee 40% kynbTyp TepsitoT 1o cbopa u 10%
niocie coopa. Ha camom nienie motepu BO3pociu ¢ cepeaunbl 1990-x ronos.

Hosoll yrpo3oii, BHOCAIEH BKJIAJ B 3TO, SABJISIETCS MOSBJICHUE OPraHU3MOB, YCTONYHMBBIX
K XHUMHYECKUM CpEJICTBAM, Hampumep, ycroiumBbix K rimmgocary copHsikoB B CIIA wu
YCTOMYUBBIX K CTPOOMIIYPHHY LITAMMOB IprOa BHIA U3 POZA CENITOPHSL.

HenaBHee wuccriemoBaHHMe TakXke TOBOPUT O TOM, 4YTO  reorpaduyeckas

)
pPacTpoOCTPAaHEHHOCTh MHOTHX BpEIOHUTENIeH CebCKOXO3SMCTBEHHBIX KYJBTYpP U 3a00JeBaHUIA
pacTeT, BEPOSITHO, B PE3yJIbTaTe II100aJIbHOIO OTETIEHHS.

B mexnynapomueix 3asBkax W02012/136581 u W02016/055802 npencraBieH psin
COEMHEHUH, KOTOPbIE 3apPEKOMEHIOBAIN Ce0sl aKTUBHBIMH KaK (PyHTULIAABI.

Lesp onpeneeHHbIX BAPUAHTOB OCYLIECTBICHHUS HACTOSIIETO H300pEeTeHHs 3aKITI0YaeTCs]
B o0ecredyeHnH MecTHUA0B (HanmpuMep, QyHIHUNUAOB), KOTOPbIE MPOSBISIOT aKTUBHOCTH WIIH
HECEJIEKTUBHO, T. €., aKTUBHOCTb LIMPOKOrO CIEKTPA, WIM KOTOPbIE MPOSBISAIOT aKTUBHOCTb
creun(pUIeCKd B OTHOLICHUN BbIOPAHHBIX OPraHU3MOB-MHIICHEH.

Lenb onpeneneHHbIX BAPUAHTOB OCYLIECTBIEHHS HACTOSIIIErO H300PETeHHUS 3aKITFOUAETCSI
B O0€eCTIeYeHNH COCTMHEHNH, KOTOPbIE SIBIISTIOTCSI MEHEE CTOHKMMHU B OKPYIKAIOLIEH cpene mocie
NPUMEHEHNS, YeM COEIMHEHUs U3 YPOBHS TEXHUKU. B KauecTBe aJbTepHATUBbI WIIA JONOJIHEHUS,
COEIMHEHUs] COTJIACHO HACTOSIIEMYy H300pETeHHI0 MOTryT ObITb MeHee CKJIOHHBIMH K
OMOHAKOIUICHHIO TPU TOMAJAHUH B MHUINEBYIO LEMb, Y€M COEAWHEHHs] M3 IMPENIIeCTBYIOLIETO
YPOBHsI TEXHHUKHU.

Eme onHa wenp ONpeneNeHHbIX BapUAHTOB OCYIIECTBJIEHHUS COIJIACHO HACTOSIIEMY
M300PETEHHNIO 3aKIIF0YAeTCsl B 00eCIeUeHNH COeMHEHNH, KOTOPbIE SBIISIOTCSI MEHEE BPEIHBIMU
IUTs1 JIFOIeH, Ye€M COEIMHEHHUsI U3 NPEALIECTBYOLIErO YPOBHS TEXHUKU.

B xauecTBe anbTepHATUBBI WM JAOMNOJHEHUS, COEAMHEHHUs] COIVIACHO HACTOSIIEMY

I/1306p6TeHI/I}O MOTyT OBITb MEHEe BP€AHBIMU, YEM COCOUHCHHSA N3 MPEALICCTBYIOLICTIO YPOBHS
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TeXHUKH B OTHOIICHWM OJHOW WM HECKOJBbKUX M3 CJICAYIOUUX rpynm: ampuOuu, poiObl,
MJIEKOITUTAIOLIHE (B TOM YHCJIe OOMAIIHEHHBIE JKUBOTHBIC, TAKUE KaK COOAKH, KOLIKH, KOPOBBI,
OBIIbL, CBUHBH, KO3bI U T. 11.), PENTUJINH, ITHLIbI U TIOJIE3HbIE OECTIO3BOHOYHBIE (HATIPUMEP, ITUEJIbI
U Ipyrye HaCeKOMbIE WM YePBH), MOJE3HbIE HEMATOIbI, TOJIe3HbIe IPHObI U a30T(PUKCUPYIOIITHE
OakTepuu.

OmnpeneneHHbIe COEANHEHNS COTJIACHO HACTOSIIEMY M300pPETEHHIO MOTYT OBbITh CTOJIB K€
AKTUBHBIMHU WJIM 0OJiee aKTUBHBIMH, Y€M COEIMHEHHUS U3 MPEAIIECTBYIOMEr0 YPOBHS TEXHUKH.
OHH MOTYT XapaKTepHU30BaTbCsI AKTHBHOCTHIO B OTHOIIEHUH OPTaHHU3MOB, Y KOTOPBIX Pa3BUJIACh
YCTOWYMBOCTD K COEQUHEHHUSIM W3 MPEAIIECTBYIOMEr0 YpPOBHS TEXHUKU. TeM He MeHee,
orpenesieHHbIe BAPUAHTBI OCYIIECTBJICHUS HACTOSIIETO H300PETEHUST TAKKE MOT'YT OTHOCHTBCS K
COEIMHEHHSIM, KOTOpPbIE XapaKTepU3yITCsl O0jiee HU3KUM YPOBHEM aKTUBHOCTH B CPAaBHEHUU C
COCMHEHUSIMU W3 TPEALISCTBYIONIErO YPOBHS TEXHHUKH. JTH COEOUHEHHsI C Oojiee HU3KOM
AKTUBHOCTBIO BCE eIlle SIBJSTFOTCS 3(h(DEeKTUBHBIMU B Ka4eCTBE (PYHTHUIIUAOB, HO MOTYT 00JianaTh
APYTUMH TPEUMYIIECTBAMH B CPAaBHEHHUU C CYIIECTBYIOIINMH COSAMHEHHSIMH, TAaKHMH Kak,
HATPUMeEP, YMEHBIIEHHOE BO3IEHCTBUE HA OKPYIKAIOIIYIO CPEeay.

OmnpeneneHHbIe COENUHEHUS COTJIACHO HACTOSIIEMY N300PETEHUIO MOTYT SIBJISIThCS OoJiee
CEeJIEKTHUBHBIMHU, YeM HCXOJHBIE, T. €., OHH MOTYT XapaKTePU30BAThCs JIy4Ilel, MOIoOHONH WiH
Jake HeEMHOro 0oJiee HU3KOM aKTHMBHOCTBIO, Y€M HCXOMHbIE B OTHOILIEHHH LIEJIEBOTO BHOA, HO
XapaKTePU3YIOTCSl 3HAYUTENbHO OoJiee HU3KOW AaKTHBHOCTBIO B OTHOLICHUU HELIEJIEBOIO BHIA
(Hampumep, CeNbCKOXO3SIHCTBEHHBIX KYJIBTYP, 3aIIUTY KOTOPBIX 00ECIEeYHBAIOT).

OmnpeneseHHbBIMA BapUaHTAMH OCYIIECTBJICHHS COTJIACHO HACTOSIIIEMY H300pPETEHHIO
MPEATONIaraloTCsl COEIMHEHHUs, KOTOPbIe JOCTUTAIOT OAHON MJIM HECKOJIBKUX U3 BBILIEYKAa3aHHbBIX
ueneii. CoequHeHMsI MOTYT ObITh aKTUBHBIMHU CaMH 110 Ce0e, WJIM OHU MOTYT METa0OJU3UPOBATHCS

HJIK pe€arupoBaThb B BOHHOﬁ cpenec C MOJy4YCHHUEM Ha BbIXOOC aKTUBHOI'O COCAUHEHUSA.

Kparkoe onucanue HACTOSAIIEr0 H300peTeHHS

CornacHo NEpBOMYy AacCIICKTYy HACTOALICTO I/1306peTeHI/I$I NpeaACTaBJICHO COCAUHCHHE

dbopmysl (I):

L\ )k R
\r ne
x2:|:x3

(R (1),
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rae X', X* u X kaknplii BHIOpaH U3 yrieposa u a3oTa, npuyem He Gonee aByx u3 X', X*
1 X> IpencTaBsioT coboii a3oT;

-L!- mpencraBnsier coboil reTepoapuibHYIO TPYIIy, HE3aBUCHMO BBIODaHHYH U3 6-
YJIEHHOT'O Te€Tepoapuiia U S-4JIeHHOTO reTepoapuia, COAEePIKaIlero Mo MEeHbIIel Mepe OUH aTOM
a30Ta B KOJIbIIe, MPUYEM YKa3aHHAs reTepoapuiibHas rpyImna HeoOs13aTeIbHO 3amelneHa ot 1 10 3
R’ rpynnamu;

R! mesaBucumo BeIOpaH ux xmopa, 6poma, HuTpo, rma€o, NR®R’, NR¥ CONR®R?, OR!,
SR8, S(O)R?, OS(0):R?, S(0):2R?, S(0),NR*R® CO,R?, C(O)R®, CONR®R®, C1-Cs-anxuna, C-C-
ankenuna, Cr-Cs-ankunmna, Ci1-Cs-ranorenankuna, penuna, Cs-Ce-1UKI0aNKMIA, 3-0-4JIEHHOTO
reTepOLUKIIOANKIIIA, S- win 6-ujneHHoro rerepoapuina u —O-C1-Cy-ranoreHankuna;

R?, R” u R kaxnplit HE3aBUCUMO B KaXIOM CIydae BLIOPaH U3: TajJoreHa, HUTPO, LIHAHO,
NR®*R’, NR®CONR®R®, OR!, SR®, S(O)R®, OS(0):R?, S(O):R?, S(O)NR*R¥ CO,R® C(O)R?,
CONRE®R®, C1-Cs-anxuna, Ca-Ce-ankenuna, Co-Co-anxunmna, Ci-Cs-ranorenankuna, pernna, Cs-
Cs-umkiioankumia, 3-6-4JeHHOTO TeTePOLUKIIOANKIIA, S- uin 6-uneHHoro rerepoapuia u —O-Ci-
Cs-TrajioreHaNKuiIa;

R’ He3aBUCHMO BLIOPAaH U3 5- MM O-4JEHHOTO TIeTepoapuia, HeoOA3aTeNbHO
JIOTOJIHUTENBHO 3aMerenHoro ot 1 go 4 RM rpynnamuy;

R* u RY xaxnplii HesaBucuMo B kaxaom ciydae sbiopan u3 H, F, C1-Cs-ankuna u C1-Cs-
rajioreHajKuia,

i ase RY rpynmel BMecTe ¢ aToMoM yriepoja, K KOTOPOMY OHH TPHUCOEIMHEHBI,
00pa3yroT C3-Cs-LUKIOATKIIBHYIO TPYIIY;

umu ase R rpynmer Bmecte ¢ atomoM yriepoma, K KOTOPOMY OHH MPUCOEIMHEHBL,
00pazyroT C3-Cs-LHUKJIOATKUIBHYIO TPYIIIY,

R’, R® R u R kaxnplii He3aBHCHMO B KaxaoM ciydae Bbiopan u3 H, Ci-Cs-anxuna u
C3-Co-LIUKIIOANKHIIA,

uin ase R® rpynmel, KoTOpele TpUCOENMHEHLI K TOMy XK€ AaTOMy a30Ta, MOTYT
00pa30oBBIBATE 4-7-4JIEHHOE TE€TEPOILUKIIOATKUIBHOE KOJBIIO;

R® nezasucumo Bri6pan u3 C1-Cs-ankuna, C1-Cs-ranorenankuna, C,-Cs-ankeruna, Co-Cs-
ankuanna, Co-Cs-ankunen-R'? m —-CRPRPLIRM;

R’ mesaBucumo B kaxaoM ciyudae Buidopan u3z H, Cs-Ce-nuxnoankuna, Ci-Ce-ankuna,
C(0)-C1-Cs-ankmna, C(0)0-C1-Cs-ankuna u S(O)2-C1-Ces-ankuna;

umi R® u R’ BMecTe ¢ atoMoM a30Ta, kK KOTOPOMY OHH TIPHCOEIMHEHBI, 00pasytoT 4-7-

YJICHHOC r€TCPOLUKIIOAIIKUIIBHOC KOJIbLO,



4

R!? nesaBucumo B kaxmom ciyuae Beidpan u3 H, C1-Ce-ankuna, Cs-Ce-anxenuna, C3-Ce-
ankununa, C1-Ce-ranorenankuna u Co-Cs-ankunen-R'% rae R1% nesapucumo suibpan uz C3-Ce-
LMKJIOAJIKUIIA U 3-0-4JI€HHOTO FeTePOLMKIOAIKIIIA,

=A He3aBHCUMO BbIOpaH u3 =0 u =S;

-L2- OTCYTCTBYET MJIH HE3aBUCUMO BbiOpaH u3 -O-, -S- u -NR'>-;

R u R kaxplit He3aBUCUMO B KakaoM ciydae Bbiopan u3 Cs-Ce-LuKioakuna, 3-6-
YJICHHOTO TE€TEPOLMKIIOAJIKIIIA, 5- Ui 6-4JIEHHOTO reTepoapuiia u peHuna,;

R Hesasucumo B kaxnom ciydae suidpan u3 F, H u C1-Cs-ankuna;

R nezaBucumo sui6pan us H, C1-Cs-ankuna, Ci-Cs-ranorenankuna, Cs-Cs-ankenuna, Cs-
Cs-ankuanina u Co-Cs-ankmnen-R!°;

-L’- He3aBucumo BbIOpaH u3 —O-, -S- u —NRY'-;

y MpencTaBsieT co0oM 1esioe Yucio, Beiopannoe u3 0, 1, 2 u 3;

npuuem, ecnmu mobas R!-R!7 rpynma seasercs unm obpasyeT 4acTb aJKHJIBHOIA,
AJIKCHWIbHOM, AJKUHUJBHOMW, TaJOr€HAJKUJIBbHON, LMKJIOAJKUJIBHOW, TIeTepOLMKIOANIKUIBHON,
(beHWTBPHONW WM  TeTepOapUIbHOW  TIPYMIbI, Takas alKWjbHAs, TaJIOTeHAIKUJIbHAS,
LMKJIOANIKUIbHASI, TETEPOLMKIOANKIIbHAS, (EHWIbHAS WM  reTepoapujibHas — TpyIna
HeoOsi3aTeNIbHO 3aMelleHa, €CITH XUMHYECKH BO3MOXKHO, 1-5 3amMecTuTeNnsiMu, W3 KOTOPBIX
KaXIbIH HE3aBHCHMO B KOXKJIOM City4ae BeiOpaH u3: okco, =NR? =NOR?, rajorena, HUTpo, HHaHo,
NR?R®, NR*S(0):R? NR*C(O)R? NR*CONR?R? NRCO;R? OR? SR S(O)R? S(0):R?
S(0)2NR?R? CO2R? C(O)R?, CONR'R?, C1-Cs-ankuna, Cr-Cy-ankenuna, Cr-Cy-ankunmna u Ci-
C4-ranoreHaskuna, mpuieM R? HezaBucHMO B KakaoM ciydae Beiopan u3 H u C1-Cy anxuna u R
He3aBUCHMO B Kaxkaom ciydae BoiOpaH u3 H, C3-Ce-umknoankuna, C1-Cs-ankuna, C(0O)-C1-Cy-
ankwmna u S(0),-C1-Cs-ankuna;

WITH €r0 arPOHOMHMYECKH MPUEMJIEMAs COJIb MITH N-OKCHI.

CornacHo BapuaHTy ocyuecTBienus coenuHeHue (opmyiel (I) mpeacraBisier coboi

coenunenue popmydsr (II):

A
R NYOYU\,T]*Lz’Re
x/ \ RYR® gs

N
\
X2:i:x3 —N\
2
Ry N N
R'I'Ia N (II),

roe X', X2, X?, RL, R2 R* R°,R® L' L% A uy onucaHbl Bbllle [Jis COEAUHEHHH (OPMYJIbI

(I) u roe R'"'? nezasucumo sui6pan u3: C1-Cs-ankuna, Cs-Cs-ankenuna, C3-Cs-ankununa, GeHuna,
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C3-Cs-iuknoankuina, 3-6-4JIEHHOTO TeTePOLMKIIOANIKIIIA, S- UK 6-4yieHHOro rerepoapuia u Ci-

Cs-rajioreHaJIKuia.

CornacHo BapuaHTy ocyuiecTBieHus coenuHeHue (opmyinel (I) mpeacraBisier coboit

coenunenue popmyier (III):

'-\ )L

R5

R11a N (I11),
rme RL, R? R* R® R® L! L2 A uy onucansl Bbie A7s coenunenuii Gopmyel (I) u roe
R!'? pesapucumo Bri6pan u3: Ci-Cs-ankuna, Cs-Ca-ankenuna, Cs-Cs-ankununa, pennna, Cs-Co-
LUKJIOANKHIA, 3-6-4JeHHOTO TeTepOLMKIOATIKUIA, 5- Win 6-uneHHoro rerepoapuna u Ci-Cs-
TraJIOTeHaJKIIIA.
CornacHO BapHaHTy OCyLIeCTBIeHHs coenuHenue (opmyanl I mpexctaBmsier coboii

coequHenue Gopmyisl (IV):

(R)x

e

rme R!, R?, R* R’ R® R’ L2, A uy omucansl Bbile a5 coequnenuii gopmyel (I) u roe
R!'? pesapucumo BriGpan u3: Ci-Cs-amkuna, Cs-Ca-ankenuna, Cs-Cs-ankunmna, penuna, Cs-Co-
LUKJIOANKKJIA, 3-O-4JIEHHOTO TeTepOIMKIOanKuia, S5- win 6-unenHoro rerepoapuia u Ci-Cs-
rajloreHaJIKIIa; U X PencTaBisieT coOO0i 1esioe YucIio, He3aBUCUMO BbiOpanHoe u3 0, 1, 2 u 3.

CormacHo BapuaHTy ocyumecTBieHus coenmHeHue (opmyiel (I) mpencraBisier coboi

coequnenue Gopmysi (V):



(R7)x
R N O X j\ )k R
Y N ’\ll LZ
4 o4
A N\ N RR RS
\X2+X3 —N\
2
" N N
R11a (V),

roe X!, X2, X3, R, R2 R* R® R® R7, L%, A uy onucaHsl Bblle /IS COEAMHEHHH GOpMyJIbI
(I) u rne R''? ezaBucumo Bu16pan u3: C1-Cs-ankuna, Cs-Ca-anxenmuna, C3-Cs-ankunnna, Genuna,
C3-Cs-uknoankuia, 3-6-4JIEHHOTO TeTePOLMKIIOANIKIIIA, S- uin 6-4yieHHoro rerepoapuia u Ci-
Cy-rajoreHankuia; v X NpeacTaBisieT COOO0 Liesioe Yncio, He3aBUCUMO BbiOpanHoe 3 0, 1,2 u 3.
CormacHo BapuaHTy ocyumecTBieHus coenmHeHue (opmyiel (I) mpeacraBisier coboi

coequnenue Gopmyisl (VI):

(R)x
Z 7 | A
R1 NYO \NJ\N)LLz/RG
|
A N\ n KR RS
Yegxe R
Ry (VD),

rme X!, X2, X3, R, R, R’, R*, R’, R® R’ L?, A uy omucaHbl Bblllle sl COeAUHEHMIT
¢dopmysl (I) u rne X npeacTapisier COOOM 1eJI0e YHCIIO0, He3aBrCUMO BbiOpanHoe u3 0, 1,2 u 3.

CornacHo BapuaHTy ocyuiecTBieHus coenunenue (opmyiel (I) mpeacrasisier coboi
coenunenue Gopmysl (VII):

R7),
/()

| A
N 0 N )k _R8
Y N ’\ll L2
4 p4
N R* R
\ 3

R
(R (VII),

R1

R5

rne R!, R?, R*, R*, R°, R® R’ L?, A u y onucanb! Bbiie ais coenunenuii gpopmysi (I),
TIe X MpencTaBisieT COOOH mesioe Yucio, He3aBUCUMO BbiOpanHoe u3 0, 1, 2 u 3.
CorjacHoO BapMaHTy OCYILIECTBJEHMsl coenuHeHune (opMmyssl I mpenctaBnser coboii

coenunenune Gopmyiel (VIII):



. YO\L -

R4 R4

%

R11a (VIII),

rme R!, R?, R* R’ R® R’ L2, A uy omucansl Bbile aj1s coeaunenuii gopmyel (I) u roe

(R?)y

R!'? pesasucumo Bri6pan u3: Ci-Cs-amkuna, Cs-Ca-ankenuna, Cs-Cs-ankunmna, pernna, Cs-Co-

LMKJIOAJIKKJIA, 3-0-4JIEHHOTO TeTepOLMKIOAIKIIA, 5- Wik O-uneHHoro rerepoapuna u Ci-Cs-

rajioreHajKuiIa, u zZ IpeacTaBisierT co0oil Liesioe Ynucio, He3aBUCHMO BbiOpaHHoe u3 0 u 1.
CormacHo BapuaHTy ocyumecTBieHus coenmHeHue (opmyiel (I) mpeacraBisier coboi

coequnenue Gopmyisi (IX):

R )\L

/ R4 R*
X
\X2:izx3 —N\
2
Ry /N\N N
RTe (IX),

roe X!, X2, X3 R! R2 R* R RS R’ L? A uy onucasbl Bblle 1151 COSAMHEHHE (OPMYIIbI
(I) u rne R''? nezapucumo Bri6pan us: C1-Cs-ankuna, C3-Cs-ankenuna, C3-Cs-ankununa, Gpenuna,
C3-Cs-iukiioankuia, 3-6-4JIEHHOTO TeTePOLMKIIOANKIIIA, S- uin 6-4yieHHoro rerepoapuia u Ci-
Cs-rajioreHanKmIa, U Z MpeACTaBIsieT COOO0i Lieoe Yucio, He3aBUCUMO BbiOpanHoe 13 0 u 1.

CornacHo BapuaHTy ocyuectBienus coenmHeHue (opmyiel (I) mpeacrasisier coboi

coequnenue Gopmysl (X):

(R"),
R >(Cf )\ )L
x 4 R* R*
x2:|:x3 R3
Ry (X),

rme X!, X2, X3, R, R, R*, R* R’, R® R’ L2, A u y omucaHbl Bbllle sl COeANHEHMIT

dbopmyuel (I) u rae z npencrapisier coOOH 1eI0e YUCIIO0, He3aBUCUMO BhIOpaHHoe u3 0 u 1.
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CornacHo BapuaHTy ocyuecTBieHus coenuHeHue (opmyinel (I) mpencraBisier coboit
coenunenue popmyiel (XI):

(R7)z

)\)L

Gj "R R

2
Ry (XD,

rme RY, R2 R? R* R’ RS R’ L% A uy onucansl Bbie 1is coenunenuii gopmyisr (I),
e Z IPeACTaBIsieT COOOH 1eJI0e YHUCII0, HE3aBUCUMO BhIOpaHHOe 13 0 1 1.

Crnenyromiyie BapuaHThI OCYIIECTBJICHHS IPUMEHUMBI K COSIMHEHUSIM JIF000i 13 hopmy
(I)-(XI). Takue BapuaHTBI OCYIIECTBJICHHS SIBJAIOTCS HE3aBHCUMBIMH U B3aHMO3aMEHSEMBIMU.
JIroO0#1 BapHAaHT OCYINECTBJIEHHsSI MOXKET ObITh OOBEAMHEH C JIOOBIM JAPYTUM BapHaAHTOM
OCYILIECTBIICHHS, T/I€ 3TO XMMUYECKH IOMyCcTUMO. JIpyrumu cioBamu, JIFOOOH W3 MPHU3HAKOB,
OMHUCAHHBII B CJEAYIOIIUX BAPHAHTAX OCYLIECTBJICHHs, MOXeT ObITh (TA€ 3TO XUMHYECKU
JOMyCTUMO) OOBEAMHEH C NPU3HAKAMH, OMHCAHHBIMH B OJHOM HJIM HECKOJBbKHX APYIHX
BapUAHTAX OCYINECTBJIEHUs. B 4acTHOCTH, €ClTu COeTMHEHNE IPUBEIEHO B KAYECTBE IPUMEPA HITH
NPOWJUTIOCTPUPOBAHO B HACTOSIIEM OIUCAHUM, JIFOOBIE 1Ba WIIM HECKOJBKO M3JIOKEHHBIX HIDKE
BApUAHTOB OCYIIECTBIIEHHs], BbIPAKEHHbIE Ha JIOOOM YpOBHE IPHUMEHHUMOCTH, KOTOpbIE
OXBATBIBAIOT TaKO€ COEAMHEHHE, MOTYT ObITb OOBEIUHEHBI C IOJYYEHHEM IOTOJHUTEIBHOIO
BApPUAHTA OCYILECTBJICHUS, KOTOPBIH 00pa3yeT 4acTh HACTOSILErO PACKPBITHS.

X! mosker 6bITh a30ToM. X! MOsKET ObITH yriiepooM. X? MOKET ObITh a30TOM. X MOKET
OBITb yrIepoaoM. X° MOXKET ObITb a30TOM. X° MOXKET ObITh yraepoaoM. MosKeT ObITh, YTO He
donee nByx w3 X!, X% u X> npencrapnsior coboii a30T. MoxkeT ObITh, 4TO He 6osee oqHOro u3 X',
X? u X? npencTapsier coboit a30T. MoskeT ObITh, uTo omuu u3 X', X? u X° npencrasnser coboii
a30T. MoxeT 6bITh, uTo Kaxabli m3 X', X? u X° npexncrasnsier coboii yriepon.

L! MoskeT ObITh 5- unmy 6-4eHHOM reTepoapUIbHOI PO, CofepsKalleii aTOM a30Ta B
KOJIbIIE, CMEKHOM C aTOMOM YIJepona B Komblie, uepe3 koTopbiii L' coemunen ¢ atomom
yriepona, coaepxamum ase R* rpynmer.

L' Moxker ObiTb 6-4eHHOI TreTepoapuNbHON TIPYNNON, HalpuMep, O6-uleHHOM
reTepoapuIbHON TPYNION, COIEpIKallel aTOM a30Ta B KOJIbLIE, CMEKHOM C aTOMOM YIJIepOAa B
KOJbIIE, Yepe3 koTopblii L' coemunen ¢ atomom yriepona, comepskamum jase rpynnsl RY Ll
MOXeT ObITh O-4JIEHHOW TeTepOapHIIbHON TPYIIONH, coAepskallel JBa aToMa a30Ta B KOJBIIE,
Hanpumep, 6-4JI€HHOW reTepOapuiIbHOM IPYIIION, COAEpXKAIle ABa aTOMa a30Ta B KOJIbLIE, IAE

OIWH aTOM a30Ta B KOJIBLIC SABJISICTCA CMCXHBIM C aTOMOM YIJIEPOAA B KOJIbBLIE, YCPE3 KOTOprﬁ L1



9
COENIMHEH C aTOMOM yriepoja, cofepxaiqum ase rpynmsl RY. L' Mosxer 6bith mupuaunoMm,
MUPUIA3UHOM MM MHPasUHOM. AJbTepHaTHBHO, L! MoxeT ObITh NMUPUIMHOM, HAMPHUMED,
NUPUAMHOBON TPYIIOH, I'Zle aTOM a30Ta B KOJIbLE SIBJISETCS CMEXKHBIM C aTOMOM YIJIEpOna,
coziep kaluM JiBe rpymnmbl R*,

L' MoxeT OBbITh 5-4JIeHHOW reTepoapuIbHON IPYMION, comepykameil Mo MeHbIIeH Mepe
OJIUH aTOM a30Ta, HAIpUMeEp, S-WICHHOW reTepoapuyibHON IPYMNION, COAep Kalleil aToM a3oTa B
KOJIbIIE, CMEKHOM C aTOMOM YTIJepoja, uepe3 koropblii L! coemunen ¢ atomom yriepona,
comepkamum nse rpynmbl R, L! Moer GbITh THA30JbHON TIPyTINON, HANpUMep, THA30MbHOM
TpyMIoii, cofeprkaieii aToM a30Ta B KOJbIIE, CMEXKHOM C aTOMOM yIJIepona, Yepes KoTophiii L!
COENIMHEH C aTOMOM YTIJIEpPO/ia, COMlePKaIlkM JBe rpymmbl R*.

CornacHO BapuaHTaM OCYINECTBJICHHUS, B KOTOPBIX aTOM a30Ta SIBJISIETCS CMEXHBIM C
aTOMOM yIyepona, cofepskammm ase rpymmel R*) rpymma NRC(=A)L’R® npucoenunena ko
BTOPOMY aTOMY yTJIepOJa, KOTOPBIN TaK:Ke CMEXKHBIN ¢ YKa3aHHBIM aTOMOM a30Ta.

R’ MokeT ObIThb HE3aBHCHMO B KaKAOM CJyuae BLIOPAH M3 rajoreHa, HUTPO, LUAHO,
NRP®R’?, NR®CONR®R®, NR®CO,R®, OR', SR®, S(O)R® S(0):R?, 0S(0)0R? S(0)NR*R?
CO2R®, C(O)R®, CONR®R® C;-Cs-ankuma, Cr-Cs-ankenuna, C-Cs-ankununa u Ci-Cs-
rajjorenankuna. R’ MoxeT GbITh HE3aBUCHMO B Ka’IOM CJIydae BHIOpaH U3 rajoresa, muano, Ci-
Cs-ankuna u C1-Cs-ranorenankuna. R7 MoxkeT ObITb HE3aBHCHMO B Ka)KIOM CIy4ae BLIODAH U3:
rajoreHa, 1maHo, C1-Cy-ankmma, C-Cy-ankenmna, Cy-Cy-ankunmna, ¢denmna, Cs3-Ce-
LMKJIOANIKUTIA, 3-6-4JIEHHOTO IeTepOLMKIOaNKuia, S5- i 6-uneHHoro rerepoapuna u Ci-Cy-
rajoreHajKuIa.

X MOKET OBITh LEJBIM YHCIOM OT O 10 2. X MOKET OBbITh LEJbIM YHCIOM OT 1 1o 3,
HarpuMmep, oT 1 10 2. X MokeT ObITh 1. X MOXkeT ObITh 0.

Z MOKET ObITh 0.

R’ moskeT 6biTh C1-Cs-ankuom, Hanpumep, Me unu Et. [IpeinouTuTeibHo, TEM HE MEHee,
R’ npencrasnser coboit H.

=A moxet ObITh =S. IIpeanoururensHo, =A npencrasiser codoit =0.

-L?- MoxeT oTcyTcTBOBaTh. COINacHO TAKMM BapuaHTaM ocyliecTsieHust R® mosxker ObITh
ne3aBucuMo BbIOpaH u3: C1-Cs-ankuna, C2-Cs-ankenuna, Co-Cs-ankuauna u Co-Cs-ankunen-R 2,
CorjacHo TakuM BapuaHTaM ocyinecTsienus R® MoxeT ObiTh HesaBucuMo BbiOpaH u3: Ci-Cs-
ankuna, Ci-Cs-ramorenankuna u Co-Cs-ankunen-R'2. R1? moxer Owbite BoOpan u3 C3-Ce-
LMKJI0AJIKIIA, 6-uneHHoro rerepoapuna u Genuna. R'? MoxeT 6bITh penunom. R'? moxer GbITh
C3-Co-tknoankunom. R'? mosker 6b1rb mupuauiom. R mosker 6bITh HezaBucumo BbibpaH us: Ci-

Cs-ankuna u Co-Cs-ankunen-R2, rne R'? pribpan us denuna u Cs-Co-muknoankuna. RS moxer
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ObITh He3aBucuMO BbiOpaH u3: Ci1-Cs-ankuna u Co-Cs-ankunen-R'2, rue R npencrasnser coboii
C3-Co-tuknoankun. Ykazanusie R®u R rpynnbl MOryT GbITh He3aMeIeHHbIMH.

Unmoctpatushbie NRC(=A)L?R® rpynnbl BKJIH0YAKOT B CEOsL:

E/H\H/O «1&/“\’(\/@ %/HYC %/HY
0 , 0 , 0 , o

N 1&/“% E/H\’H\ I'd H
S Y Y YT

>

N ‘ N q

3 2 2 2

H
" H H N N
e sk ahage
% T | % T\/\’ s I | ! |/’
N H H §
e o *a/“j‘/D o

-L2- MoskeT oTcyTcTBOBaTh. COrNacHO TAKUM BapuaHTaM ocyliecTsiaeHus RS MoxkeT GbITh
HE3aBUCHMO BBIOpaH M3. 3-6-4JIEHHOTO reTePOLMKIIOATIKIIIA, S- MU 6-4JIEHHOTO rerepoapuiia u
~CRPRPL’R™. R® mosker ObITh HE3aBHCUMO BLIOPAH M3: 3-6-UJI€HHOTO reTepOLMKIOANKUIa, S-
unu 6-unenHoro rerepoapuia. R® moxer 6birh -CRPRPPLIRM,

R" npennouturesbHo Bo Beex ciydasx Hezasucumo BhiOpaH u3 F, H u Me. R Bo Bcex
ciyuasx MoxeT ObiTh BbIOpan 13 F u H. R™ Bo Beex cyqasx mosxer 6bith H. R'? Bo Beex ciyuasx
MO3KeT ObITh F.

-L*- moxeT 6b1Th —~NR -, Hanpumep, NH. —L*- MosxeT 6bITh —S-. —L*- MoskeT 6bITh —O-.

R® mosxer 6bits CRPRPORM umn CRPP’RPSRM, roe R nesasucumo sribpan us C1-Cs-
ankmia, C1-Cs-ranorenankuna, C3-Cg-ankenmna, C3-Cs-amkunmna u Co-Cs-ankmnen-R'¢, roe R1°
HE3aBUCHMMO B KakaoMm ciydae Bbiopan 13 C3-Ce-LMknoankuna, —3-6-4JeHHOTO
reTepoOLMKIOAJIKHIA, 5- UK 6- 4IeHHOro reTepoapuia u ¢penuna. R'* Moker GbITh He3aBHCHMO
BbiOpan u3: Ci-Cs-ankuna, Cs3-Cs-ankenuna, Cs-Cs-ankununa u Co-Cs-ankunen-R'® R'® mosker
6bITh BbIOpaH 13 C3-Ce-uknoankuna u penuna. RS mosxer 6bits penunom. R'® moxer 6bith Cs-

Ce-tmknoankunaom. R moxer 6biTh HesaBucumo Bbiopan u3: Ci1-Cs-ankuna u Co-Cs-ankusies-
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R!® rne R!'® sribpan us penuna u Cs3-Co-tuknoankuna. Ykasanusie R u RS rpynmsr moryT 6bI1Th
nesamemeHHbiMu. R® moxer Owrre CRPRPOR!Y) rme R nesaBucumo BuiOpan  us:
He3aMmerneHHoro C1-Cg-ankuia, HezamemeHHOro C3-Cs-LUKI0amKuiIa U He3aMeIleHHOro eHua.

Unmocrpatushblie NRC(=A)L?R® rpynmnbl BKJIHOYAKOT B CEOsL:

Dk Ovrgy

H H H H
ﬁ.s_/N\”/\O/ E/N\n/\s/ KL/NY\/O\ E/Nwl/\/s\
O , O , O u O .

-L?- MokeT ObITb HEe3aBUCHMO BbIOpaH u3: -O-, -S- u —NR'6- —12-

2

MoxeT ObITh —O-.
CornacHo TakuM BapuaHTaM ocyiecTsienus R® MoxeT ObiTh HezaBucuMo BbiOpaH u3: Ci-Cs-
ankuna, C3-Cs-ankenuna, Cs3-Cs-ankununa u Co-Cs-ankunen-R'2 R'? moxer 6biTh BeiOpan us Cs-
Ce-tuknoankuia u penuna. R'? Moxer 6bith denunom. R'? mosxer 6biTh C3-Co-LIUKIOATKUIOM.
R® moxet 6bITh HezaBucuMO BoiOpaH u3: C1-Cs-ankuna u Co-Cs-ankunen-R'%, rne R oiGpan us
denuna u Cs-Co-tmknoankuna. R® moxer 6bITh HezaBucuMo Bbibpan u3: Ci-Cs-ankuna u Co-Cs-
ankunen-R"2, rne R'? mpencrasnser co6oit C3-Ce-tmknoankun. Ykaszanusie R u R rpynmsr
MOTyYT ObITh HezamereHHbIMA. R® MosxeT 6biTh C1-Cs-ankunom. R® mosker 6biTh C3-Cs-ankunom.

Unmocrpatushbie NRC(=A)L?R® rpynnbl BKJIHOYAKOT B CEOsL:

- H ’ H
N O /H o “AS_/N O\) N O
Y e YT Oy

O

2 2

y H
o /H\[C)]/O\O) E/N\L(O\/\/ E/NTO\)\

O

2 2

H
Ne O~ N. o ii/N o
T had T

2

H
“&L/N ° N_ o N o)
\ﬂ/ E/T\/\/\ 1&/\([31/\(’

2 2



H H }
ﬁ?l/N 0] &LLL/N O\/\O/ /N O\/A
I S ¢ H
H
31/“ O
T

Mosxer 6bITh, uTo R* HeszaBucumo B kaxaoMm ciydae Boiopan 3 H, F, C1-Cy-ankuna u Ci-
Ca-ranoreHankuna. Moxer ObITh, uTo R* HeszaBucumo B kaxxnom ciydae suibpan us H, F, Me, CF3
u Et. MosxeT ObITh, uto R* HezaBucumo B kaxaoM ciydae Bbidpan u3s H u Me. MoxkeT ObITh, 4TO
R* B kasx7oM ciyuae npejcTapiseT coboit H.

MoskeT 6bITh, uTo, eciu R® npencrasnser coboii -CRPRPLRM, -L%- orcyrctsyer.

R? MoskeT ObITh 5- MM 6-4NeHHOl reTepoapuIbHOl rpynoii, conepskaieii 1, 2, 3 unum 4
aToMma a30Ta B KoJjblie. R* MoeT GbITh 5-uneHHOl reTepoapuIbHON YO, conepskameii 1, 2,
3 umu 4 artoma asora B Konble. R’ MoxkeT ObIThb 6-4JI€HHON TreTepoapuiIbHON TPYMIIOL,
coaepskaient 1 unu 2 atoma a3ota B KOJIbLE.

R? MosxeT GbITh 3aMeIeHHBIM B MOJIOKEHHH, CMEKHOM C TOUKOM mpucoenuHenus R® k
ocTaTky Monekyisl ¢ rpymmoi R1® roe R sriopan u3 Ci-Cs-ankuna, C2-Cs-anxenuna, Cr-Ca-
ankuamna, permna, Cs-Ce-umkinoankuna, 3-6-4JIEHHOTO TeTePOLUKIOANTKIIIA, S- I 6-4JIEHHOTO
rerepoapuia u Ci1-Cs-ranorenankuna. R® mosxer ObITb 5- Mnm 6-4jeHHON TreTepoapHIbHOM
rpynmnowu, coaepxaiuen 1, 2, 3 unu 4 aroma a3ora B KOJIbLIE, YKa3aHHasl IeTepOoapuiibHasi rpymma
Oblla 3aMellleHa B MOJIOKEHHH, CMEKHOM C TOYKOl mpucoenuHenust R? k ocTaTky MojieKynbl ¢
rpyrmoii RMP. R3 mosker GbITh S-uneHHOI reTepoapuIbHOM rpymnmol, conepskameii 1, 2, 3 unu 4
aToMa a30Ta B KOJIbLIE, YKa3aHHAs TeTepoapuiibHas rpynmna ObLia 3aMelleHa B MOJOXKEHHH,
CMEXHOM ¢ TOUKO# npucoeaunenns R k ocratky Monekynsl ¢ rpymmoii R R3 moxer 6bITh 6-
YJIEHHOW reTepoapwIbHON IPYNNoN, coaepskameil 1 mnu 2 atoma a3oTa B KOJbLE, YKa3aHHas
reTepoapuiibHasi Tpynna Oblla 3aMelleHa B OPTO-TIONOKEHUH C TOYKOH mpucoemuHenus R k
OCTaTKy MOJEKyJIbI ¢ rpymmoii R1P.

R? MoskeT ObITb TETPa3oIbHLIM KONBIOM. YKa3aHHOE TETPAa30NbHOE KOJbLO 3aMELIEHO
oxuoit R''? rpynmoii, roe R''? nesasucumo Beidpan us: C1-Cy-ankuna, Cs-Cs-anxenuna, C3-Ca-
ankuanna, permna, Cs-Ce-umkinoankuna, 3-6-4IEHHOTO TeTePOLUKIIOANKHIIA, S- HITH O-4JIEHHOTO
rerepoapmia U Ci-Cs-ramoreHankuina. YKa3aHHbIA TETPA30J THIUYHO OyIeT MPUCOETUHEH K

OCTaTKy MOJEKYJIbl Yepe3 aTOM yIJIeposia TETPa30NbHOro kojblia. R'? Mosker ObITh npucoeHen
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K aTOMy a30Ta BO3Jie YKa3aHHOro aToMma yriepopa. Takum obpasoMm, R’ MowkeT ObITb:

R11a
/
N
N
N—.7
N
R!'% mosker 6biTh BeIOpan u3 Ci-Cy-ankmia, Cs-Cs-ankennna, C3-Cy-ankunmia, Gpenmna,
2 2
C3-Ce-LIUKIIOANIKUAIIA, 3-O-UJIEHHOI'O MeTEPOLIMKIOANIKIIIA, 5- WK 6-4jieHHOro rerepoapuia u Ci-
>l ¢l
Cs-rajorenankmt. RM? mosker 6biTh BoiOpan u3 Ci-Cy-amkmna, C1-Cs-rajorenankumna u C3-Ce-
¢l
mukoankuna. RM? mosxer 661 C1-Ca-anKuaoMm, HAMPUMep, METHIIOM.

Taxum o6pazom, R* mMosxkeT ObITh:

Me

NG
N
[N
Nw.?
N
R® MoskeT ObITh BHIOpAaH M3 M30KCA3071a, MUPA30J1a MiIu u3oTuasona. Takum obpasom, R?

MOKET OBITb:

R11C

11¢

.l
AN

Z2
N , rae Z? soiopan u3 O, S u NR'? rne R''? nesasucumo Beibpan us: H,

C1-Cy-anxuna, C3-Cy-ankenmna, Cs3-Cy-ankunmna, ¢penmna, C3-Ce-nukinoankuna, 3-6-4I€HHOTO

11c
reTePOLMKIIOANIKIIA, S- uin 6-uieHHoro retepoapuia u C1-Cy-ranorenankuna, u rae R ¢ BeiOpan
mw HuR!

R3 MoxeT ObITh:

11¢

N

ﬁ
N TR
m O

N , tne RM® ppibpan u3 Ci-Cs-amkuna, Ci-Cs-ankenmma, Ca-Ca-
ankuanna, gpermna, Cs-Ce-nmkinoankuna, 3-6-4IEeHHOTO TeTePOLUKIIOANKHIIA, S- WITH O-4JIEHHOTO
rerepoapuna u C1-Cs-ranorenankuna, u rae R'1C spiopan us H u R''. Z? mosker 6b1Th S. Z? MosKkeT
6b1Th O. Z? MoxeT 6biTh NR!2.

AnbrepHatusHo, R® MokeT ObITh:

R11C

\ R11C

N\Zg

5

, re Z° soiopan u3 O, S u NR'? rne R''? nesaBucumo Beibpan us: H,

C1-Cy-anmxuna, C3-Cy-ankenmna, Cs3-Cy-ankunmna, ¢enmna, Cs-Ce-uukinoankuna, 3-0-4I€HHOTO
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11lc
reTepOLMKIIOANIKIIIA, S- uiH O-wieHHoro rerepoapria u C1-Cy-ranorenankmnia, u rune R ¢ BoiOpan
w3 Hu R

R3 MoskeT ObITh:

R11b

| AN R11c
N~z , tne R''"® ppi6pan u3 Ci-Cs-amxmma, Ci-Cs-ankenmma, Ci-Ci-
ankuauna, permna, C3-Ce-nukinoankuna, 3-6-4I€HHOTO TeTePOLUKIIOANTKIIIA, S- UITH 6-YJIEHHOTO
rerepoapuna u C1-Cs-ranorenankuna, u rae RMC spiopan us H u R, Z° mosxer 6biTh S. Z° Mosxer

6b1Th O. Z> Moxer 6biTh NR2,

WnrocTpaTuBHbIe NpuMepbl R BKmouaroT B ces:

Me Me 5;‘
N = = \
| Y, o/ M g/ e | /N\N/
N , N , N , N\O n Me .
R? Moker ObITb 6-4J€HHBIM TeTepOaPOMATUHYECKHM KOJbLOM. R’ MokeT ObITh
mupunuHoM. R? MoxeT ObiTh 2-mupuauHoM. R® Mosker ObIThb mupasuHoM. R® MoxkeT ObITh

MUPUIAZUHOM.

R3 MoskeT OBITh:

5

%24
N TR

Vv mpencTasisieT coboii nenoe uucao ot 0 1o 4. Bo uzbexanue comuenuit, eciu Z* wum Z°

, rae Z* u Z° xax/plil He3aBUCUMO BLIOPAH U3 a30Ta WU yIJeposa U

TpeCTaBseT cobOl yrIepos, yKa3aHHBbIH yriaepoa MoKeT ObITh 3aMemieH rpymmoii R

sz R11b
7
N _FR™,
R? Moxer ObITb = , e R ppi6pan u3 C1-Cs-anxuna, Cr-Cy-ankeHuna,

Cy-Cs-amxununa, denmna, Cs-Cs-upkioankuia, 3-6-4JeHHOTO TeTepOIMKIOANKUIA, S- Wik O-
yjieHHOTO rerepoapmia u Ci-Cy-rajoreHankmia u rae U npeacrapisieT codol nenoe uucio ot 0
1o 3.

Z"* MoxeT 6bITh yriaeponoM. Z* Mosxker ObiTh N.

Z° MOXkeT ObITb yraepofoM. Z° MoxkeT ObiTh N. MoxeT ObITh, uTo onud u3 Z* u Z°
npencTaBiaseT coboi a3oT. MoxkeT ObITh, uTo Z* u Z° kanblil mpeacTaBseT coboi yriepon.
MosxeT ObITh, uTo Z* npeacTasiser coboii yriaepoa u Z° npeacTasiser coboii a30T. MokeT ObITh,

uTo Z° mpencTasnser coboit yrnepoa u Z* npencrapaser coboii a3oT.
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WnrocTpaTuBHbIE NpuMephl R BKMo4aroT B ces:

f Me ;’ Cl ; Me
= =N =

R'"? mosker ObITh HezaBucuMo BbiOpaH u3: H, Ci1-Cs-ankuna, Cs-Cy-ankenuna u Cs-Cs-
ankuauna. R mosxer 6biTh Hezasucumo BeiOpad u3: H u Ci1-Cs-ankuna. RM? moxer ObITh
He3aBucuMO BbiOpaH u3: C1-Cs-anxuna, C3-Cy-ankenuna u C3-Cs-ankununa. R'? mosxer 6birs H.
R!'2 mosxer 6b1Th C1-Cy-aNKHUIOM, HAPUMED, METHIIOM.

R!'® mosxer 6bITh BBIOpaH U3 C1-Cy-ankuna, C1-Cs-ranorenankuna u C3-Co-IUKIOANKIIA.
R!'"® moxer 6b1Th C1-C4-alKIIOM, HATIPUMED, METHIIOM.

R!'¢ mosxker 6bITh BO Beex ciydasx H.

v MOkeT ObITh 1 mu 2. u MoskeT ObITh 1 miu 2. v MoxkeT ObITh 0. u MOsKeT ObITh 0.

R!! HesaBuCMMO B KaIOM Ciydae BBIOpaH M3. rajoresa, HuTpo, numaHo, NRPR’
NR®*CONR®R®, OR! SR® S(O)R® S(0):R?, S(0):NR®*R®, 0OS(0),0R® CO:R® C(O)R?
CONR®R8, C1-Cs-ankuna, C-Cs-anxenuna, Cr-Cs-ankununa, Genuna, Cs-Ce-nuknoankuna, 3-6-
YJICHHOTO MeTePOLMKIIOAKUIA, S- WiIu 6-usieHHoro rerepoapuia, Ci1-Cy-ranorenankuna u —0-Ci-
Cs-ranorenankuia. R MoxeT ObITh HE3aBUCUMO B KaKIOM CIydae BLIOPaH U3 TajJoreHa, HUTPO,
uuano, NR®R’, NRECONR®R®, OR', SR® S(O)R®, S(O):R®, S(0)NR®*R® OS(0),0R®, CO:R®,
C(O)R?®, CONR®R®, C;-Cy-ankuna, C»-Cy-ankenuna, Cr-Cs-ankununa, Ci-Cs-rajoreHankuna u
~0-C1-Cy-ranorenankuna. R'' MokeT ObITh HE3ABMCUMO B KaKJIOM CITydae BHIOPaH M3 raoreHa,
muano, Ci-Cs-ankuna u Ci-Cs-ranorenankuna. R moxer ObITh HE3aBUCHMO B Ka)KIOM CIIyyae
BbIOpaH u3: rajorena, uuano, Ci-Cy-ankuna, Cr-Cs-ankenuna, C,-Cs-ankununa, penuna, C3-Ce-
LMKJIOANIKKJIA, 3-6-YJIEHHOTO TeTepOLMKIOaNKuia, S- win 6-uineHHoro rerepoapuia u Ci-Cs-
rajioreHaJKiia.

y MOsKeT ObITh 0. ANLTepHATUBHO, y MOKeT ObITh | unu 2. R* MoskeT ObITh HE3aBUCUMO B
KaXJI0M cliy4dae BbiOpaH u3 ranoreHa, 1uano, C1-Cy-ankuna, C1-Cy-ranorenankuna u —0-Ci-Cs-
rajioreHaJKiia.

R' mosxer 6biTh BbIOpan u3 xnopa, Ci-Cs-ankuna u OR'. R! moxer GbITh BbIOpaH U3
xnopa, Ci-Cs-anxuma u ORY, rme RY Bribpan us H, Ci-Cs-anxuna, Ci-Cs-ankenuna, Ci-Cs-
ankununa u C1-Cs-ranorenankuna. Mosxer ObiTh, uto R! MoxeT 6bITh BHIOpaH U3 Xj10pa, OpoMa,
C1-Cy-ankuna u C1-Cs-ranorenankmna, O-C1-Cs-ankuna u O-C1-Cs-ranorenankmna. RY moxer
ObITh XJ0poM 1l 6poMoM. R! MoskeT GbITh X10poM. R! MoskeT GbITH GpOMOM.

Mosxet 6bITb, uTo R HesaBucumo B kasxaom ciayuae soiopan us H, C1-Cs-ankuna, C1-Co-

rajioreHaskmia U C3-Ce-ITUKII0AJIKHIIA.
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TloapoOHOe onHCcAHHE HACTOSIIEro H300peTeHus

Tepmun C-Cn OTHOCHTCS K TPYIIIE C AaTOMAMHU yTJIepo/a B KOJHMUYECTBE OT m JI0 N.

TepMuH «ankuma» OTHOCUTCSI K OJHOBAJIEHTHOW HEPA3BETBICHHOW WM Pa3BETBIECHHOU
HachlleHHOH yrieBogoponHoil nenu. Hampumep, «C1-Cs-aikum MOXKET OTHOCUTCSI K METHITY,
STHITY, H-TIPOITHITY, U30TPONIITY, H-OYTHITY, BTOP-OyTHIy, TPeT-OyTHITY, H-TIEHTHJIYy U H-TEKCHITY.
AJNKHUIIbHBIE TPYTITBI MOTYT OBITh HE3aMEIIEHHBIMHU MJTH 3aMEIIEHHBIMH OTHUM WJIA HECKOJIbKIMHU
3amecTuTensiMU. KOHKpETHBIMU 3aMECTUTENSAMU AJIs1 KaKAOW aJKUJIbHOW IPYIIIbI HE3aBHUCHMO
moryT ObITh pTop, OR? mimm NHR?.

TepMuH «ankuneH» OTHOCHTCA K JABYXBAJEHTHOW HEPA3BETBJICHHONW HACBILIEHHON
yrnesogopoanoit uenu. Hanpumep, «Ci1-Cs-ankunen» MOKET OTHOCUTCS K METUJIEHY, STHIIEHY
WU TIPOTHJIEHY. AJIKMIICHOBBIE TPYIIIBI MOTYT ObITh HE3aMEIIIEHHBIMU HWJIH 3aMEIIEHHBIMU OJTHUM
WIM HECKOJIbKUMHU 3aMeCTUTENIMU. KOHKPETHBIMU 3aMECTUTENAMU IJIs1 KaKAOU AJKUIIEHOBON
TPYIIBI HE3aBUCHUMO MOTYT ObITh MeTwiI, pTop, OR? i NHR?.

TepMuH «ranoreHaJKuD OTHOCUTCS K YIVIEBOAOPOAHOMN LETH, 3aMELIEHHON 110 MEHbIIEH
Mepe OIHMM aTOMOM TaJIoreHa, He3aBHCHUMO BBIOPAHHBIM B K&KIOM cCiydae u3: (ropa, Xjiopa,

OpomMa u Homa. ATOM rajoreHa MOXeT OBITb MPUCYTCTBOBAaTb B JIFOOOM MOJOXEHUH Ha



19

yraesonopoaHoi uenu. Hanpumep, «Ci-Co-rasoreHankun» MOXKET OTHOCUTBCS K XJIOPMETUILY,
dTopmermy, TpuTOpPMETHIY, XJOPITHIY Hampumep, 1-XJOpMETWIy U 2-XJOP3THIY,
TPUXJIOPITUITY, HarIpumep, 1,2,2-Tpuxyiopatuiy, 2,2,2-TpUxJIopaTHILY, GTOPITUITY, Harpumep, 1-
dTopatuny u  2-¢propatuiy, TpudropaTHiy, Hanmpumep, 1,2,2-tpudpTtopsTHny u  2,2,2-
TPUPTOPITHITY,  XJIOPHPOIMIY,  TPHUXJOPHPONWIy,  (TOPHIPONMIY,  TPUPTOPIPOIUIY.
I'anoreHankuibHasE Tpymnna MOXKET OBbITh (TOPANKWIBHOW TPYNIOWH, T. €., YIJIEBOXOPOIHOM
LEernblo, 3aMEIIeHHONH 1O MeHbllel Mepe oxHuM aromoMm (¢ropa. Takum obOpasom,
rajJoreHaJKHIbHAs TPYIIa MOXKET COAEPKaTh JII00OE KOJINYECTBO TaJIOTEHOBBIX 3aMECTUTENEH.
I'pynma MoxeT conep:kaTh OAMH raJION€HOBBIN 3aMECTUTENb, OHa MOXKET COZIEPKaTh ABAa UIU TPU
raJJOr€HOBBIX 3aMECTHUTENISI HJI OHA MOJKET OBITh HACBILIEHA FAJIOTEHOBBIMU 3aMECTUTEISIMU.

TepMuH «ankeHUI» OTHOCUTCS K pa3BETBIEHHON WM HEPA3BETBJICHHOHN yIIIEBOAOPOAHON
LIeNH, COZlepIKallell 0 MEHbIIeH Mepe ONHY ABOWHYIO CBs3b. JlBoitHasi(e) CBsA3b(M) MOKET(IYT)
NPUCYTCTBOBATh B BUAe F wiu Z u3omepa. JBoiiHast CBS3b MOXKET OBITh B JIFOOOM BO3MOKHOM
NOJIO>KEeHUH yraesogopoaHoi uenu. Hanpumep, «Cz-Ceo-ankeHUI» MOXKET OTHOCUTBCS K TEHUITY,
NPOTeHMITY, OyTeHWTy, OyTaaqueHmy, IeHTEHITY, IeHTAANECHIITY, TeKCEeHIITY U TeKCaJUEHUITY.
ANKEeHUJIbHBIE TPYNIBI MOTYT OBITh HE3aMEINEHHbIMH WJIM 3aMElIeHHBIMH OIHUM WU
HECKOJIbKUMU 3aMecTUTeIsIMU. KOHKpETHBIMM 3aMECTUTENSIMU AJI KaKAOTO HACBILEHHOTO
aToMma yriepoja B KaKI0H aJKeHIJIBHON TpyIIe He3aBUCUMO MoryT ObITh rop, OR? i NHR?.

TepMuH «anKMHUI» OTHOCUTCS K Pa3BETBICHHON MJIN HEPA3BETBIEHHON YIJI€BOAOPOJHON
LIeNH, COZeprKallel Mo MeHblIeH Mepe OAHYy TPOHHYIO CBsi3b. TpoOiHasi CBS3b MOXET OBITH B
MOOOM BO3MOKHOM TOJIOXKEHUH yrieBopoponHoi nernu. Hanpumep, «Cz-Ce-ankuHWID) MOXET
OTHOCHTBCSI K STUHUJTY, TIPONTUHUITY, Oy TUHIITY, IEHTUHWIIY U TeKCUHWITY. AJIKUHUJIbHBIE IPYIIIBI
MOTYT OBITh HE3aMEILICHHbIMHU HJIA 3aMELICHHbIMH OJHUM WA HECKOJBKHUMH 3aMECTHUTEJISIMH.
KoHKkpeTHpIMU 3aMECTHTENsIMU [JIs1 Ka)KAOrO HACBILEHHOTO aToMa yrjepona B Kakaou
AJIKMHUJIBHOM IpyIine He3aBUCUMO MOTYT ObITh (Top, OR? rmn NHR?,

TepMuH «IMKJIOATKUID OTHOCUTCS K HACBIIIEHHOH yII€BOAOPOIHOI KOJBbLEBOU CUCTEME,
comepxkameit 3, 4, 5 unu 6 aromoB yraepoma. Hampumep, «C3-Ce-LHKIOATKUIT» MOMXKET
OTHOCHTBCS K LIUKIIOMPOIIUTY, IUKJIOOYTHITY, IMKJIONEHTIITY, [UKJIOTeKCHTy. LIKioankuibHble
IPYNIbl MOTYT OBbITh HE3aMELIEHHBIMH WM 3aMEINeHHbIMH OJIHUM WJIH HECKOJbKUMHU
3aMecTUTeIsIMU. KOHKpETHBIMM 3aMeCTUTENAMHM ISl KaKAOM LIMKJIOAJKUIBHOW TpYIIIbI
He3aBUCUMO MOTYT ObITh prop, OR? mimm NHR?.

TepMuH «y-z-ujeHHas TIeTEPOLUKIOANKUIbHAS TIpPyNNa» MOXET OTHOCUTCS K
MOHOLMKJIMYECKON WM OMUIMKINYECKOM HACBIIEHHOW WM YaCTUYHO HACBIEHHOW TIpYIIIE,
cozepaKalle OT y 10 z aTOMOB B KOJIBLIEBOM CHCTEME U conepxkaineil | wim 2 rerepoaroma,

He3aBUCUMO BbIOpaHHBIX U3 O, S u N B KkonblLeBoOH cucreme (ApyruMu cioBamu 1 wim 2 u3
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aTOMOB, 00pa3yIOLINX KOJbIEBYIO cucTeMbl, BbiOpaHsl u3 O, S u N). ITox 4acTH4HO HACHIEHHBIM
MOAPa3yMeBAaETCs, 4YTO KOJBLO MOXKET COJAEpKaTb OAHYy WINM JB€ [ABOWHBIE CBSI3U. ITO
UCTIOJIB3YETCSI OCOOEHHO ISl MOHOLMKJIMYECKHX KoJyiell ¢ OoT 5 1o 6 wieHoB. J[BoiHasi CBSI3b
TUINYHO OyIeT MeXIy ABYMsl aTOMAaMHM YIJIEpOAa, HO MOXKET OBITh MEXAy aTOMOM yIiiepoaa u
aToMOM asota. Ilox reTepoLuKIOaNKUIbHON IPYNION MOXKET MOAPA3yMEBaTbCsl HACBILICHHAS
reTepPOLMKJIOANKIIbHAS rpymnna. [IpuMepbl reTeporuKIOaNKIIIBHBIX TPYII BKIOYAIOT B ceOs:
NUNEPUINH, TUNepasvH, MOpPQPONUH, TUOMOPQPOIUH, TMHUPPOJUINH, TeTparuapodypa,
TETParuapoOTHOPEH, IUTHAPOPYpaH, TETPATHAPONHUPAH, AWTCHAPOINHUPAH, IHOKCAH, Aa3emuH.
I'eTepoLmKIOAKUIIbHAS TPYIIIA MOXKET OBITh HE3aMELICHHON WJIM 3aMEINeHHOW OXHUM WU
HECKOJIbKUMH 3aMeCTHTEISIMUA. KOHKPETHBIMU 3aMECTUTEIISIMU JUTSI JTFOOOTO HACBIIIEHHOTO aTOMa
yriuepona B Ka)IOH reTepoLUKIOAIKIIbHONW IPyIe He3aBUCUMO MOryT ObITh ¢Top, OR? min
NHR?.

TepMuH «OKCO» OTHOCHUTCS K aTOMy KHUCJIOpPOJa, NPUCOEIMHEHHOMY IIpU MOMOIIU
JBOWMHOM CBSI3M K aTOMY YIJIepOAa Ha YKa3aHHOW Cpymnie.

ApWIBHBIMH TPYIIIAMH MOXKET OBITb JE00ast apomarhdeckas KapOOLMKINYeCKast
KOJIbLIEBAsI CUCTEMA (T. €., KOJIbIIeBast CUCTeMa, conepskamas 2(2n + 1)m sneKTpoHOB). ApUIIbHbIE
IPYIIIbI MOTYT COAEPKATh OT 6 10 12 aTOMOB yriieposa B KOJIbLIeBOH cucTeMe. ApUIIbHBIE TPYIIIBI
TUNUYHO OyAyT (EeHWJIbHBIMH Tpynnamu. ApPWIbHBIE TPYHIBI MOTYT ObITh Ha(THUILHBIMU
rpynnamu win OuQeHnIbHbBIMY IPYIIaMH.

B m0o00oM 13 BbIlIEyKa3aHHBIX aCMIEKTOB U BAPUAHTOB OCYIIECTBIIEHHSI Fe€TePOaAPUIbHBIMU
rpynmnamMu MoxeT ObITh JiFoOasi apomaTtudeckast (T. €., KOJbLeBasi CUCTeMa, conepskammas 2(2n +
1)m 51eKTpOHOB) 5- WK G-ujieHHas! KOJbLIeBasi CUCTEMa, coeprkaiuas oT 1 10 4 reTepoaTromos,
He3aBucuMO BbIOpaHHBIX M3 O, S u N (apyrumu cioBamu oT 1 10 4 aTOMOB, 0Opa3yHOIIUX
KOJIBLIEBYIO cucTeMy, BbiOpano u3 O, S u N). Takum oOpasom, JitoOble reTepoapuiibHbIe TPYIIITbI
MOTYT OBITh HE3aBHCHMO BBIOpPAHbI HU3: S-WJIEHHBIX TI'€TEPOAPHJIbHBIX TPYMI, B KOTOPBIX
reTepoapoMaTHIECKOe KOJIBLO 3aMeleHo 1-4 reTepoaToMaMu, HE3aBUCHMO BbIOpaHHbIMH U3 O,
S u N, u O-uleHHBIX TeTepOapUJIbHBIX TIPYII, B KOTOPBIX TIe€TEPOApOMATHUYECKOE KOJbLIO
3amerieHo 1-3 (Hampumep, 1-2) aromamu asora. KOHKpeTHO, reTepoapiiibHble IPYIIbI MOTYT
ObITH HE3aBHCHUMO BBIOpPaHbI M3 NHPpOa, Ppypana, THODEHa, MUPa30iIa, UMHIA30J1a, OKCA30Ia,
W30KCa30ja, Tpuasosa, OKcaauasona, THajauaszona, TeTpasona, NHUPUANHA, NHPUAA3UHA,
NUPUMUJMHA, THpa3nHa, TPUa3nuHa.

MoskeT ObITh, YTO B JIFOOOH IpyIie, KOTOpasi SIBJISIETCS] apHIIbHOM WIIM TeTepOapUIIbHOM
IPYNIOH, Takas apuiibHAs WM TeTepoapuiibHas TPyIIa MOXET ObITh HE3aMEIIeHHOW WU
HeOOs13aTeNbHO 3aMELIEHHOH, 1€ 3TO XMMHYECKH BO3MOXKHO, 1-5 3aMECTUTENsIMU, U3 KOTOPBIX

KaXXIbIH HE3aBHCHMO B KaXKJIOM ClTy4ae BbIOpaH u3: rajorena, HUTpo, unano, NRR? NR*S(0O),R?,
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NR?*C(O)R?, NR*CONRR? NR?*CO2R? OR?, SR? S(O)R?, S(O):R? S(0)NR*R?* COR* C(O)R?,
CONR®R? CRPRP°NR?R? CRPRPOR? C;-Cs-ankuna, Ca-Cs-ankenuna, Ca-Cs-ankuanna u C1-Ca-
rajoreHankmia, rae R? onucan Boime ast popmyst L

CoenuHeHHst MO HACTOAIIEMY H300pPETEHMIO, CONepIKalllie OAWH WM  HECKOJbKO
ACUMMETPUYECKUX aTOMOB YIJIEpOJa, MOTYT CYLIECTBOBaTb B BUAE IBYX WJIH HECKOJBKUX
crepeon3omepoB. Ecin coenuHeHne Mo HACTOSIIEMY H300PETEHHIO CONEPIKUT JBOWHYIO CBSI3b,
takyto kak C=C wmu C=N rpymmny, reomerpuueckue uuc/tpanc (wiu Z/E) usomepsl sBISIOTCS
BO3MOKHBIMU. ECIH CTPYyKTypHBIE H30MEPBI SIBJISIOTCS B3aUMOINPEBPALIAEMBIMH TPU TTOMOIIN
Oapbepa C HHU3KHUM JHEPronoTpeOJeHHEeM, MOKET BO3HHUKAThb TAayTOMEPHAs HM30MEpHs
(«tayTOoMepusi»). DTO MOXKET NMPUHUMATh (POPMY MPOTOHHOH TAyTOMEPUH B COEIWHEHHUSX IO
HACTOSIIEMY M300PETEHHIO, COMEePIKAIlNX, HAPUMED, UMUHO-, KETO- WIIH OKCUMHYIO TPYIITY, WA
TAaK HA3bIBAEMON BAJICHTHONM TAyTOMEPUHM B COECOUHEHMSX, KOTOpBIE COAEpKAT apOMaTHUYECKUN
¢parment. U3 3TOrO Clieayer, U4TO MPOCTOE COSNUHEHHE MOKET NPOSBISTH OOJie OFHOrO THIIA
W30MEPHH.

B oOvem Hactosimero u3oOpeTeHHs BKJIOYEHBI BCE CTEPEOM3OMEPBI, I€OMETPHUYECKUE
U30Mepbl W TayTOMEpHble (OPMBI COEAWHEHUIH IO HACTOSAMIEMY H300PETEeHHIO, BKIFOUAsS
COEMHEHMUS, MPOSIBIIFOIINE OOJIee OTHOTO THITA H30MEPUH, U CMECH OTHO WITH HECKOJIBKUX M3 HUX.
Takxke BKIIOYEHBI KHUCIOTHO-aJNTHUBHbIE WM OCHOBHBIE COJIM, TZ€ TNPOTHBOHOH SBJISETCS
ONTUYECKN aKTHBHBIM, Hampumep, d-makrat wim |-musuH, wm pauemuueckuMm, Hampumep, dl-
Taptpat wiu dl-aprusus.

CoenvHeHHsI 1O HACTOAIIEMY H300PETEHHIO MOTYT OBITh HMOJYYEHbI, XPAHUTHCS W/WIN
UCIIOJIB30BAThCS B (hOpMeE arpOHOMHYECKH npuemiieMoi comu. IToaxonsmue comu BKIIOYAOT B
ceOsi 0e3 OrpaHWuYEHHUs] COJMU MPHUEMJIEMbIX HEOPraHMYECKHMX  KHCJIOT, TaKHX Kak
XJIOPUCTOBOOPOAHBIE, cepHbIe, (hochOpHbIE, a30THbIE, KapOOHOBBIE, OOpHBIE, Cyb(haMOBbIE U
OPOMHUCTOBOIOPOIHBIEC KUCIIOTBI, FJTH COJTU ArPOHOMHYECKH MPHEMJIEMbIX OPTaHUYECKUX KHCIIOT,
TAaKUX KaK yKCYCHBbIE, TPOMHOHOBBIC, MACJsIHble, BHHHOKAMEHHbIC, MAaJICHHOBBIE,
TUAPOKCUMAJICMHOBBIE, (yMapoBble, SOJNOYHBIC, JIMMOHHBIC, MOJIOYHBIE, MYILIHHOBBIE,
IJIFOKOHOBBbIE, OCH3OHHBIE, SIHTapHbIC, INaBEJeBble, (DEHUIYKCYCHbIE, METAHCYJIb(pOHOBBIE,
TOJIYOJICYJIb(OHOBBIE, OEH30JICYIb(OHOBBIE, CAJIHLIMIOBbIE, CYJIb(paHIIOBBIE, aCTAPArHHOBBIE,
IJIyTAMHHOBBIE, 3JI€TOBBIE, CTEAPUHOBBIE, NAJIbMUTHHOBBIC, OJIEHHOBbIE, JIAYPUHOBBIE,
MIAHTOTEHOBBIE, 1y OMIIbHBIE, ACKOPOMHOBBIE U BaJlepUaHOBbIE KUCIOTHL. [Toxxosiimue comu TaKkke
BKJIFOYAIOT B c€0s1 COJIM HEOPTaHNYECKUX U OPTaHUUECKUX OCHOBAHUI, HAITPUMEP, MPOTHBOUOHOB,
taknx kak Na, Ca, K, Li, Mg, ammonuii, Tpumetiuicyibgonuii. CoennHeHns Takke MOTYT ObITh

HIOJTY4€HbI, XPAaHUTBHCS W/UITH UCTIOJIBb30BaThes B (popme N-okcuna.
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I{uc/TpaHc-u30Mepel MOTYT OBITH pa3/eNeHbl TPAJULHUOHHBIMH METOIMKAMH, XOPOLIO
U3BECTHBIMU CHELMAJIICTAM HACTOsALIed OoONacTh TEeXHMKH, Hampumep, Xpomarorpapued u
(paKLMOHHOW KPUCTAJUTU3ALIUEH.

TpamuuuoHHbIE METONUKHU Ui TOJYYEeHUs/BbIAENEHN OTAENbHBIX SHAHTHOMEPOB, IPU
HEOOXOAMMOCTH, BKJIFOUAIOT B Ce0sl XHUPAJbHBIA CHHTE3 M3 IMOAXOISIIEr0 ONTHYECKH YHCTOrO
HpeKypcopa WK pacileruieHne pareMata (WM paleMara COJU I IPOU3BOAHOTO) C IPUMEHEHHEM,
HaNpUMep, XMUPaJbHOMN KUIKOCTHOU XpomaTorpaduu Beicokoro aasnerus (HPLC). Takum oOpazom,
XHUPAJIbHbIE COSMHEHHUS M0 HACTOSIIEMY U300PETEHHIO (M MX XUPATbHBIE IPEKYPCOPHI) MOTYT OBITH
NOJIy4eHbl B SHAHTHOMEPHO oOorameHHoW (opMe ¢ MpUMEHEHHEeM XpoMaTorpaduu, TUITUYHO
HPLC, Ha acUMMeTpUYHOW CMOJE C TIOABMKHOW (ha30i, COCTOSIIIEH U3 YIIIEBOAOPOIA, THITMYHO
TernTaHa WM rekcana, conepskareii ot 0 1o 50% mo 00bpeMy U30IMponaHona, TUIIHO OT 2% 10 20%,
U 1Tl KOHKPETHBIX puMepoB oT 0 10 5% mno obvemy ankmiamuHa, Hanpumep, 0,1% nustunamuHa.
KoHueHTpupOoBaHUEM 3J1F0aTa MOMy4ain O0OTAIEHHYIO CMECh.

AJNBTepHATHBHO, paneMar (WM paleMUYeCKUH MPEeKypcop) MOXKET B3aUMOIEHCTBOBATH C
NOAXOASALINM ONTHYECKUM AKTHUBHBIM COCIAMHEHUEM, HallpuMep, CIUPTOM, WM B CIydae, eCiu
COEMHEHHNE IO HACTOSIIEMY H300pPETEHHI0 CONEP)KUT KHCJIOTHBIA WM OCHOBHBIA (DparMeHT,
OCHOBaHWE WJHM KHCIIOTY, TaKyl Kak |-(eHMJISTHJIAMUHOBYIO WJIM BHHHOKAMEHHYIO KHCIIOTY.
[Mony4yennasi nuacrepeoMepHasi CMeCb MOXKET OBITh pa3zefieHa METOIOM Xpomartorpaduu wu/wiu
(bpakiMOHHONW KpUCTAUM3alMell W OOMH WM o0a [JuacTepeonsoMepa NpeBpalleHbl B
COOTBETCTBYIOIIMII(€) YHCThIN(€) SHAaHTHOMEP(bI) CITOCO0aMH, XOPOLIO U3BECTHBIMHU CIIELIUAINCTAM
HacTOsIIEeH 00JIACTH TEXHHUKH.

ITpn kpucranmmmzanuu JrOOOro pauemara, KpUCTAUIbI ABYX PA3INYHBIX THIIOB SIBIISTFOTCSI
BO3MO>KHBIMU. [1epBbIii THIT IpencTaBseT coOO0i paueMYeckoe CoenuHeHHe (MICTUHHBIN paLemar),
KOTOpPOE YKa3aHO BbILIE, re ObLia MOJy4eHa OTHA TOMOreHHast opma KpUCTajia, coaepskaiasi oda
SHAHTHOMEpPA B SKBHUMOJLIPHBIX KOJMYECTBAaX. BTOpoil THN mpeacTaBisieT cOOOH paLeMUYeCcKyrO
CMEChb WM KOHIJIOMEpaT, rae 7aBe (OpMbl KpHCTAJUla OBUIM TOJNYYE€Hbl B SKBUMOJSIPHBIX
KOJIMYECTBAX, KKIast COeprKalia MPOCTOH YHAHTHOMED.

Torma kak obe kpucramumueckue (OpPMbl, MPUCYTCTBYIOIIHME B PALEMHYECKOH CMECH,
o0Naaf0T OAMHAKOBBIMH (DM3MYECKUMH CBOMCTBAMH, OHH MOIyT 00JanaTe pasIMIHbIMA
(dm3nyecKUMHU CBOHCTBAMH TI0 CPABHEHHIO C UCTUHHBIM parieMaToM. Panemudeckue cMecu MOTYT
OBITh pa3aeNeHbl TPATUIUOHHBIMA METOAUKAMH, U3BECTHBIMH CIIELMAINCTAM HAacTOsIIeH 00nacTu
TEXHUKU — CM., Hanpumep, «Stereochemistry of Organic Compounds» by E. L. Eliel and S. H.

Wilen (Wiley, 1994).
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AKTUBHOCTb COEOMHEHHUH IO HACTOALIEMY H300PETEHHUI0 MOXKET OBITh OLIEHEHa
pa3nuuHbIMH in silico, in vifro W in vivo ananmzamu. In silico aHanu3bl Pa3IMIHBIX COSIUHEHUH
ObUIN TPEICTaBIICHBI KaK MPOTHO3UPYIOIINE OKOHYATENbHYIO i1 Vifro U 1aXe in Vivo aKTUBHOCTb.

Hacrosimmee n3zoOpereHue Takke BKIOYAaeT B ceOs BCE SKOJOTHMUYECKH IPUEMIIEMbIE
m30TonHO MeudeHble coenuHerus: Gopmyin (I) - (XI) u ux CUHTE3bl, TA€ OAMH WM HECKOJBKO
aTOMOB 3aMEHEHbl aTOMaMH C OJUMHAKOBBIM AaTOMHBIM YMCJIOM, HO C aTOMHOH Maccod wiu
MaCCOBBIM YHCIIOM, OTJIMYHBIM OT AaTOMHOW MacChl MM MAacCOBOTO 4YHCJIA, OOBIMHO
BCTPEUAIOIEr0Csl B IPUPOJE.

[TpumMepbl M30TOMOB, MOAXOMSALIMX IJIsI BKIFOYEHUS B COCOMHEHHUS IO HACTOSIIEMY
H300peTeHHI0, BKIIOYAIOT B cebsl M30TONbI Bonopoaa, Takue kak “H u *H, yriepona, Takue kak
¢, BC u C, xnopa, Takue xax *°Cl, ¢propa, Takue xax '°F, #iona, Takue kak '’ u 2’1 asora,
takue kak PN u °N, xkucnopona, takue kak 0, 1’0 u'®0, pocdopa, Takue xak **P, u cepsl, Takue
Kak >°S.

H30TOMHO MeueHble COeAMHEHUS OOBIYHO MOTYT OBbITb MOJy4Y€Hbl TPATHLIMOHHBIMH
METOIMKAaMH{, HW3BECTHBIMH CIIEL[HAIIUCTAM HACTOSINEeH OOJacTH TEXHHWKH, WM CIOCO0aMH,
aHAJIOTHYHBIMHU OIMMCAHHBIM, C IPUMEHEHHEM COOTBETCTBYIOIIETO H30TOITHO-MEYEHOTO peareHTa
BMECTO PaHee UCIIOIb3YEMOro HE MEUEHOT'0 peareHTa.

ITo Bcemy ommcanuto U Gopmyse N300pETeHNsI STOr0 HACTOALIETO M300PETEHHsI CIOBA
«COHEPKUT» U «BKJIIOUaeT B ceOs» M BapualMU CJIOB, HANpHMEp, «COAEPKAIUI» M «4TO
COZEP>KUTY», O3HAYAET KBKJIIOYAET B ceOst Oe3 OrpaHUveHus», U He NMPEeayCMOTPEHO, YTO (U He)
UCKJIFOYaeT APyrue pparMeHThl, JOOABKH, KOMIIOHEHTBHI, LIEJIbIe YUCIIa WIIN CTaUuH.

ITo Bcemy ommcanuoo u Qopmyie u3o0pereHus Hacrosmero uszodpereHus ¢opma
€IMHCTBEHHOTO YHCJIa OXBATHIBAET (POPMY MHOKECTBEHHOT'O YHCJIA, €CJIU B KOHTEKCTE HE YKA3aHO
uHOe. B 4acTHOCTH, MPU UCTIOIB30BAHUHU HEOTIPEACICHHOTO apTHKIIS SIBJISIETCS MOHSTHBIM, YTO B
ONMUCAHUU PACCMATPHUBAETCS MHOJKECTBEHHOE YHCJIO, & TaKKe€ €JUHCTBEHHOE YHCIIO, €CJIU B
KOHTEKCTE HE YKa3aHO HHOE.

SIBnsieTCsl TOHSITHBIM, YTO TMPHU3HAKH, LEJble YHCIA, XapaKTEPUCTHKH, COSTUHEHHUs,
XUMHYECKHe (PparMeHThl WM TPYIIIbI, OMHCAHHBIE COBMECTHO C KOHKPETHBIM aCIEKTOM,
BAPUAHTOM OCYIIECTBIICHHS WIH MPUMEPOM HACTOSIIEro M300pEeTeHus, MPUMEHUMBI K JF000MYy
APYrOMYy acIeKTy, BapHaHTy OCYINECTBJICHUS WM TPUMeEpY, OMHUCAHHOMY B HACTOSIIEM
n300peTeHNH, 32 UCKIIFOYEHNUEM, €CITH OHU HE COYETAIOTCS.

Ecnu HeoOxoamuMo, COeAMHEHHUS COTIIACHO HACTOSIIIEMY H300PETEHHIO MOJKHO IIPUMEHSITh
B KauecTBe (YHTUIUIOB B ONPEEICHHbIX KOHIEHTPALMSIX WIM HOPMaX BHECEHHS.

B cooTBeTCTBHM C APYrHM acleKTOM HACTOALIEr0 N300pPETEeHNUs MPEAIoaraeTcsi crnocod

KOHTPOJIsI TPUOKOBBIX OOJIE3HEW PAaCTeHMH, CENbCKOXO3SIICTBEHHBIX KYJNBTYp HIIM CEMSH, NpH
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3TOM CHOCO0 MpenyCMaTpUBAaeT BHECEHHE AarpoHOMHYECKH 3((EKTUBHOrO M, IO CYTH,
HEe(PUTOTOKCUYHOTO KOJIMYECTBA COEIUHEHUs] COTJIACHO HACTOSIIEMY M300pPETEHHI0 Ha CeMeHa
pacTeHuii, Ha CaMM PACTEHHsI UM HA YYaCTOK, 7€, KaK Mpearnonaraercs, OyayT pacTu pacTeHHUs.

IlecTunua MOXXKHO BHOCUTb B BHUJE CpPEACTBA JJIsI OOpaOOTKM CEeMsiH, IOCPEACTBOM
BHEKOPHEBOT'O BHECEHMs], BHECEHHMsI Ha cTeOenb, BHECEHHs MOCPEACTBOM IMPONMUTHIBAHHS WU
KareJbHOrO BHECEHUs! (BHECEHHE C MOJMBHOM BOJION) HA CEMEHa, PACTEeHHE, WJIH TUION PACTEHHS,
WIN B NOYBY, WIM B MHEPTHBIH cyOcTpar (HampuMep, HEOpraHudeckue cyOCTpaThbl, Takue Kak
NIECOK, MUHEpaJIbHAsl BaTa, CTEKJIOBATA, BCIIYYEHHbIC MIHEPAJIbI, TAKUE KaK MEPJIUT, BEPMUKYJIUT,
LEOJIUT WJIM BCIYYEHHAs TJIMHA), TeM3a, MUPOKIACTUYECKHE MaTepuajbl WIH MPOIYKTHI,
CHHTETHYECKHE OpraHuyYecKue cyOcTparhbl (Hampumep, NMOJHYpPETaH), OPraHuYeCKue CyOCTpaThl
(Harmpumep, Top(, KOMITOCTBI, MPOAYKTHI HA OCHOBE APEBECHBIX OTXOJOB, TAKHE KaK KOKOCOBOE
BOJIOKHO, APEBECHOE BOJOKHO WJIM OOpe3KH, IpeBecHas Kopa), WM B JKUAKUH cyOcTpar
(HampuMep, TUTABAKOIIHNE THAPOIIOHHBIE CUCTEMBI, METOAMKA MTUTATEBHOTO CIIOS, a3POIIOHUKA).

B cooTBeTCTBMM C JONOJHUTENBHBIM AaCHEKTOM HACTOsIIee H300peTeHne TaKxke
OTHOCUTCSI K (PYHTMUMIHON KOMMO3HULIMH, copepkamed >¢dexTnBHOe W HEPUTOTOKCHIHOE
KOJIMYECTBO AKTHBHOTO COENMHEHHMs IO HacTosmeMmy un3oopereHmo. Kommosuiust MokeT
JOTMOJTHUTENBHO CONEPIKaTh OAUH WIIN HECKOJIBKO JOMOJHUTEIbHBIX (PYHIULIUAOB.

Tepmun «3¢dexTuBHOE U HEPUTOTOKCHYHOE KOJIUYECTBO» O3HAYAET KOJMYECTBO
MEeCTHLIU/A COTJIACHO HACTOALIEMY H300pETEHHIO, KOTOPOE SIBJIETCS JOCTATOUHBIM AJIsl KOHTPOJIS
WIN  YHUYTOXKEHUs  JEOOOro W3  3aJaHHBIX  BpeauTeNell, MpPUCYTCTBYIOLIUMX  HA
CEJIbCKOXO3SIICTBEHHBIX KYJIbTypax WM CKJIOHHBIX K IMOSIBIEHHIO Ha HHUX, U KOTOpOE He
OKa3bIBa€T KAKOTO-TMOO 3HAYUTENBHOTO BPEOHOTO BO3JEHCTBHS HA CEIbCKOXO3SIHICTBEHHBIE
KYJBTYPbI HJTH (PAKTHYECKH OKA3bIBAET TOJIOKUTEIBHOE BO3ACHCTBUE HA )KU3HEHHOCTh PACTEHHI
U IPUBOJMT B PE3yJIbTaTe K OTCYTCTBHIO Oprann3Ma-muieHu. Konndectso Oyaer BapbUpOBaTh B
3aBHCHUMOCTH OT BPEAMTEIS, MOIJIEKAIIErO KOHTPOIIIO, THIIA CETbCKOXO3SIICTBEHHOM KYJIBTYPBI,
KJIMMAaTHYeCKUX YCJIOBHH U COCAMHEHHUH, BKJIIOUEHHBIX B MECTHLUAHYI) KOMIIO3UIHIO. JTO
KOJINYECTBO MOXKHO ONPEAENHTh C MOMOINBI) CHUCTEMATHYECKHUX WCIBITAHUNA B MOJIEBBIX
YCIIOBHSAX, KOTOPBIE HAaXOISATCS B PaMKax KBAJTU(UKAIMM CIEMUANNCTa B JaHHOW obiactu
TEXHUKU.

B 3aBHCHMOCTH OT UX KOHKPETHBIX (PH3HUYECKUX W/HMIN XUMHYECKUX CBOWCTB aKTHBHBIC
COEMHEHNUs] COTJIACHO HACTOSIIEMY M300pPETEHHI0 MOXHO COCTaBUTh B BHAE PAaCTBOPOB,

S5MyJIbCUH, CyCHEH3WH, NOpPOLIKOB, I€H, [acT, TIpaHyJ, adspo30jeH, Mpenaparos,

2
MUKPOUWHKAINICYJIUPOBAHHBIX B MMOJIMMEPHBIX BECIICCTBAX U B MaTCpUaIax MOKPLITUA JIA CEMSH, a
takke B Bune ULV (cBepxmanbiii 00beM) COCTaBOB [Jisi a’3pO30JIbHOM 00paboTku ¢

HUCIOJIB30OBAHUEM I'€HEPATOPOB XOJIOAHOTO U TCILJIOIO TyMaHa.
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AKTUBHBIE COEAMHEHHUS MOXXHO NPUMEHITh B YHUCTOM BHUIE WJIM B BHIE COCTaBa,
HaIpuMep, FOTOBBIX K MPUMEHEHUIO PaCTBOPOB, SMYJIbCUH, CYCIIEH3UI HA BOJHON WM MACISTHON
OCHOBE, IIOPOIIKOB, CMAauMBa€MbIX IIOPOIIKOB, IACT, PACTBOPUMBIX IIOPOMIKOB, IyCTOB,
pPacTBOPUMBIX TpaHyJ, TpaHyJ Ul pa3OpachlBaHUs, CYCHNOAMYJIbCHOHHBIX KOHLIEHTPATOB,
HATypaJbHBIX BEIIECTB, IPONHUTAHHBIX AKTUBHBIM COEAMHEHUEM, CHHTETHYECKHX BEIIECTB,
NPOIUTAHHBIX AKTUBHBIM COEIUHEHHEM, YHOOPEeHUH, a TakKe MHKPOWHKAICYJIHPOBAHHBIX
npenapaToB B MOJUMEPHBIX BEINECTBAX. BHECEHHWE MOXKHO OCYLIECTBISITh, HAIMpPUMED, C
TIOMOIIBIO TTOJINBA, Pa30pbI3TUBAHMS, PACIBUICHUsS, pa30pachlBaHuUs, OMbUIMBAHUS, BHECEHUS B
BUJIC TIEHBI, pacmpeneneHus W T.A. Takke MPeACTaBIsIeTCS BO3MOXKHBIM BHECEHHE AKTHUBHBIX
COEAMHEHUI ¢ MOMOIIBI0 Croco0a ¢ MPUMEHEHHEM CBEPXMAJIOro 00beMa HJIN BIPBICKUBAHHS
npenapaTa aKTHBHOTO COEIWHEHHs MM CaMOro AaKTUBHOTO COENUHEHHs B IOYBY. Takxke
MPEACTABIISIETCS BO3MOKHON 00paboTKa CeMsIH PaCTeHUH.

CocraBbl, conmepkaliyue COCIUHEHUs COTJIACHO HACTOSIILEMY H300pPETEHHIO, IMOJYyHYaroT
U3BECTHBIM 00pa3oM, HampuMep, MOCPENCTBOM CMELIMBAHHUA COENUHEHWH ¢ pa3OaBUTENsIMU
(HampuMep, KUOKUMH PACTBOPUTEISIMH W/WJIM TBEPABIMU HOCUTENSIMH), HEOOS3aTENIbHO, C
NPUMEHEHUEM  IIOBEPXHOCTHO-AKTUBHBIX  BEINECTB (HANpUMep, SMYJbraTopoB, H/HIN
JOUCTIEPraToOpOB, u/ v neHooOpasoBaTeeii). Cocrasbr TOTOBSIT b0 Ha
(babpukax/mpOMBIIIJICHHBIX YCTAHOBKAX, MO0, B KAYECTBE aJbTEPHATHBBI, 10 BHECEHHS WJIH BO
BpEMs HEro.

BcriomorarenbHble cpencTBa MPEACTABISIOT COOOM BelIeCTBa, KOTOPBIE SIBISIFOTCS
HNOAXOAAIIMMHU Uil MPUAAHUS CAMOM KOMIIO3MIIMM W/WIM IpernapaTaM, MOJYyYeHHbIM H3 Hee
(HanpuMep, pa3OpBI3TMBAEMbIM JKUAKOCTSM, MPOTPABUTENSIM CEMSH), KOHKPETHBIX CBOWCTB,
TAKUX KaK ONpeNeSICHHble TEXHUYECKHE CBOIMCTBA W/MJIM TaKKe KOHKPETHbIE OMOJIOTHYeCKHe
cBoOMCTBa. TUMUYHBIMU MOIXOASIIIUMH BCIIOMOTATEIbHBIMU CPEICTBAMH SIBJISTFOTCS pa30aBHUTEIH,
PACTBOPUTENH U HOCUTEIIH.

[Nonmxomsimue pa30aBUTENN MPENCTABISAIOT COOOW, HAMpUMEpP, BOAY, MOJSPHbIE H
HETOJIIPHBIE  JKUAKHE OPraHMYeCKHe XUMHYECKHe BEIIeCTBa, HAmlpuMmep, U3 KJIaCcCOB
apOMAaTHUYECKUX YTIJIEBOIOPONOB U YIJIEBOAOPOAOB, OTJIMYHBIX OT apOMATHYECKHX, (TaKHX Kak
napadpuHbl, aIKWIOSH30MbI, AJTKIITHADTAINHBI, XJIOPOSH30JbI), CIIUPTHI M MOJUOJBI (KOTOPHIE,
€clii  HeoOXOAMMO, Takke MOryT ObIThb  3aMeleHbl, ATePUPUIMPOBAHBI  H/HIK
acTepu(PUIMPOBAHBI), KETOHBI (TAaKHE KAaK AlETOH, I[UKJIOTEKCAHOH), CJIOXHBIE 3QUpsl (B TOM
YHCJIe SKUPBI U Maciia) U (TI0J1H )3 (pUphl, He3aMEIeHHbIE U 3aMELICHHbIC AMHHbBI, AMUIIbI, JIAKTAMBbI
(Takue kak N-aJKWIMHUPPONUAOHBI) M JIAKTOHBI, CYJb(GOHBI U Cynb(OKCHUABl (Takue Kak

OUMETHIICYJTB(OKCHN).
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Ecnu npuMeHsieMbIM pa30aBHTEIIEM SBIISIETCS] BOZA, TAKXKE MPEACTABISIETCS BO3MOKHBIM
NPpUMEHEHNE, HalnpuMep, OPraHM4YeCKHX pacTBOpUTENell B KadecTBE BCIIOMOTaTENIbHBIX
pacTBopuTeneil. B OCHOBHOM moOAXOAsLINe >XUIKHE PACTBOPUTENU TPENCTABISAIOT COOOIL:
apOMaTUYeCKUe COEMHEHMS], TAKHE KaK KCUIIOJ, TOJYOJI TN alKMITHA(DTAINHBL, XJIOPUPOBAHHBIE
apoOMaTUYeCKue COEJUHEHUs M XJOPUPOBAaHHBbIE aju(aTHYecKue YriIeBOJOPOIbl, TaKue Kak
XJIOPOEH30JIbI, XJIOPITUIEHBI WIH METHICHXJIOPH], anu(aTHyeckue yrieBOIOPOAbI, TaKHe Kak
LUKJIOTEKCaH Wi napaduHbl, Hanpumep, HeTsHble QpPaKLUKU, CIUPTDI, TAKUE KaK OYTaHOJ MU
TJIMKOJIb, & TAKXKE UX MPOCTHIE U CIOXKHbIE 3(PUPBI, KETOHBI, TAKHE KaK aAlETOH, METHJIATHIIKETOH,
METUIM300YTHJIKETOH WM LUKJIOTEKCAHOH, CHJIBHO TOJSPHBIE PACTBOPHUTENIH, TaKUE Kak
auMeTIIhopMaMu U TUMETHIICY Ib(OKCHU.

[Monxonsimue TBEpAbIE HOCUTENN MPEACTABISIFOT COOOH, HampUMep, COJMH aMMOHHS H
Pa3MOJIOTBIE TPHUPOOHBIE MUHEpAJbl, TAKHE KAaK KAaOJWHBI, T[JIMHBL, TajbK, MeJ, KBapL,
aTTanyJbrUT, MOHTMOPWJUIOHHT WM JHATOMOBAsl 3€MJIS, M Pa3MOJIOThIC, CHHTETHUECKHUE
MHHEPAJIbl, TAKAE KaK TOHKO U3MENIbYCHHBIH TUOKCHI KPEMHUS, OKCUJ AJFOMUHUS i CUJTUKATBL,
NOAXOJALINE TBEPAbIE HOCUTENHN ISl TPAHYJ MPEACTABISIOT cO00H, Hampumep, ApoOJeHble u
(pakLMOHMPOBAHHBIE E€CTECTBEHHbIE T'OPHBIE IMMOPOXbI, TaKWE KaK KaJbLHUT, MpPamop, IMemsa,
CeMMOJIUT M JAOJOMHT, a TaKXXe CHHTETUYECKHE TIPaHyjJbl M3 MyKH HEOPraHHYeCKOro u
OpPTaHUYECKOTO MaTepuaja M TPaHyJbl M3 OPraHUYeCcKOro MaTepuana, Takoro kak Oymara,
JPEBECHbIE OIMMUJIKH, CKOpJIyIa KOKOCOBBIX OpPEXOB, CTEPKHM MAauCOBBIX TOYAaTKOB M CTEONH
Tabaka; MOAXOAIINE SMYJIbraTOPbl W/WIIN IEHO00PAa30BaTENN NMPEACTABIAIOT COOO0M, HarpuMmep,
HEHOHHbIE U AHUOHHBIE AMYJIbIATOPBI, TaKUe KaK IOJMOKCHATUJIICHOBBIE CIIOXKHbIE 3(PHUPBI
JKUPHBIX KHCJIOT, IOJIMOKCUITHUJIEHOBBIE TPOCThIE 3(HPBI JKHUPHBIX CIHPTOB, HAMpPUMEP,
ANIKUJIAPUIIOBBIE  MPOCThIE 3(QUPHI  MOJUTJIMKOJEH, aTKUICYJIb(OHATHL, AJTKUICYJIb(aTHI,
apuiICyb(OHATBI, a TaKXKe THAPOJIN3AThI OEJIKOB; MOAXOMAALINE AUCIEPraTOpPbl MPEACTABISIFOT
co0Ol HEMOHHbBIE W/WJIM HOHHBIE BEIECTBA, HAMPUMEP, U3 KJIACCOB MPOCTHIX 3(UPOB CIIUPTOB U
POE w/unu npoctbix 3¢upos ciuptoB U POP, coxHBIX 3UPOB KUCIOT W/ UK CIOXKHBIX 3(UPOB
POP-POE, ankunapmioBsix mpocTbix 3¢upos w/wmnu npocteix 3¢upos POP-POE, anaykTos ¢
xkupamu w/wn annykroB POP-POE, momuonbabix mnpomsBoaHbix POE w/wiu mOMHOMBHBIX
npom3BogHbeix POP, amgnyktoB POE- w/mwmum POP-copbutana wnm caxapoB, ajKuJl HIIH
apwicyab(paToB, alKWJI- WIA apwicyibQOHATOB U aikwi- wik apuidocdaroB wim
COOTBETCTBYIOLINX aAAyKTOB mpocTeix 3¢gupo PO. bonee Toro, moaxonsimue ONUTO- HIIH
NOJIMMEPBI, HAIIPUMED, MOJYIEHHbIE U3 BUHIJIOBBIX MOHOMEPOB, U3 aKpUJIOBOH KHCIOTHI, U3 EO
w/wnmm PO ornensHO iy B KOMOMHANMU, Hampumep, ¢ (MOJIM)CnUpTamMu WK (IO )JaMHHAMH.

Taxsxe NPpeaACTaBJIACTCA BO3MOXKHBIM  HCIIOJIb30OBAHUE JIMTHHHA W €Tr0 IMPOU3BOAHBIX C
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CyNb(OHOBBIMH  KHCJIOTaMH, HEMOAM(PHUIUPOBAHHBIX W MOAU(PUIMPOBAHHBIX  LEJUIFOJIO3,
ApOMAaTHUYECKUX W/HITN aNn(paTHIECKUX CYJIb(POHOBBIX KUCJIOT U X aAYKTOB C (POPMaIbIETUAOM.

B cocraBax MOXHO TPUMEHITb CPENCTBA, MPHUAAIOLINE JIMIKOCTh, TaKUe Kak
KapOOKCHMETHIILIEIUTION03a U HATypallbHble U CHHTETHYECKHE MOJHMEPbl B BHUJE MOPOIIKOB,
rpaHys]l WIM JIATEKCOB, TaKWe KakK apaBHiickas KaMenb, MOJUBUHWIOBBI CIUPT U
TIOJIMBUHMJIALIETAT, & TAKKe HAaTypasibHble (Goconumuapl, Takue Kak 1edaanHbl U JEMUTHHBI, 1
cuHTeTn4deckue Gochomumnumsl.

JlonoHUTEbHbIE JOOABKU MOTYT MPEACTaBJISTh COOOH MHHEpaJbHBIE H PACTUTENIbHBIC
macna. Takske mpeacTaBiIsieTcs BO3SMOXKHBIM T00aBJIEHHE KPACUTENIEH, TAKUX KaK HEOPTaHHUECKUe
NUTMEHTBI, HATIPUMep, OKCHUJIA JKejle3a, OKCHAA TUTaHA M OEpPIMHCKOH Ja3ypH, M OPraHUYeCKHX
KPAaCALINX BELIECTB, TAKUX KaK aJIM3apPUHOBBIE KPACHTENH, a30KPACHTENH U KPACHTEH HA OCHOBE
(pTaNOLMAaHUHOB METAJUIOB, U MHUKPO3JIEMEHTOB, TAKUX KaK COJHM JKeye3a, MarHus, Oopa, Meny,
kobasbTa, MoMMOIeHa U LMHKA. [Ipyriue Bo3MOKHBbIE TOOABKU NPEACTABIAIOT COOON TyLTUCThIC
BEIECTBA, MHUHEPAJIbHBIE WM PACTUTEIbHbIE, HEOOA3aTeNbHO, MOAU(HUIMPOBAHHBIE Macia |
BOCKH.

CocraBbl Takke€ MOTYT COAEP)KaThb CTaOWIM3AaTOPBI, HANpUMEpP, CTAOMIIM3aTOpPbI NPHU
HU3KUX TEeMIepaTypax, KOHCEPBAHTHI, AHTHOKCHAAHTBI, CBETOCTAOMIIM3ATOPbI WM ApPYyrUe
CPeICTBA, KOTOPBIE YIIYYINAIOT XUMHYECKYIO W/ (PU3HYECKYI0 CTaOUIIbHOCTb.

CocraBel 00praHO copepkat ot 0,01 mo 98% mo Macce aKTHMBHOTO COEOMHEHWS,
npeanoutuTesbHo, ot 0,1 10 95% u, ocobenno npeanoyrurensHo, ot 0,5 1o 90%.

AKTHBHBIE COEJUHEHHSI COTTIACHO HACTOSIIEMY M300pPETEHHIO TAK)Ke MOYKHO IPUMEHSTh B
BUJIE CMECH C JPYTUMH H3BECTHBIMH (DYHTHLHIAMM, HANpUMep, Ui YJIYUIIEHUs CIEKTpa
AKTUBHOCTH WJIH JJIS1 CHIDKSHUS WM 3aMEIJICHHS PA3BUTUS YCTOWYHBOCTH.

Tak>ke BO3MOKHA CMeCh C APYTUMH U3BECTHBIMH aKTUBHBIMHU COSTUHEHUSIMH, TAKMMHU KaK
HEMAaTOLIUbI, aKAPULUbI, TepOULIUABI, HHCEKTULMbI, OaKTepULMIbI WIH ApyTrue (YHTHLIHIBL
WIN ¢ YOOOPEHUSIMH U PEryJSITOpaMH POCTA, AHTHUAOTAMH WJIM XUMHYECKUMH CHTHAJBHBIMU
BEIECTBAMHU.

HNnmocTpaTUBHBIE HOPMBI BHECEHHUsS] AKTHBHBIX COCIUHEHHUN COTJIACHO HACTOSIIEMY
U300pETEHHI0 SIBIISIIOTCS  ClieAyomuMu: npu odpadorke nucteeB: oT 0,1 mo 10000 r1/ra,
npeanoututensHo, or 10 mo 1000 r/ra, ocobenno npeamnourutensHo, oT S0 mo 300 r/ra (ecnm
BHECEHHE OCYIIECTBIIIIOT MOCPEACTBOM IIOJIMBA MM KAaleJbHOTO BHECEHHs, NPENCTaBIISETCS
BO3MOXXKHBIM JIa’K€ CHM3UTb HOPMY BHECEHHS, B OCOOCHHOCTH, KOTJa NPHUMEHSIOT WHEPTHBIE
cyOcTpaThl, Takue Kak MUHEpaJbHAsl BaTa WK NEPJnT), pu oOpadoTke cemsH: oT 2 1o 200 r Ha
100 kr cemsiH, mnpeamouytutenbHO, OT 2,5 mo 150r mHa 100 kr cemMsH u, OCOOEHHO

MPEANOYTUTENBHO, OT 2,5 10 25 1 Ha 100 Kr ceMsiH, 0COOEHHO MPeANOUTUTENBbHO, OT 2,5 10 12,5 T
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Ha 100 kr cemsiH; npu obpaborke moussl: or 0,1 mo 10000 r/ra, mpeamourutensHo, oT 1 110
5000 r/ra.

KOMHO3I/IHI/II/I COMNIaCHO HACTOALEMY I/1306peTeHI/II'O ABJIAOTCA ITOAXOOAIIUMHU OJIA 3a1UThI
MOO0T0 COpPTa paCTEHHI, KOTOPBIH HCIIOIB3YETCS B CETbCKOM XO3SHCTBE, B TEIUTULIE, B JIECAX HIIH
B CaJJOBOJICTBE, U, B YACTHOCTH, 3€PHOBBIX (HAaNpuMep, MIIEHULIBI, TYMEHs, PIKU, TIPOCa U OBCA),
Mamca, XJOMYaTHUKA, COH, pUca, KapTodes, MOACOTHeYHKa, 0000B, Kode, CBeKIIbl (Hanmpumep,
caxapHOW CBEKJIbI U KOPMOBOH CBEKJIbI), apaxuca, OBOIIel (HampuMmep, TOMATOB, OTYPIIOB,
Pa3sHOBHIHOCTEH JIyKa M cCajiaTa-JaTyka), pPa3HOBUIHOCTEH Ta30HHOW TpaBbl, (PPYKTOBBIX H
OPEXOIUIONHBIX JepPeBbeB (Hampumep, sI0JIOHb, TPYLIEBBIX IEPEBbEB, MEPCHKOBBIX IEPEBBLEB,
HEKTApUHOBBIX JEPEBLEB, a6pI/IKOCOBbIX ACPECBLEB, JICIIWHDBI, IICKaHA, MaKaJaMUH, (bHCTaLHKOBbIX
IEepPEeBbEB), SATOAHBIX KYJbTYp (Hampumep, pPa3sHOBUAHOCTEH KIYOHUKH, MAaJlUHbI, YEePHOH
CMOPOJIUHBI, KPACHOH CMOPOAMHBI), KyJIFTYPHOTO BUHOrpaaa, OaHAHOB, KAKA0 U TEKOPATHBHBIX
pacTeHuil.

AKTHBHBIE COEIMHEHHUS COrJIACHO HACTOSIIIEMY H300PETeHHIO B KOMOMHALIMU C XOPOLIei
TOJICPAHTHOCTBIO Y paCTeHI/Iﬁ u HOI[XOI[;IH_IGI\/'I TOKCUYHOCTBIO Y TCIUIOKPOBHBIX KMBOTHBIX U KaK
XOPOLLIO MEPEHOCUMBIE B OKPY KAIOLIEN Cpefie ABJISIOTCS MOAXOAAIIMME ISl 3aIIUThl PACTEHUN U
OpPTaHOB PACTE€HHUH, NJIsI TOBBIMEHUS YPOXKAHHOCTH, IJIs YJIYYIIEHHWs] KadecTBa COOpPAHHOIO
Marepuaia M IJisl KOHTPOJsSI BpeIuTesel, B YaCTHOCTH, I'PHOKOBBIX 3a00JIeBaHUM, KOTOpBIE
BCTPEYAIOTCS] CEJIbCKOM XO3SHCTBE, B CaJOBOJCTBE, B JKMBOTHOBOACTBE, B Jiecax, B cagax H
00BbeKTax peKpearMoOHHON HHPPACTPYKTYPHI, B 3AIMUTE XPAHALIUXCS IIPOAYKTOB M MaTEPHUAJIOB U
B cpepe rurueHsl. IX MOKHO MPEANOYTHTENBHO UCIIONB30BATh B KAYECTBE CPECTB JUIS 3aLIHUTHI

CEJIbCKOXO35I1ICTBEHHbIX PACTEHUN.

Ilpumenenue B kauecTse (PYHrHIHAOB

CoenuHeHHUs COMIACHO HACTOSIIIEMY M300PETEHHIO 00IAIAt0T AKTUBHOCTHIO (DYHTULIH/IOB.

Huwxke mnpuBeneHbl WUIIOCTPATHBHbIE MPUMEPHI CEJIbCKOXO3SIMCTBEHHBIX BpeIUTENEH,
KOTOPBIX MOKHO KOHTPOJIUPOBATH C MOMOLIbIO (PYHIHLUAHBIX COSIMHEHHIA:

BrI3biBaeMble ooMuIieTaMu 3a00JIeBaHMsI, TAKUE KaK: BbI3BaHHBIE rprOOM u3 pona Albugo
3aboneBaHus1, BbI3BaHHbIE, Hanpumep, Albugo Candida, Bei3BaHHBIE rpubOM U3 poma Bremia
3aboJieBaHuMs1, BbI3BAHHbBIE, HATIpUMED, Bremia lactucae; Bpi3BaHHBIE TpUOOM U3 poaa Peronospora
3abosieBaHus1, BbI3BAaHHbIC, HATIpUMeEp, Peronospora pisi unu P. brassicae; BbI3BaHHbIE TPHOOM U3
pona Phytophthora 3a0oneBanusi, BeI3BaHHBIE, Hanpumep, Phytophthora infestans, BbI3BaHHBIE
rpubom u3 poma Plasmopara 3a0oneBaHusi, BbI3BaHHBIE, Hanpumep, Plasmopara viticola,

BBbI3BaHHbIE IpuOOM u3 poma Pseudoperonospora, BeI3BaHHBIE, HanpuMmep, Pseudoperonospora
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humuli win Pseudoperonospora cubensis; Bb3BaHHBIE TPpHOOM 13 poxa Pythium 3abonesanus,
BBI3BaHHBIE, HaTIpuUMep, Pythium ultimum,

CoenuHeHuUs COTIACHO HACTOSIIEMY H300PETEHHIO MOTYT OBITh AKTUBHBIMU B OTHOLIEHUN
IIUPOKOTO CHEeKTpa TPHOKOBBIX 3a00JI€BaHMi, BBI3BIBAEMbIX OOMHLETAMU. B KauecTse
AJITEPHATUBBI, OHM MOTYT OBbITh AKTHBHBIMU CHELU(PHYECKH B OTHOLICHUH OMNpENeTeHHBIX
BBI3bIBAEMBIX OOMHLIETAMH 3a00JI€BaHHM, HO HE APYTHX.

ITpumeuarenbHbIMH  BO3OyAMTENsIMH  TPUOKOBBIX  3a00JeBaHMI,  BBI3bIBAEMBIX
OOMULIETAMH, SIBJISTFOTCSL:

Plasmopara viticola

Phytophthora infestans

Pythium ultimum

Bremia lactuca

Peronospora spp

ITomMumo ux GYHrHLIUIHON AKTHBHOCTH COETMHEHHSI COTTIACHO HACTOSALIEMY H300pETEHHIO
TaKke€ MOTYT 00JlaaTh HEKOTOPOI aKTUBHOCTBIO B OTHOLIEHUH IPYTHX MHKPOOOB, HAMPUMEP,
OakTepuii.

@DyHrUUUAHbIE COEAMHEHHs COMJIACHO HACTOSAIIEMY H300PETEHHI0 TaKXKe MOXKHO
NPUMEHSTh B JIeYeHHH TPUOKOBBIX 3a0oyeBaHMil y JIOAeH W JKUBOTHBIX (HampHMeD,
MIICKOMTUTAIOMINX). AHAJOTMYHO, OaKTEepULHIHbIE COCAMHEHHS COIJIACHO HACTOSIIEMY
M300pETeHNI0 MOXKHO ITPUMEHSTD B JICUEHHH OaKTepHAIbHBIX 3a00JI€BaHUH Y JIFOAEH U )KUBOTHBIX.
Takum oOpa3om, HacTosiee H300peTeHHe BKIIOYAaeT B ce0sl crocol JiedeHus: rpUOKOBOTO HITH
OakTepraIbHOTO 3a00NEBaHMUS, IIPU STOM CIOCO0 MPeAyCMaTPUBAET BBEICHHUE TEPANIEBTUUECKOTIO
KOJINYECTBA MPOTHUBOTPHOKOBOTO CPEICTBA COIJIACHO HACTOSIIEMY H300pPETeHHIO CYOBeKTy
(HarpuMmep, CyOBEKTY-4eJIOBEKY ), HyKaatomemMycs B 5ToM. CoeTMHEHNE MOXKET OBbITh COCTaBJICHO
U1 MECTHOTO TIPUMEHEHUsI B MH(PULIMPOBAHHOWM 00JIACTH TeJja, UM €ro MOXKHO COCTaBHUTD JIJIsI

NepOPaIbHOTO UJIN MapEHTEePaIbHOTO BBEECHUS.

Cunres

Crneunanucty crenyer NMOHMMATh, YTO afanTalusl CIOCOOOB, M3BECTHBIX M3 obiactu
TEXHUKH, MOXeT OBbITb KCIOJAb30BAHA MPU TONYYEHHH COEIWHEHHUH T[O HACTOSILIEMY
H300pETEHHIO.

Hanpumep, criermanuct OyaeT aBTOMAaTHYECKH 3HAKOM CO CTAaHIAPTHBIMH Y4eOHHKAMHU,
takuMu kak «Comprehensive Organic Transformations - A Guide to Functional Group
Transformations», RC Larock, Wiley-VCH (1999 unm Gonee nosmnHue mu3nanusi), «March's

Advanced Organic Chemistry - Reactions, Mechanisms and Structure», MB Smith, J. March,
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Wiley, (5-oe uznanue win Gonee mo3gnee mspanue), «Advanced Organic Chemistry, Part B,
Reactions and Synthesis», FA Carey, RJ Sundberg, Kluwer Academic/Plenum Publications, (2001
win Oonee no3gaue m3panus);, «Organic Synthesis - The Disconnection Approach», S Warren
(Wiley), (1982 unu 6onee noznuue unanusi), «Designing Organic Syntheses» S Warren (Wiley)
(1983 nnu Gonee nmo3nuue usnanus), «I'erepocyclic Chemistry», J. Joule (u3nanue Wiley 2010
wiu Oonee no3nHee uznanue), («Guidebook To Organic Synthesisy RK Mackie and DM Smith
(Longman) (1982 unu Oojiee Mo3qHUE U3AAaHUS), U T. 1., U MPUBEACHHBIMU B HUX CChUIKAMHU, B
KauecTBe PYKOBOJCTBA.

CrnienuaiucT 3HaKOM C LeJIbIM PSIIOM CTpaTeriii CHHTe3a OPraHu4eCcKUX, U B 0COOEHHOCTH
reTepOLMKINIECKUX, MOJIEKYJI, i 3TO MPenCTaBisieT coO0l 0ObIMHbBIE OOIIEIOCTYTHbIE CBEACHHUS,
NPE/ICTABJICHHBIX B y4yeOHMKax, Takux kak Warren «Organic Synthesis: The Disconnection
Approach»; Mackie and Smith «Guidebook to Organic Chemistry»; u Clayden, Greeves, Warren
and Wothers «Organic Chemistry».

XHUMHK-CTIEHUATICT OyAeT HMCIONB30BaTh CBOM CY)KICHHS M HABBIKM MPUMEHHMTEJBbHO K
HanbOonee >PQPEKTUBHON MOCIEAOBATENILPHOCTH PEAKUUi Uil CHHTE3a KOHKPETHOTO LIEJIEBOTO
COEMHEHUS U, TIPH HEOOXOMMOCTH, OyZeT HCIOIb30BATh 3aLIUTHBIE TPYIITbL. JITO OyIET 3aBHCETD,
cpeou TpoYero, OT Takux (PakTOpoB, Kak NpHpPOma IPYruX (YHKUHMOHAJBHBIX —TPYIIL,
NPHUCYTCTBYIOLIMX B KOHKPETHOM cyOcTpare. [103ToMy SICHO, YTO THIT UCIIONB3YEMbIX XUMUYECKUX
MaHUIyJ S OyJeT BJIMSATh Ha BBIOOP peareHTta, KOTOPbIA HCIIONb3YeTCs B CTAAMSX CHHTE3a,
HEOOXOAMMOCTH U THIIE HCIOJIB3YEMbIX 3aIUTHBIX IPYIIII, U MOCIEA0BATEIbHOCTH OCYLIECTBICHHS
CTaauii BBEACHUS/YAANICHNS 3aIUTHBIX TPYII. YKa3aHHbIE U APYrHe Mapamerpbl peakiyii CTaHyT
OYEBHIHbI CHELHAINCTY MOCPEICTBOM CCBUIKM HA CTaHAAPTHbIE Y4YeOHMKHM W HA TPUMEpBHI,
TIpeICTaBJIEHHbIE B HACTOSIIIIEM JJOKYMEHTE.

UyBcTBUTENbHBIE (PYHKIHOHANBHbBIE TPYIINbI MOTYT HYKAATHCSI BO BBEICHHU U yAaJeHUH
3aIUTHBIX TPYIII B MPOLECCE CHHTE3a COSIMHEHHsI [0 HACTOSIIEMY H300PETEHHI0. DTO MOKET
JIOCTHraThCsi OOIIEU3BECTHBIMU CIIOCOOAaMH, HAampuMep, ONMHCAHHBIMU B pabore «Protective
Groups in Organic Synthesis» by TW Greene and PGM Wuts, John Wiley & Sons Inc. (1999), B
CCbUIKAaX B HACTOSILLEM OTHCAHHUH.

ITo BceMy OMMCAHUIO YKa3aHHbBIE COKPALICHUS] HMEIOT CIICAYIOIHE 3HAUCHHSI:

CDI —xapOOHMITUUMHIIA30]T DCM - puxinopmeran

DDQ - 2,3-guxmnop-5,6-nqunmano-1,4-6en3oxunoH  DIPEA — aum3onponmisTHIaMUuH

DMAP — N, N-pumeTtun-4-aMuHONUPUIUH DMF — N,N-gumetundopMamun
DMSO — numeruncynbhokcun Im - numunason
LDA — nuuzonponuiaaMu JUTUS mCPBA — mema-xnopnepOeH30iHasI

KHUCJI0Ta
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NBS — N-OpoMCYKITUHUMU]T
PMB — napa-meroxcnbeH3mn
TBAF - ¢ropun terpabyTunaMMoHuUs
THF — Terparunpodypan
TCDI — TnokapOOHUIAMUMH 30T

Oy T AMME THIIC LITUJIOKCH

PE — nerponeiinbiii 3¢ up

K. T. — KOMHATHas TeMIepaTypa
Tf — TpudpropmeruncynbHoHmI
TMS — TpumeTuncunui

TBSO - mpem-

HATU - 1-[6uc(numeTtunamuno)metuiex]- 1 H-1,2,3-tpuazono[4,5-bnmupununuii 3-okcun

rekcadropdocdar

MHH — MHUHYThI

NaHMDS —Ouc(TpuMeTHICUIrI ) aMu HaTpust

LHMDS — 6uc(TpUMETHIICHITII )aMU]T JTUTHST

OmnpeneneHHbIe COCOUHEHUSI MO HACTOSIIEMY H300pPETEHHIO MOTYT OBITh TOJYYEHbI B

COOTBETCTBHH C OOIIel CXeMOi CHHTe3a, MPEACTaBIeHHOHN HIbke. OnpeneneHHble COSTUHEHUS 110

HACTOSAILIEMY H300PETEHHIO MOTYT OBITh TMOJYYEHbBI B COOTBETCTBHH CO CIOCOOAMH  HIIH

crioco0aMy, aHAJIOTHYHBIMU OMMCAHHBIM B mpuMepax 1 - 48.

O01mas cxeMa CHHTe3a

1 3 R1 R1
H,N—R
2I\NOZ b 2|\N02 2|\NH2
(R )y_/ —— (R )y_/ — (R )yT/
F NH NH
a c |‘:{3 d l |‘;{3
R1 R1
H
N
(R3] D 2 LT =0
4
N N
A \
3 3
NaOvLLNJ\Lst f R e R
RS g
R RS
|
N L2
Ry | »—0 LY TR
NI‘:{3 A
h
Cxema A

OmnpeneneHHble COENUHEHHUS 1O HACTOSINEMY H300PETEHHIO MOTYT OBITh IOJYYEHB,

UCTIONB3Ysl B Ka4deCTBE HCXOMAHBIX BeINeCTB opmo-propautpodbenszonsl a. Ilocpeactsom

oOpabotku amuHOM b B mpucyrcTBun ocHoBanus (Hanpumep, NaH B DMF) moxHO mony4arts

HUTPOAHWINHBI (popmyibl ¢. ITocpencTBOM BOCCTaHOBIIEHHSI HUTPOTPYIIIBI 0 aMUHA (HarpuMep,

C MCTIONIb30BaHUEM (OpMHATa aMMOHHMS M MAJJIAIUPOBAHHOIO YIUIS B 3TAHOJIE) MOKHO ITOJIy4YaTh
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mraMuHbl d. MoryT ObITh MoOJy4eHbl coequHeHuss (GopMyibl e (Hampumep, myreM obpaboTku
kapOonunmuumunaszona B THF npu xomuaTtHOIl Temmeparype). OOpabortkoii (ocdopHbIM
OKCUXJIOpUAOM (Hampumep, ¢ OOpaTHBIM XOJOAWJIBHUKOM) MOTYT OBITH  IOJYYEHBI
xjnopoensumunazonsl  popmyael f. Ilyrem ocymiecTBieHUs] B3aUMOAEHCTBHS COEIHHEHUN
dopmysl f ¢ ankoronsitom Hatpusi g (B kotopoii LG mpezactapisier co0oii yXOASIIYO TPYIIIy,
Haripumep, OTH, Cl, Br, I) (nanpumep, B DMF) nonyuanu coenunenus ¢popmyinsl h, moarpymmy

COEMHEHHI 10 HACTOsIIEMY M300peTeHnIo (cxema A).

R’ R
H
o NH: N
AL
(R?), T - R J S
ZNH N LG—R*
d L3 R3 \j
R 1
R R’
RX N R
Ry T Yso, ~  ® ] )S
N A Z >N
\ \
| R NaO\/L\NJ\LZRG Kk R
\“ RS
R’ RS
|
X ~, 1N L2
R 1 \ 9] L1 RG
(Ra)y i P N>_ \ﬂ/
A
\
h R
Cxema B

OmnpeneneHHble COEAMHEHUS IO HACTOSIIEMY H300PETEHUI0 MOTYT OBITh IOJYYEHB,
UCIIONIB3YSl B Ka4eCTBe MCXOAHBIX BemlecTB auamMunbl d. CoenuneHust GopMyisl i MOryT OBITH
obpazoBanbl (Hanpumep, oopadotkoit TCDI B THF). ITyreM ocyiecTBIeHHs] B3AUMOAECHCTBHS C
snekrpoduiom j (B kotopom LG npexacrasisier coboit yxonsmyro rpymmny, Hanpumep OTT, Cl, Br,
I u R* moskeT ObITh 10001 ynoOHo# rpymnmoii) monydanu coequnenus: popmyiisl k. O6pabdoTkoit
mCPBA (wanpumep, B DCM npu KOMHAaTHOH TeMmriepatype) MOTyT ObITh MOJIyYeHbI CYJIb(OHBI
¢dopmyasl 1. TlyTem ocyiiecTBieHNsT B3aMMOACHCTBHS C aJIKOTOJIITOM HAaTpusi m (Harmpumep, B
DMF npu KOMHaTHO# TeMnepary pe) nojy4aiu coearuHenus popmyisl h, noarpynmny coenuHeHui

MO HACTOsIEMY U300peTeHuto (cxema B).

R’ R

5
RS R
D ONN N o R RO, N\>—o/\L1'h\IfL2\R6
Ry L 7o R = T
! A ks

Cxema C
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AnbTepHaTUBHO, 00paboTKOH coemuHEeHUH (GOpMyJbI N reTepourkioM ¢Gopmyisl o (B
kotopoit LG mpencrasnsier coboit yxomsamyro rpymmny, Takyio kak F, Cl, Br, OTf, SO;R¥)
(HampuMep, B MPHUCYTCTBUU OCHOBaHMsA, Takoro kak NaH, B moaxonsiueM pacTBOpUTENE, TAKOM
kak DMF, npu noxxozsieit remnepatype, Hanpumep, 100°C) nonyyanu coenuHeHust GopMyIibl
h, monrpynmny coemuHeHui o HacTositeMy u3oopereHuto (cxema C).

R! R

RS RS
N | 2 N | 2
N N L2 X N _L2
R | Y0 TTU YRS (R2), - D=0 RS
P4 l\l A P N A
. H o CN
1 l
R1 RS R N 35
| ., N _L2%
2 - 2 1 \ 1 6
2y Il NN 1N e (RN >_O L R
(R, N}—o L \,ﬂ/ R NN \L]/
11a /4
h N7 N’R q N ,"\IH
\ /'\’l N’N
N’

Cxema D

B Buzme nOmMONHUTENBPHOW anbTePHATUBBI OOpabOTKOW coeanHEeHWH QOpMysbl n
paHoreHOpomunoMm (Hampumep, B auerone npu 0°C) moryt ObITh 0Opa3oOBaHbBI COSHMHEHHS
¢dopmysl p. ITyTeM ocyinecTBieHUs] B3aMMOACHCTBHSI C XJIOPUAOM aMMOHHUS, a 3aTEM C a3UIOM
Hatpus (Hampumep, B DMF npu kOMHaTHOI TeMmepaTtype) Mosydand TeTpas3osbl GopMyisl q.
AnxunuposanueM R¥-LG (rne LG npencrapisier coboii yxoasiyro rpyny, Takyto kak Cl, Br, I,
OTf) (nanpumep, B mpUCyTCTBHM OCHOBaHUs, Takoro kak K»COs, B pacTBOpuTENe, TAKOM Kak
DMF, npu noxmxopsiumei temneparype, Hanpumep, 40°C) noayvanu coenuHeHuss HOPMYJIbI I,

MOATPYTIY COSAUHEHHH MO HAacToseMy u3o0peTennto (cxema D).

AHAJUTHYECKHE METOAHKH

Om-xpomaTorpaduro MPOBOAMIIN ¢ UCTIONb30BaHNeM Biotage Isolera 4 u kapTpumkeit
Biotage® SNAP KP-Sil, 3anoHeHHBIX YaCTHIIAMU CHJIUKAreNst pa3MepoM SO MKM ¢ IUIOMAbEO
nosepxHocT 500 M%/T, MM aNbTEPHATUBHBIX KapTpumxkell (Hanpumep, Puriflash npoussoncTsa
Interchim; Claricep mpousBonctBa Agela Technologies), rme 3To ykazano. Busyamuzammro
NPOBONUJIN C HCHONb3oBaHHeM Y®-cBera (254 HM) W TyTeM OKpalIMBaHUS PACTBOPAMH
nepMaHraHaTtom kanusi, pocpopromonnOaenoBo kucinorsl (PMA) nnn HUHrUApHUHA.

Bcee cnextpsl 'H-SIMP nonyuanu Ha Bruker AVIII 400 ¢ 5 MM KBaApyNONbHBIM SIE€PHBIM

natunkoM uiu Ha Bruker AVI 500 ¢ 5 MM KBaapyIoOJNbHBIM SIIEPHBIM JaTYUKOM min Ha Bruker



34
DPX 300. Xwumuyeckue CHOBUTH BBIpAXKATd B MIJUIMOHHBIX J0JsiX (0) OTHOCHUTENBHO
pactBopurens. KonctanTel B3aumoneiictsus J eipaxkanu B ['epuax (I'm).
Macc-cniekrpomerputo npoBowin Ha Waters Alliance ZQ MS (crioco6wt A u B) unn Ha

Waters Acquity UPLC-QDA UV-MS (cnioco6 D) ¢ ucnonb3oBaHneM OJJHOTO U3 CITOCOOOB HUXKE:

Cnoco0 A (5 MuHyT, meao4yHblie 3HaYeHust pH)

Kononka: YMC-Triart C18 50 x 2 MM, 5 mxM. Ckxopocth noroka: 0,8 mia/mun. O6bem
BBEACHUSA: 5 MKJL.

[MonswxkHuas ¢asza: A — H0,

B - CH3CN

C 50% H20 / 50% CH3CN + 1,0% ammuaka (BOIH.)

Bpewms (mun) | A (%) | B (%) C (%)
0 95 0 5

4 0 95 5

4.4 0 95 5

45 95 5 0

4.5 Cron

Cnoco6 B (5 munyT, kucable 3HaueHusi pH)

Kononka: YMC Triart-C18 50 x 2 mm, 5 mxm. Ckopocts notoka: 0,8 mi/mun. OO0bem
BBEJICHUS: 5 MKIL

[MonswxHas ¢paza: A — HO

B - CH3;CN

C 50% H20 / 50% CH3CN + 1,0% MypaBbHHAasE KUCJIOTA

Bpewms (muH) | A (%) | B (%) C (%)
0 95 0 5

4 0 95 5

4.4 0 95 5

45 95 5 0

4.5 Cron

Cnoco6 D (3,5 munyThl, KHcJI0THBIE 3HAYeHus1 pH)

IToneuwxuble das3el: Boga (A)/aneronutpun (B), obe ¢ 0,1% (00pem/06beM) MypaBbHHOIA

KHCJIOTHI
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Bpems %A %B Ckopoctb  moToka
(Ma/MuH)
Hauano |98 2 1,0
0,2 98 2 1,0
2,5 2 98 1,0
3,0 2 98 1,0
3,1 98 2 1,0
3,5 98 2 1,0

Kononka: CSH C18 2,1 x 50 mm, 1,7 mxm npu S0°C

Bce peareHThI mosy4anu OT KOMMEPUYECKUX IMMOCTABLIUKOB U UCTIOIBb30BAJIH B IOJYYEHHOM
BUJIE, €CIIH HE YKA3aHO WHOE.

Bce npumepbl HaumernoBanu ¢ ucnoibp3zoBanueM ChemBioDraw Ultra 14,0.

Peakuuu mpoBOAMIM TPU TEMIIEpAType OKpPYKAKoLIeH cpensl (K. T.), €CIH HE yKa3aHO

HHOC.

CuHTeTHYECKHE NPOMERYTOUYHBIC COCAHNHCHUA

N-(3-Xnop-2-uumpodpenur)-1-memu-1 H-mempa3zon-5-amun A

NO,
Cl H /
N N,
T °N
N‘NI

[TepememBaeMyto, OXJIAKIEHHYIO JIIOM CYCIIEH3HI0 S-aMUHO- 1 -MeTrnTeTpasoa (0,847
r, 8,55 mmonb) B cyxom DMF (15 mut) obpabarsiBanu 60% aucnepcueii MUHEPAIBHOIO Macia
ruapuna Hatpust (0,786 r, 19,7 MMonb) U THepeMELIMBAIN JOMOJHUTEIBHO 5 MHH, 3aTeM
n00aBIISIIH MO KarusiM 2-Xj10p-6-pTopautpodenson (1,50 r, 8,55 mmonb) B Teuenue npudi. 2 MuH,
TakUM 00pa3oMm, 4ToObl BHYTpEeHHsII Temreparypa He npesbimana 20°C. Oxnaxnaroimy OaHro
3aTeM yAAJUIA U TEMHO-KPACHBIN pacTBOP NMEPEMELIUBAJINA IIPU HATPEBAHUU 10 K. T. B TeUeHHE 45
MHH, 3aT€M OCTOPOXHO pa3dasisuim Bomon (80 mu) u mpombiBanu sdupom (80 mi). Bomnsrit
(BomH.) cioii mogkucisim S M BomH. HCI (4 mn, 20 Mmmonb), skctparuposain EtOAc (2 x 80 mn)
U OpraHMYeCcKHe BEelIeCTBA NMPOMBIBAIN BOAOWH (2 x 80 M) M CONEBBIM pacTBOPOM, 3aTEM
oobenuasuy, cymmy (MgSO4) u KoHLIEpTHpOBaANHU ¢ nosydeHneM N-(3-xiop-2-aurpodennn)-1-
metui-1H-rerpaszon-5-amuaa A (2,11 1, 97%) B BHAE JKENTOr0 TBEPAOrO BEIIECTBA.
JIOTIOTHUTETPHON OYUCTKHU He TPebOBaJIoCh.

'H AMP (500 MI'u, CDCls3) & 8,37 (dd, J = 8,6, 1,2 'y, 1H), 8,23 (br s, 1H), 7,59 — 7,47
(m, 1H), 7,26 (dd, J= 8,0, 1,2 'y, 1H), 3,97 (s, 3H); LCMS (crioco6 B): 2,45 mun (255,1, MH").
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Ha ocHoBe TOI1 ke npouecaypsl, 4ToO U AJid CHHTECTUYICCKOTO IPOMEKYTOYHOI'O COCIUHCHUS
A, C COOTBETCTBYIOLINM HCXOJHBIM BEIIECTBOM BMECTO 2-XJIOP-O-PTOPHUTPOOEH301a MoTyHann

TaKUM 00pa3oM CIeNYIOIUe TPOMEXKYTOUHbIE COequHEHUs (mpoM. coea. A1-AS):

3 HoN S
NO, (R)y =
(R)y""‘i“ X + >_—_N‘ - - Y5 ] _ NH
5 P F /N\N’/N
—N N
\N:N
ITpom. coen. (R)y Beixon | RT? MH"
Al 3-Merokcu-5-F | 97% 2,62 (B) |269,1
A2 3-Annunoxcu 60%° 2,82 (B) |277,1
A4 3-Metun 79% 2,53 (B) |2351
AS 3-Bpom 99% 2,73 (B) |301,0°

iRT = LCMS Bpemst yaep>KUBaHUS B MHHYTaX C MPUMEHEHUEM yKa3aHHOTo criocoda (A-
D); "Tocne xpomaTorpadum;, “OuH U3 Napsl H30TOMHBIX HOHOB Br.
3-Xnop-N!-(1-memun-1H-mempazon-5-u)benszon-1,2-ouamun B

NH,
Cl H /
NN,
N
N~NI

PactBop N-(3-xnmop-2-aurpodenun)-1-merun-1H-rerpazon-S-amuaa A (2,00 r, 7,85
MMoItb) B MeTanoue (150 mur) oOpabartbiBanu Bonoi (50 mut), mopoimkooOpa3HbIM skene3oM (1,76
r, 31,5 MMonb) u xmopunom ammoHust (2,52 1, 47,1 MMoOub), 3aTeM HarpeBaii ¢ OOpaTHBIM
xojoxmibHUKOM B TedeHne 20 4. Cmech oOxnaxpand, (GUIBTPOBAIM dYepe3 LEeIUT |
KOHLIEHTpUpoBaiu. TBepmoe BemecTBo pasgensuin mexay EtOAc (100 mu, He TOJIHOCTBEO
pactBopuMbIii) 1 Boxoi (100 mut), a opraHUYecKre BellecTBa JOMOJHUTEHLHO MTPOMBIBAJIA BOIOMH
(100 mu) u coneBbIM pactBopoM, 3aTeM cymmid (MgSO4) ¢ monydeHneM TeMHO-OOpAOBOTO
TBepaoro Bemectsa (0,98 r). OcraTouHOE TBEPAOE BEIECTBO MOCHe AeKaHTauu pactopa EtOAc
pactBopsu B ipudi. 20% MeOH/DCM, cymrmmu (MgSO4) 1 KOHIEHTPUPOBAIH C TOJYYSHUEM
rpsi3HO-Oenoro TBepaoro BemectBa (0,74 T). DTH ABa TBEPABIX BEIECTBA OOBENUHSIIUA C
nonyuenuem 3-xnop-N'-(1-merun-1H-rerpason-5-un)6enson-1,2-muamuna B (1,72 r, 97%).

'H AMP (500 MI'u, DMSO-d6) § 8,40 (s, 1H), 7,19 (dd, J = 7.9, 1,3 T', 1H), 7,12 (dd, J
= 8,0, 1,3 T'y, 1H), 6,58 (t, /= 8,0 I'y, 1H), 5,28 (s, 2H), 3,87 (s, 3H); LCMS (cniocob B): 1,86
muH (225,1, MH").

B nocnenyromiem skcriepuMeHTe SKCTPaKIHOHHYI0 00paboTKy 3aMeHsun 0oJiee MpoCToi
NpOoLENYPOi: YACTUYHO KOHIIEHTPHPOBaHHBIE (PUiIbTpaThl, B OCHOBHOM 0e3 MeOH, punbsrposanu

U TBEPAO€ BELECTBO MPOMbBIBATIN BOJOH U CYLIMJIU C NOJy4YE€HUEM coequHeHus: B, conepixkaliero
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ciensl cojieit »kenesa (ymupenHble curHaibl AMP), HO TOCTATOYHO YUCTOTO ISl CIIEAYIOLIEH
CTaJluu.
Ha ocHoBe TOli sk€ mpoLenypbl, 4TO U AJIsl CHHTETHYECKOIO IPOMEXKYTOYHOT'O COETUHEHMSI
B, ¢ cOOTBETCTBYIOIIMM UCXOIHBIM BeIeCTBOM BMeCTO N-(3-xnop-2-Hurpodennn)-1-mermn-14-
TeTpason-S-amuHa A u ¢ OoJsiee mpOCThIMU IMpoLeaypaMu oOpabOTKH, Iie 5TO BO3MOXKHO H3-3a
Oonee BBICOKOH pPAaCTBOPUMOCTH TPOAYKTA, TOJNy4YaJId TakUM OOpasoM  CIeayIoIine

MPOMEKYTOUYHBIE coenuHeHus (mpom. coea. B2 u BS):

R R
3 N02 Fe, NH4C| 3 NH2
MeOH / H,0
e —
NH NH
=N N =N N
N=N N=N
Ipom. coen. | (R)y "B | Beixox | RT? MH"
B2 3-Ammumokcn | A2 | 100%° | 2,18 (B) |247,1
BS 3-bpom A5 | 59%° 221 (B) |271,1¢

iRT = LCMS Bpemsl yaep>KUBaHUS B MHHYTaX C MPUMEHEHHEM yKa3aHHOro criocoda (A-
D); ®Xpomatorpadus e Tpebosamach, ‘OTCYyTCTBHE SKCTPAKLHOHHONW 0OPabOTKH-TPOMYKT
BeIZeNsM BeimapuBanueM MeOH B Bakyyme, 3aTeM (HIBTPOBAJIM U INPOMBIBAIM TBEPAOE
BeIecTBO BOjoH; ‘ONUH U3 Mapbl M30TOMHBIX HOHOB Br.

5-®mop-3-memoxcu-N'-(1-memun-1H-mempazon-5-un)6enson-1,2-ouamun Bl

MeO  NH,
NI‘;—-N/
N/\ ’/N
N

[TepememmuBaemyto  cycnensuto  N-(5-¢prop-3-merokcu-2-uutpodenun)-1-metun-1H-
teTpason-5-amuna Al (3,08 r, 11,5 mmoub) B 3Tanosne (150 mit) B atmocdepe azora oOpabaTbiBaniu
10% mnammagnem Ha aktuBUpoBaHHOM yrie (130 wmr), 3atem ¢opmuatom ammonus (2,9 r, 46
MMOJIb) U CMECh HAarpeBalil C OOpPaTHBIM XOJOIMJIBHHUKOM B TeueHHe 8 4. Cmech crerka
OXJIAXKAIH U (UIBTPOBAIN 4Yepe3 OTUATOMHUTOBYIO 3eMIII0 B aTMocdepe a3oTa, rmoka oHa Obuia
ropstuei. @PUIBTP MPOMBIBAIH TOPSYNM 3TAHOJOM (2 X 15 M) B QUIBTPAT BOCCTAHABIMBAIH B
o0beMe BhIapUBAaHUEM 10 Hauaa ocaxaeHus. CMech 3aTeM OXJIaXAajH B JensHou Bone 1o 7°C
U TBEPJOE BEIIECTBO cobmpanu (QuubTpanyeii, MpOMBIBaJIN XOJOAHBIM 3TaHOJIOM (2 x 10 M) u
CYIIMIM B BaKyyMe C MonydeHueM S-(prop-3-metokcu-N’-(1-metun-/H-TeTpaszon-5-1un)oeH3on-

1,2-nuamuna B1 (1,29 1, 47%) B BUIe TpsisHO-0€JI0r0 TBEPAOTO BEIIECTBA.
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'H SIMP (500 MI', DMSO-d6) & 6,91 (dd, J= 10,6, 2,8 ', 1H), 6,66 (dd, J = 10,5, 2,8
I'u, 1H), 4,50 (br s, 2H), 3,88 (s, 3H), 3,81 (s, 3H); LCMS (cnioco6 B): 1,72 mun (239,1, MH).
Ha ocHoBe TO1i ske mpoIenyphl, 4TO U AJIsl CHHTETHYECKOTO IPOMEKYTOYHOTO COSTUHEHUSI
B1, ¢ cOOTBETCTBYIOILINM HUCXOAHBIM BEIIECTBOM BMECTO N-(5-(TOp-3-MeTOKCH-2-HUTPOGDEHII)-
1-merun-1H-reTpaszon-5-amuaa Al W ¢ ymOpoOLIEeHHBIMU TpoueaypamMu OOpabOTKH, THe 3TO
BO3MOKHO H3-3a Ooyiee BBICOKOW pPAacCTBOPUMOCTH NPOAYKTA, IOJNY4Yadd TaKUM 00pa3oM

clenyrolee MpoOMeKyTOUHOe coenrHeHre (mpom. coen. B4):

R . ) R
3 NO, NH,"HCOO 3 NH,
Pd/C, EtOH
 ——
NH NH
=N N =N N
N=N N=N
Ipom. coen. | (R)y UB | Beixox | RT? MH"
B4 3-Mernn | A5 | 79%° | 2,57 (B) | 235,1

iRT = LCMS Bpemsi yaep>KUBaHUS B MHHYTaX C MPUMEHEHUEM yKa3aHHOTo criocoda (A-

D); "Xpomarorpadus He TpeGoBanach.

4-Xnop-1-(1-memun-1H-mempazon-5-un)-1,3-oucuopo-2H-oensofdfumuoazon-2-muon

",

N~N’

Cycnensuto 3-xaop-N'-(1-metun- 1 H-retpason-5-un)benson-1,2-mamuna B (0,50 T, 2,23
mmojib) B cyxoMm THF (15 mut) o6padateiBanu TrokapOborunauumunaszonom (0,6 r, 3,37 MMonb) u
nepemMelmnBad B atMocepe asora mpu K. T., 3ateM nobamisumu cyxoir DMF (5 mi). Cwmech
HarpeBaiu 10 70°C ¢ 0OpaTHBIM XOJIOAUIBHUKOM B Te€UEHHE 08 4, 3aTeM OXJIAKAAIH, pa30aBisuiu
Bonoit (120 mi) u sxctparuposanu EtOAc (2 x 100 mur). Opranuueckue BelecTBa MpOMbIBAN
Bogoir (100 ™M) wu coleBeIM pacTBOpoM, 3ateM oOweamusuiy, cyumnd (MgSO4) u
KOHLIEHTPUPOBAJIHU C MOJY4E€HHEM TEMHO-KPACHOTO TBEPAOIO BELIECTBA. JTO BEIECTBO B CYXOM
BHUJIE 3arpy>KaJid B CHIIMKAresb U XxpoMaTtorpaduposanu Ha cuukarese (40 r, kaprpumk Claricep)
¢ amoupoBanneM 1-2,5% MeOH/DCM c nonydenuem 4-xnop-1-(1-metun-1H-rerpaszon-5-mn)-
1,3-nmurunpo-2H-6en3o[d|umunazon-2-tuona C (342 wmr, 58%) B BHUOe KpacHOrO TBEPIOTO
BEILECTBA.

'H AMP (500 MI'u, DMSO-d6) & 14,20 (s, 1H), 7,41 (d, J= 7,5 Ty, 1H), 7,24 (t, J = 8,1
Iy, 1H), 7,07 (d, J= 7,6 Ty, 1H), 4,09 (s, 3H); LCMS (crioco6 B): 2,52 mun (267,1, MH).
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Ha ocHoBe TOli 3xe mporenypbl, 4TO U AJIsl CHHTETHUECKOTO IPOMEXKYTOYHOTO COETUHEHMSI
C, C COOTBETCTBYIOLIUM MCXOMHBIM BEIIECTBOM BMECTO 3-xjop-N'-(1-metun-1H-terpaszon-5-
un)oen3on-1,2-quamuna B u ¢ npumenennem coenunennss DMF B xadecTBe pacTBopuTens npu
90°C Bmecro THF/DMF mpu 70°C mony4anu TakuM OOpa3oM CIEOyroInee MPOMEKYTOUHOE

coenuHenue (nmpom. coen. C1):

4 TCDI, DMF 4 H
5 uNH; ’ 5 XN
Ryt ¢, Ry L s
6 " NH 6 ~F N
7 7 S
—N N =N N
ITpom. coen. | (R)y UB |Bwixox | RT? MH"
Cl1 4-Merokcu-6-F |Bl |91%" [2,58(B) |281,1

iRT = LCMS Bpemsi yaep>KUBaHUS B MHHYTaX C MPUMEHEHUEM yKa3aHHOTo criocoda (A-
D); "Xpomarorpadus He TpeGoBanach.
4-Memun-1-(1-memun-1H-mempazon-5-un)-1,3-ouzudpo-2H-benzofdJumuoazon-2-

muon C4

HN—®

/
N _N
TN

N~N

Cycnensuto 3-metui-N'-(1-merun-1H-teTpason-5-un)oenson-1,2-nuamuna B4 (400 wr,
2,0 mmorb) B aTaHose (20 M) 1 Boze (1 mMir) oOpadaThiBain KaaueBOi CONBIO STHIKCAHTON€HOBOH
KUCIOTEI (950 mr, 6,0 MMOJIb) U MEpeMeIInBaIN ¢ OOPATHBIM XOJOAUIBHUKOM B TeueHue 4 u.
Jobasmsiin Hackimenubiii BonH. NH4Cl u Bomy, u cmech skcrparuposanu EtOAc (20 m).
OpraHuveckne SKCTPAKThl TMPOMBIBAIM  COJNIEBbIM  pactBopoM, cymmin (MgSQO4) wu
KOHLICHTPUPOBAIM B BakyymMe ¢ mnonyueHueMm 4-metui-1-(1-merun-1H-rerpason-5-mn)-1,3-
nurunpo-2H-6enszo[dJumunazon-2-tuona C4 (400 mr, 83%) B BHIE TEMHO-3KEJITOrO TBEPIOTO
BEILLECTBA.

'H AMP (500 MI'u, CDCls) § 10,15 (s, 1H), 7,19 — 7,12 (m, 2H), 6,89 (d, J= 7,7 'y, 1H),
4,17 (s, 3H), 2,47 (s, 3H); LCMS (cnioco6 B); 2,57 mun (247,1, MH").

4-Xnop-1-(1-memui-1 H-mempazon-5-ui)-2-(memuimuo)-1H-benzoldJumuoazon D

SMe
N
Cl =~
Oy
D
N
N~N
IlepememmBaemplii  pactBop 4-xjop-1-(1-merun-1H-rerpazon-5-un)-1,3-nurugpo-2H-

6enzo[d|umunaszon-2-rnona C (347 wmr, 1,30 mmonp) B cyxom DMF (3 mi) obpabarbiBanu
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kapOoHaTom nesust (593 mr, 1,8 Mmonb) u onmeranom (0,097 mu, 1,6 mmons). Uepes 1 4 cmech
pasOaBmsin Bomo#t (20 mur), mepememuBamu S5 MuH U skcrparupoBanu EtOAc (20 mo).
Opranudeckue BemecTBa NMPOMbIBaIM BOmoH (2 x 20 MJI) U COJNEBBIM PAacTBOPOM, CYLIMIIH
(MgSO4) u xpomarorpaduposanu Ha cunukarene (20 r, kaprpumx Claricep) ¢ amonpoBaHuemM
20-40% EtOAc/PE c¢ monyuenuem 4-xnop-1-(1-merun-1H-rerpaszon-5-un)-2-(meruntuo)-1H-
6enzo[d]umunazona D (183 mr, 50%) B Bune O1€1HO-PO30BOrO TBEPAOTO BEIECTBA.

'H AMP (500 MI'u, CDCl3) 6 7,37 (dd, J= 7,9, 0,9 T'wy, 1H), 7,20 (t, J = 8,0 T'ny, 1H), 6,95
(dd, /=38,1, 0,9 I'u, 1H), 3,99 (s, 3H), 2,87 (s, 3H); LCMS (cnioco6 B): 2,9 mun (281,2, MH").

Ha ocHoBe TO¥ ke mpoLenypspl, YTO U ISl CHHTETHYECKOTO POMEKYTOYHOTO COSTUHEHHS
D, ¢ COOTBETCTBYIOIINM HUCXOIHBIM BEIECTBOM BMeCTO 4-xJop-1-(1-meTun-1H-reTpa3on-5-mn)-
1,3-nmurunpo-2H-0en3o[d|umunazon-2-tuona C mojay4anum TakuM 00pa3oM  CIENyroIIue

MPOMEKYTOUYHBIE coenuHeHus (mpom. coex. D1, D4):

4
4 H Mel, Cs,CO N
N » wS2uU3 5 X /
RE —s DMF (R)y:—i;[ Y—s
8 PN 6 N
7
~
—N

N TS

N a
=N N
Ipom. coen. | (R)y UB | Bexox |RT? MH"
D1 4-Metokcu-6-F | C1 67% 2,76 (B) |295,1
D4 4-Metun C4 56% 3,19(B) |261,1

RT = LCMS Bpems yep>KHBaHHsI B MUHYTaX ¢ MPUMEHEHHEM yKa3aHHOro criocoda (A-
D).

AnprepHaTuBHO, D mony4anu OIHOPEAKTOPHBIM MPOLECCOM, HAUMHAs C coeAuHeHus B
CIEYIOIUM 00pa3oM:

Pactop 3-xnop-N!-(1-metun-1H-terpason-5-un)benson-1,2-muamuna B (3,5 r, 15,6
mMMonb) B cyxoMm DMF (30 mur) oOpabaTeiBanu TokapOoHMIAuIMHAa30J0M (4,2 T, 23,6 MMOJIb)
U TiepeMernnBai B atmocgepe azora npu HarpeBanuu 10 90°C B Teuenue 3,5 4, 3aTeM OXJIaKaaIN
(menstHasi Bona), oopadaTeiBanu HomgmeranoM (1,55 mut, 24,9 Mmmode), mepemMernuBaiy | MUH, 3aTeM
oOpabarbiBasiu kapOoHaToM 11e3ust (8,38 1, 25,7 MMOJb) U NEepeMeIINBAIN TP TEMITEPAType
okpyxkaromel cpenel B TeueHne 40 muH. Bomy (30 M) nmobaBisin UM mepeMeInnBaHUe
nponoukuiau B TedueHue 20 muH. JloGamisuin Oonbine Boabl (200 Mj1) U TBEpPAOE BEIIECTBO
cobupanu 1 mpombIBau Bonoi (2 x 100 mi) u cymmnu (2 9 B BakyyMe) ¢ mosryueHneM 4-xJiop-1-
(1-metun-1H-rerpazon-5-un)-2-(mernntuo)-1H-6en3o[d]umunazona D (3,12 r, 71%) B BHIe
TEMHO-PO30BOT'0 TBEP/IOTO BELIECTBA, KOTOPOE HE TPeOOBAJIO JONOJHUTEIBHON OUHUCTKH.

Ha ocHOBe TON XK€ aNbTEPHATUBHOM MNPOLEAYPBl, YTO M M1 CHHTETUYECKOIO

npoMexxyTouHoro coenuHenust D, ¢ coorsercTByromuM ncxonHsiM BeuiectsoM (MB) Bmecto 3-
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xnop-N!-(1-metun-1H-tetpazon-5-un)oenson-1,2-quamusa B monmydand  TakuM — 0Opa3om

CJIeYIOIHE TIPOMEKYTOUHBIE coenuHeHus (mpom. coex. D2 u DS):

i) TCDI, DMF 4
NH, 5 N/
70 90°C h N
(R)y (I (R)é L N>— S
II) Mel, 052003 7 X
—N l -—-.N\ ,'\j
N=N N=N
ITpom. coen. | (R)y "B Beixog | RT? MH"
D2 4-Annunokcu | B2 82%" 3,10(B) |[303,1
D5 4-Bpom BS 73% 3,34 (B) |327,0°

iRT = LCMS Bpemsi yaep>KUBaHUS B MHHYTaX ¢ MPUMEHEHUEM yKa3aHHOro criocoda (A-
D); "Dkcrpakumonnas 06paboTka ¢ mocaeayomei xpomarorpadueii; “OmuH U3 aphl H30TOMHBIX
HOHOB Br.

4-Memoxcu-1-(1-memun-1H-mempa3zoin-5-ui)-2-(memuimuo)-1H-o6ensofdJumuoazon

D3

PactBop 1-(1-merun-1H-rerpazon-5-un)-2-(metuntuo)-1H-6ens3o[d|umunazon-4-oma J
(48 wmr, 0,18 mmorb) B cyxom DMF (1 mui1) B atMocdepe azora oOpadaTsiBaiy iogMeTaHOM (4 MKJI,
0,06 Mmmoub), 3aTeM kapOoHaToM 1e3us (89 mr, 0,28 MMOITB) 1 TepeMeIInBaIIU IPH K. T. B TEUSHHUE
70 muH, 3ateMm pobasnsiam Oomblre ifogmerana (4 mkin, 0,06 mmonb). Eme uepes 30 muH
nobasysui Boay (25 Mi1) U cMech mepeMernuBaid B TedeHne 10 MUH, 3aTeM 3KCTParupOBaJIH
EtOAc (2 x 30 mu). OpraHudeckue BeLIECTBA MPOMBIBAIM BOXOH (3 X 25 MII) U CONEBbIM
pactBopoM, cymmid (MgSO4) M KOHLEHTPUPOBAIU ¢ monydeHueM 4-metokcu-1-(1-mermn-1H-
TeTpason-5-un)-2-(metmnruo)-1 H-6enzo[dlumunazona D3 (46 mr, 91%) B Buae OpaHKEBO-
JKEJITOrO TBEPAOTO BELIECTBA.

'H AMP (500 MTI'u, CDCl3) 6 7,20 (t, J = 8,1 ', 1H), 6,81 (d, J= 8,0 'y, 1H), 6,63 (dd,
J=28,1,0,6 I'u, 1H), 4,06 (s, 3H), 3,96 (s, 3H), 2,83 (s, 3H); LCMS (criocob B): 2,66 mun (277,1,
MH").

4-Xnop-1-(1-memui-1 H-mempazon-5-ui)-2-(memuicyivponu)-1H-
oenzofdumuoazon E

SO,Me

Cl N~
Sy
\W’;N

N~N
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ITepememmBaemelii  pactBop 4-xnop-1-(1-merun-1H-rerpason-5-mn)-2-(meruntuo)-1H-
Oenzo[d|umupnazona D (244 wr, 0,87 mmomp) B DCM (5 ™) oOpabateBamu  75%
KOHLIEHTPUPOBaHHOH 3-xyopneHOeH30iHOo# kuciotoit (500 mr, 2,2 MMOJIb) TIPU K. T. B T€YEHHE
24 4, 3arem paszbaBmmu DCM (20 mi), nmpoMbIBaiyd HACBIEHHBIM BOJIH. PacTBOPOM.
ruapokapOonata Harpus (20 M) u  conmeBbIM  pactBopoM, cymmin  (MgSOs) um
xpomatorpadupoBanu Ha cuiukarene (20 r, kaprpumk Claricep) ¢ amouposanuem 20-50%
EtOAc/PE ¢ mnonyuyenuem 4-xnop-1-(1-metun-1H-rerpazon-5-un)-2-(meruncynbhonmn)-1H-
oenso[d]umunazona E (235 mr, 86%) B Bune Oesoii neHsi.
'H AMP (500 MI'u, CDCl3) 6 7,59 (dd, J= 7,8, 0,9 T'n, 1H), 7,50 (t, J = 8,1 T'wy, 1H), 7,07
(dd, /=83, 0,9 T'y, 1H), 4,01 (s, 3H), 3,48 (s, 3H); LCMS (crioco6 B): 2,71 mun (313,1, MH").
Ha ocHoBe TO# ke mponenypsel, YTO U ISl CHHTETHUECKOTO POMEKYTOYHOTO COETUHEHHS
E, ¢ COOTBETCTBYIOIUM HUCXOMHBIM BELIECTBOM BMECTO 4-xJ0p-1-(1-meTmn-1H-reTpa3on-5-wmn)-
2-(metuntno)-1H-0en3o[d|umunazona D momywanmu — Ttakum  00pazoM  CIiEAyIOIIHE
NPOMEXYTOUYHBbIE coenHeHus (mpom. coen. E1 — ES):
4 4
5 N, MCPBA 5 AN/
(R)y{l s — (R)y:_@N\ 20
6 N 6 0]

7N [

—N ) —N "}
N=N N=N
IMpom. coen. | (R)y VB | Boixox | RT? MH"
El 4MeO-6-F | DI | 75% | 2,63 (B) |327.1
E2 4-Anmunokcu | D2 | 46% 2,96 (B) |335,1
E3 4-MeO D3 | 74% | 2,55(B) | 309,0
E4 4-Me D4 | 62% 2,92(B) |293,1
E5 4-Bpom D5 | 89% | 3,12(B) |359,0°

iRT = LCMS Bpemsi yaep>KUBaHUS B MHHYTaX C MPUMEHEHUEM yKa3aHHOTo criocoda (A-

D); *Onus 13 mapsl H30TOMHBIX HOHOB Br.

N-(6-(((mpem-Bymujioume nuicuiul) OKCU) Memu.1) RUPUOUH-2-
un)uyukionponankapboxcamuod F

N 0

|
TBSO N N%
H

PactBop 6-(((mpem-OyTUNANMETHIICHIINIT)OKCH )METHI )TUPUANH-2-amuHa (3,46 1, 14,5
mmonb) B DCM (30 mur) obpabaTeiBamu mukionponankapbormixiaopuaom (1,32 mi, 14,5 mmons)

U TpUITHIAMHHOM (2,63 mu, 18,9 MMonb) M nepememuBand Hpu K. T. B TedeHue 1 daca.
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Hobasmsuin 6onpime DCM (40 mi1) 1 pacTBOp NPOMBIBAIN HACBHILIEHHBIM BOJH. PacTBOPOM
ruapokapbonata Hatpust (50 mm), cymmmm (MgSO4) M KOHUEHTPUPOBAIM B BaKyyMe C
NOJy4YeHUEM N-(6-(((mpem-0yTUIANMETUIICUIIAI ) OKCH )METHIT )TUPUAUH-2 -
un)uksonponankapookcamuna F (4,02 r, 90%) B Buae 6enoro TBepaoro BEIIECTBA.

'H SIMP (500 MI'u, CDCls) § 8,03 (d, J= 8,3 T'u, 1H), 7,70 (t, /= 7,9 'y, 1H), 7,21 (d, J
=7,5Tn, 1H), 4,71 (s, 2H), 1,57 — 1,47 (m, 1H), 1,10 (m, 2H), 0,95 (s, 9H), 0,89 (dt, /=7,2, 4,2
I'u, 2H), 0,12 (s, 6H); LCMS (cioco6 A): 3,90 mun (307,4, MH™).

N-(6-(T'uopoxcumemui) nupuoun-2-u1) yuKionponankapoorcamuo G
LS
o L b A
H

TBAF [1 M pacteop B THF] (15,74 mn, 15,74 mmons) nobasnsuin k pactBopy N-(6-
(((mpem-0y THIIUMETHUIICHUIIFIT ) OKCH )METHIT ) TUP UAMH-2- 1T )LpKIonponankapookcamuna F (4,02
r, 13,12 mmone) B THF (40 mu) mpu 0°C u peakuuonHyro cMmech nepememnanu npu 0°C B
teyerne 3 4dacoB. Cmech pasbasisum stmnaneraroMm (100 mur), mpombiBamu Bomoit (40 min) u
coyieBbIM pactBopoM (40 mu), cymmmm (MgSQOs) U KOHLIEHTPUPOBAIH B BAKYyMe C TMOJTyYCHHEM
ONeHO-KENTOro Macjia, KOTopoe XpoMaTorpadupoBaid Ha CHJIMKAresie C 3JIOUPOBAaHUEM 25-
100% EtOAc/PE c MOJy4YE€HHUEM N-(6-(ruapOoKCUMETHIT) TUPUANH-2-
un)uksonponankapookcamuna G (1,95 r, 77%) B Bune GieaHO-KENTOro Macna.

'H AMP (500 MI'u, CDCl3) & 8,45 (s, 1H), 8,07 (d, J= 8,2 'y, 1H), 7,67 (td, J=8,1, 1,6
I'y, 1H), 6,96 (d, J=7,5 'y, 1H), 4,69 (s, 2H), 3,64 (s, 1H), 1,64 — 1,54 (m, 1H), 1,13 — 1,07 (m,
2H), 0,93 — 0,84 (m, 2H); LCMS (cmoco6 A): 1,03 mun (193,2, MH).

N-(6-(T'uopoxcumemur)nupuoun-2-uir)nenmanamuod G1

0L
HO N/ NJK/Y
H

HATU (2,30 1, 6,05 ™Mmosb) no0aBisim K NepeMelInBaeMoMy pacTtBopy (6-
aMUHOIMPUUH-2-mn)MeTaHona (373 mr, 3,00 MMounb), 4-MeTunBanepuanoBoit kuciotsl (0,794
mit, 6,31 mmone) u N N-muuzonponmwmTinamuda (3,14 mi, 18,0 mmons) B cyxom DMF (5 m).
PeakuinoHHy0 CMeCh epeMeInnBaId MPH K. T. B TedeHue 22 4, 3ateM paszoasisu EtOAc (30 mu)
U IIPOMBIBaJIHM BONO# (4 x 30 MIT) M CONIEBBIM pacTBOPOM. BOH. ciion CHOBa 3KCTparupoBasv Npu
nomoru EtOAc (30 mu). Opranuyeckue Bemectsa cymmwin (MgSO4) U KOHUEHTPUPOBAIH C
NOJTy4YeHUEM HEOUHUIIEHHOT O (6-(4-MeTunneHTaHaMHI0 ) TUPUANH-2 - W) METUI-4-
metmnenTanoara (1 r, 3,12 mmonb, 104% BbIXOA) B BHIE OPAaHKEBOTO Macja, COAEPIKAIIeTo
HEKOTOpPOE KOJINYECTBO TBEPJOrO BEINECTBA, HCIOJB3yEMOro Cpasy Ha CIEAyIoLIed cTaauu.

LCMS (crioco6 B): 4,04 mun (321,3, MH™ anst cioskHO3()UPHOAMUIHOTO TIPOMEKYTOYHOTO
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coenuHeHus). PactBop HeoumimeHHOro (6-(4-MeTHINEHTaHAMUIO )TUPUINH-2- 1T )METHII-4-
metminentanoara (0,961 r, 3,0 mmons) B THF (10 mu), meranone (5 mu) u Bome (5 mun)
oOpabatbiBanu ruipokcuaoM JuTust MoHoruapaTom (0,34 r, 8,1 MMoub) 1 epeMeIuBaIi IpH K.
T. B TeueHre 90 MUH, 3aTeM KOHLIEHTPUPOBaIX B Bakyyme 10 <10 mu. [loGasnsnu Bony (30 mu) u
OCHOBHBII pacTBop 3KcTparupoBamu EtOAc (2 x 30 mu). Opranuyeckne BeIecTBa MPOMBIBAIN
BozoH (30 mi) u coneBbiM pactBopoM, cymmin (MgSOs) U KOHLEHTPHPOBAIU C MOJyYeHHEM
HEOYHINEHHOI'O MPOAYKTa B BUAE OpaH:keBOro macna (642 mr). Xpomartorpadueit Ha cuimukarese
(20 1, xaprpumk Claricep) ¢ osmoupoBanueM 30-70% EtOAc/PE mnonyuamu N-(6-
(runpokcumeTmn)mupuanH-2-un)-4-merunnenranamun Gl (0,487 1, 73%) B BuAe moduTH
0ecLBETHOTO BSI3KOTO MAacla.

'H SIMP (500 MI'u, CDCls) § 8,12 (d, J = 8,2 T'y, 1H), 8,02 (s, 1H), 7,69 (t, J = 7,9 T'ny,
1H), 6,97 (dd, /= 17,5, 0,7 I'u, 1H), 4,68 (s, 2H), 3,41 (s, 1H), 2,41 (dd, /=9,8, 5,6 I';, 2H), 1,68
- 1,61 (m, 3H), 0,94 (d, J= 6,5 T'u, 6H); LCMS (crioco6 B): 2,54 mun (223,2, MH").

N-(6-(T'uopoxcumemui)nupudun-2-uir)yurionenmankapooxcamuo G2
\m O
Ho Nig N)KO
H

YactnuHelii pacTBop (6-aMuHOMUpPUANH-2-ni)MeTtanona (426 wr, 3,43 mmonb) u N,N-
mumszonpormTuiaamuba (1,44 mi, 8,2 mmonb) B DCM (25 mu) obpabaTeiBany Mo KarsiM B
Te4YeHue 3 MHUH LUKJoneHTankapOoHumxgopuaom (0,90 mi, 7,9 MMOJIb) U epeMeIInBaIi IpH K.
T. B Te4eHue 18 4 ¢ mosydeHuemM CoJOMeHHOro pacteopa. 4-(lumernnamMuHo)nupuauH (42 mr,
0,34 MMoJb) n0OaBJSUTH U TMEpEMEIIUBaHUE MPOJOJIKAIM JOMOJHUTENBHO 3 4, 3aTeM CMeECh
KOHIIEHTPUPOBaIH B Bakyyme, odopadarbiBaigu THF (10 M), metanosnom (5 mut), Bomoi (5 mi) u
JIMTUSL TUAPOKCUAOM MOHOruapatoM (720 mr, 17 MMOJb) U MepeMelInBaU MPH K. T. B TEYCHUE
18 u. CMech KOHIIEHTPUPOBAJIH B BaKyyMe MPUOIU3UTENBHO A0 S Mit, pa3basiisiin Bogoi (30 mun)
u skcrparuposanu EtOAc (2 x 30 mur). Opranndeckue BemecTsa mpoMbiBaiI Bonoi (30 mi) u
COJIEBBIM pacTBOpOM, 3areM oObemunsu, cymwmwm (MgSO4) um xpomarorpadupoBann Ha
cunukaree (20 r, kaptpumk Claricep) ¢ amouposanuem 30-70% EtOAc/PE ¢ nonyyenuem N-(6-
(TUIPOKCHMETHIT)TUPUINH-2-1i)uKKJIoneHTankapookcamuga G2 (600 mr, 79%) B BUzIE MoUTH
OeCIIBETHOTO TBEP/IOTO BELIECTBA.

'H SIMP (500 MI'u, CDCls) § 8,21 (s, 1H), 8,11 (d, J = 8,2 ', 1H), 7,66 (t, J = 7,9 T'ny,
1H), 6,96 (d, J=7,5T'u, 1H), 4,67 (s, 2H), 3,82 (s, 1H), 2,73 (p, /=8,1 I'y, 1H), 1,99 — 1,84 (m,
4H), 1,83 — 1,71 (m, 2H), 1,69 — 1,52 (m, 2H); LCMS (cnioco6 B): 2,24 mun (221,1, MH).

Crnenyromue npomeskyTouHble coenuHeHus (mpom. coen. G3-G12) nonyvanu nogoOHbIM

obpazom, uto u coenuHenne Gl wmm G2. Bo MHOrux ciyyasx mpoueaypbl Obutd ONU3KH K
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ONTUMAaJIbHBIM, B KOTOPBIX HCIOJB30BAIU MeHee, ueM 2 5kB. RCOX, T. €., mepen 3TUM oTMeuanuy,
yro O-auunupoBaHue mpoxoamio Oosiee ObicTpo, ueM N-auunupoBaHue. Takum obOpasom,
NPEATNOYTUTENBbHBIA  CIOCO0 BKIOYaeT B cebst obecrievyeHHe TMOJHOrO TMPEBPALICHHs B
CJIO’KHO3 () MPHOAMHIHOE JHALMIMPOBAHOE TIPOMEKYTOYHOE COSTUHEHHE, TAKUM 00pa3oM, 4TO He
ocTaercsi CIoKHO3(pUPHOro amuHa (KOTOpBI MHBIM 00pa3oM OyneT MOC/IeNOBaTeIbHO CHOBA

T'UAPOJIM30BAH B AMUHOBBIN CITUPT).

| A AnunupopaHue ﬂ ) Tuaponus | A 0O
—_— —_— =
HO ~ Rocox RO e HO PPN

N NH» Ocroare 1 d H OcHoBanwe 2 N H R
ITpom. coen. | RC(=0)X Cnocob | Bexon | RT? CTPYKTyPa
G3 0 Gobed 519%¢ 238 N S
\/\OJ\CI (A) o )]\
G4 0O G2C,f 25%e 2’ 1 5 | N 5
/\)J\(n (A) HO 7 H )J\/\
G5 jj)\ G2f,g 4992 2’3 1 | ~ 5
“o" el (A) HO A7 \ )l\o A~
A) HO 2
0~ cl (
Y\ N H O/\(
G7 (@) G2f,g 47%¢ 2,64 | N 5
\/\o)j\q (A) HO N/ N )J\O A~
H

G8 o G2ts 17%°¢ | 2,87 Xy 0
O\OJ\Q (A) HOVENJ\NJ\O/O
H
G9 0 G2th 7% 2,59 Xy O
A A) HoﬂN:LNJLOJ\
H
G10 0 G2bh 35% 2,27 ﬁ\ 0
%m (A) Ho N 2 N)kﬁ
H
Gl1 o) G2! 94% 1,88 ﬂ 0
H

G12 0 G2! 87% 2,08 ﬁ 0
\/\/U\CI (B) HO N/ NJ\/\/
H

iRT = LCMS Bpemsi yaep>KUBaHUS B MHHYTaxX C MPUMEHEHUEM yKa3aHHOro criocoda (A-

D); ®Pacteopurenem ans amunupopanus ssisancs THF; ‘TIupumus MCTIONb30BaIM B KadeCTBE
ocHoBaHwusl | ¢ mpumenenuem 1 mossipaoro skeuBasieHTa RC(=0)X, mpoMeKyTodHOE COeTMHEHUE
OUMINATH METOAOM XpomaTtorpaduu Ha cumukarese; ‘OcHoBaHHeM 2 ObIl TMAPOKCUI HATPHS,

Harpetbiii g0 60°C B Bomu. THF; °Ha ocnose RC(=0)X; Tunpomus nposomumu B 4:1:1



46
THF:MeOH:Bone mipu 50°C; #l[Iupuana HCIIONB30BaIN B KA4ECTBE OCHOBAHUS | C MPpUMEHEHHEM
1 monspHOTO 3KBHUBaenTa RC(=0)X; "Mupuann ncnons3osany B kauectse ocHoBaHus 1; DMAP

He nOo0aBJISIN.

N-(4-(T'uopoxcumemuir)muaszon-2-uir)nenmanamuod GG13
S O
HOV(/;/)\NJ\/\/
H

Ha ocHoBe TO¥ ke MpoLenypsbl, YTO U ISl CHHTETHYECKOTO POMEKYTOYHOTO COETUHEHHS
G2, ¢ COOTBETCTBYIOLIMMH UCXOIHBIMU BELIECTBAMHU BMECTO (6-aMHUHOMUPHUAMH-2-UIT)METAaHOIA
U IMKJIONeHTaHKapOHuIxopuna u 0e3 nodasnenuss DMAP nonydanu takum obpasom N-(4-
(runpokcumermin)tuaszon-2-umnenranamug G13 (614 mr, 73% BpIXOA) B BHIE IPsS3HO-0EII0OTO0
TBEPJOTO BEIIECTBA.

'H SIMP (500 MTI'u, CDCl3) § 9,35 (br s, 1H), 6,80 (s, 1H), 4,65 (s, 2H), 2,46 (t, J = 7,5
I'u, 2H), 1,72 (dt, J= 15,1, 7,6 'y, 2H), 1,40 (dd, J = 15,0, 7,5 I'u, 2H), 0,94 (t, J = 7,4 I'u, 3H);
LCMS (cnioco6 B): 2,28 mun (215,1, MH").

N-(4-(cuopokcumemun)muazon-2-un)-4-memuinenmanamud 14

S O
HO\/</;/)\N/U\/\(
H

Ha ocHOBe TO# e MpoLenypsl, 4TO H IS CHHTETUUECKOTO MTPOMEXKYTOYHOTO COSTMHEHHS
G1 c npumeHeHneM (2-aMUHOTHA30J1-4-UT)METaHOJIA B KAYECTBE UCXOAHOTO BEIeCTBa BMeCTO (6-
AMUHOITUPHUIUH-2-UJT)METaHOJIa, OJIy4au TaKUM 00pa3oM N-(4-(TrUapOKCUMETHIT)THA30I-2- 1)~
4-merunnenranamun G14 (494 mr, 64%) B BuIe 0JI€THO-KEITOTO TBEPIOTO BELIECTBA.

'H SIMP (500 MI'u, CDCI5) & 6,80 (s, 1H), 4,65 (s, 2H), 2,47 — 2,43 (m, 2H), 1,65-1,59
(m, 3H), 0,92 (d, /= 6,2 ', 6H); LCMS (cnioco6 B): 2,53 mun (229,1, MH").

6-(((4-Xnop-1-(1-memuji-1H-mempazon-5-u)-1H-benzoldJumuoaszon-2-
u)oxcu)memur) nupuoun-2-amun H

Cl

@:N%oﬁ@
N NH,
ol

\N;N
K nepsiHomy pactBopy (6-amuHonupunuH-2-un)meratona (164 mr, 1,32 Mmmone) u 4-xJop-
1-(1-merun-1H-rerpazon-5-un)-2-(meruncynsponmn)-1/-6en3o[dlumunazona (413 wmr, 1,32

mMmonb) B cyxomM DMF (3 mu) obpabateiBamu 60% aucnepcueii MUHEPAJIbHOTO Macia MHApUaa
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Hatpusi (61 mr, 1,52 Mmmonb) 1 mepemernBaiu B TeueHue 90 MUH, 3aTeM N00aBISUTH HACHIIIEHHBIH
BOJHBIN pacTBOp Xyopuaa aMMoHus (2 mi) u cMmech pasdasmsin EtOAc (50 mur), mpombiBanu
BOnOH (4 x 50 mu) u coneBbiM pacTBOpoM. BoaH. ciou cHoBa skctparuposain EtOAc (40 m).
Opranndeckue BeuiectBa oobenussiiu u cymmwin (MgSOs) ¢ nonyuenuem 6-(((4-xmop-1-(1-
metui- 1 H-tetpason-5-un)-1H-0en3o[d JumMuaazon-2-uia)oKcH )METHIN ) TUpUANH-2-aMuHa (455 wmr,
95%), unctota npuda. 90%; TONOTHUTENbHAS OYUCTKA HE SBJSIETCS HEOOXOIUMOMN.

'H sIMP (500 MI', CDCl3) § 7,58 — 7,52 (m, 1H), 7,36 (dd, J= 6,8, 2,2 'y, 1H), 7,24 —
7,18 (m, 2H), 6,81 (d, /=7,2 T'u, 1H), 6,61 (d, J=8,4 T'y, 1H), 5,66 (s, 2H), 5,12 (br s, 2H), 4,14
(s, 3H); LCMS (crioco6 B): 3,08 mun (357,1, MH™).

1-(Anunoxcu)-3-pmop-2-numpobenszon 1

O

(L

E

Kap6onart kanus (2,02 r, 14,6 MMoIib) TOOABIISIIH K IIEpEMEIIMBAEMOMY pacTBOpY 3-Top-
2-autpodenona (2,09 r, 13,3 mmons) u aummndpomuna (1,17 mn, 13,6 mmons) B cyxom DMF (8
mit) u cMech HarpeBasu 10 S0°C B Teuenue 3,5 4. Jlobasmsmu Gonbiue ammiopomuna (0,35 mi,
4,0 MMOJIb) M HarpeBaJiu MPOOJIKAIH ette 60 MUH, 3aTeM CMECh OXJIAXKIAJIH, Pa30aBisLIu BOAOH
(70 mn) u mepememuBanu B Teuenne 10 mun. Jobasmsin EtOAc (80 mi), cMech pasmensii u
OpPraHUYECKHE BEIIeCTBA MPOMBIBAJIH JOMIOJIHUTEIBHO BOOH (3 x 70 MII) ¥ COJIEBBIM PaCTBOPOM,
cyurmi (MgSQO4) U KOHIIEHTPUPOBAIH C mojyueHneM 1-(ammunokcn)-3-¢rop-2-autpodensona I
(2,74 1, 99%) B BUzE ONEqHO-SIHTAPHOIO Maca.

'H SIMP (500 MI', CDCl3) § 7,37 (td, J = 8,6, 6,2 T'n, 1H), 6,87 — 6,77 (m, 2H), 5.98 (ddt,
J=173,104, 5,1 T'y, 1H), 5,41 (ddd, J= 17,3, 2,9, 1,7 'y, 1H), 5,32 (ddd, /= 10,6, 2,7, 1,4 'y,
1H), 4,65 (dt, J = 5,1, 1,6 T'y, 2H); LCMS (cnoco6 B): 3,48 MuH; HMKAKOW MOJI. UOH He
OTIPENEJSIICS ISl O’KUAAEMON MaCChL.

1-(1-Memu.i-1H-mempa3zon-5-un)-2-(memuimuo)-1H-b6ensoldfumuoazon-4-on J
S

N———<
N

HO@ ~"
NN

PactBop 4-(anmunoxcen)-1-(1-metun-1H-rerpason-5-mn)-2-(meruntuo)-1H-

Me
N

6enzo[dumunazona D2 (355 wmr, 1,17 mmonsb) B cyxom DMF (3 mit) neokcurennpoBanu (3 uukia
Bakyym/a3or) u obpabareBasiiu 2,2-numerun-1,3-auokcan-4,6-nuoHom (338 wmr, 2,35 mMmodb),
3areMm Tepakuc(tpudenmnpocdun)namianuem (136 mr, 0,12 MMOITb) U CHOBA IEOKCUTEHUPOBAIIH,
3aTeM NepeMeInnBaIy Npu K. T. B TedeHne 2 4. Cmeck pasdasmsm EtOAc (30 mun), npomsiBanu

Bofo# (4 x 30 mu) um conmeBpIM pactBopoM, cymmin (MgSO4) u xpomarorpadupoBanu Ha
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cumkarese (20 r, kaptpumxk Claricep) ¢ amouposanuem 10-50% EtOA¢/DCM c¢ nonyderuem 1-
(1-metun- 1/ H-terpaszon-5-un)-2-(meruntuo)- / H-6en3o[d]Jumunazon-4-ona J (184 mr, 60%) B
Bl OJIETHO-KENTOrO TBEPAOTO BEIECTBA.

'H AMP (500 MI'u, DMSO-d6) § 10,16 (s, 1H), 7,07 (t, J= 8,0 I'u, 1H), 6,76 (dd, J = 8,1,
0,8 I'u, 1H), 6,74 (dd, J = 8,0, 0,8 I'y, 1H), 3,98 (s, 3H), 2,74 (s, 3H); LCMS (cnocob B): 2,33
muH (266,1, MH").

IIpuBoaANMBIE B KAYECTBE MPUMEPA COeTHHEHHUS

Ipumep 1 - N-(6-(((4-Xop-1-(1-memui-1H-mempazon-5-ui)-1H-oenzoldumuoazo-

2-W1) OKCU) Memu1) RUPUOUH-2-UT) UHKTONP ORARKAPOOKCAMILO 1

Cl

N \—
SRR
l}\ NH
s 0
N :ﬁ>
\N:N

JlensHOM pactBOp N-(6-(THAPOKCUMETHI)TUPUANH-2-WIT)HKJIONponankapookcamuna G
37 wr, 0,19 wmmonp) u 4-xmop-1-(1-mermn-1H-rerpazon-5-mn)-2-(meTmncynbdonnn)-1H-
6enzo[d|umunazona E (60 mr, 0,19 mmone) B cyxom DMF (1 mir) obpabateiBanu 60% aucnepcueit
MHHEpaJIbHOro Macia rugpuna Hatpus (11 mr, 0,28 mmors) u nepemernnBainy npu 0°C B TeueHue
5 MuH, 3aTeM HarpeBan 10 K. T. B TeueHue | 4. Jo0aBsan HAChIIIEHHBIN BOAH. PaCTBOP XJIOPUAA
amMoHust (2 M) u cmeck pasdasisnn EtOAc (20 mu), mpomeiBanu Boxo# (3 x 20 mMi1) U COEBBIM
pactBopom, cyurmu (MgSO4), xpomarorpaduposanu Ha cunukarese (12 r, kaptpumk Claricep)
¢ amouposanuneM 0-2% DCM/MeOH wu pactupanu B nopoumok ¢ DCM ¢ nonyuenunem N-(6-(((4-
xjiop-1-(1-metun-1H-terpazon-5-un)- 1 H-6eH3o[d |uMuaa3on-2-1mi)OKCH ) METHIT ) TUPUTHH-2 -
wn)ukionponankapookcamuaa 1 (50 mr, 61%) B Bune 6e10ro TBEpIOro BelecTsa.

'H AMP (500 MI'u, DMSO-d6) & 10,86 (s, 1H), 8,06 (d, J = 8,3 I'u, 1H), 7,86 — 7,77 (m,
1H), 7,40 (dd, /= 8,0, 0,9 'y, 1H), 7,36 (dd, J=8,1, 0,9 'y, 1H), 7,25 (t, /= 8,0 'y, 1H), 7,22
(d, J=17,3Tu, 1H), 5,67 (s, 2H), 4,08 (s, 3H), 2,04 — 1,96 (m, 1H), 0,84 — 0,78 (m, 4H); LCMS
(crioco6 D): 1,86 mun (425,2, MH").

Ha ocHoBe o0meli nporenyps! npumepa 1 ¢ IpUMEHEHHEM COOTBETCTBYIOIIIMX HCXOIHBIX
BemecTB (X mpencrasisier cOOOH YXOASALIYIO TPYIIY, TAKYIO KaK raJloreH, METHJICYJIb(OHMI,
apwiICyIb(pOHIIT) U ¢ XpoMaTorpadueit B MOIXOISIIeH CUCTEME pacTBOpUTENIeH (0ojiee THITHYHO
EtOAc/DCM unn EtOAC/PE) ¢ mocnenyrommM pacTipaHueM B IOPOLIOK (Hampumep, ¢ 3pupom
wii DCM/PE), npu HeoOXOAMMOCTH, MONyYaJd TAKUM O0pa3oM CIIEAYIOIIHUE COSHUHEHHUS

npumepoB (mpum. 2-21):
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R” OH

NaH, DMF

Ar/O\/R

ITpum.

Ar-X

R” OH

Brixon

TH SIMP §(CDCl5)

RT?

[148167-
30-0]°

73%

58,86 (s, 1H), 8,28 (d, /=
8,1 Ty, 1H), 7,79 (t, J = 7,9
Ty, 1H), 7,41-7,32 (m, 3H),
7,23-7,16 (m, 3H), 7,07 (dd,
J=178,7,0 Ty, 1H), 7,04 -
6,99 (m, 2H), 5,70 (s, 2H),
4,65 (s, 2H), 3,99 (s, 3H)

2,17
(B)

[203321-
83-91°

66%

§795(d,J=84Tw, 1H),
7,70 (t,J=7,9 T, 1H),
734 (dd,J=17,6, 14Ty,
1H), 7,25-7,14 (m, 3H),
7,07 (d,J=17,3 T, 1H),
5,65 (s, 2H), 4,04 (s, 3H),
1,53 (s, 9H)

3,96
(B)

El

[203321-
83-91°

62%

8792 (d,J=8,4Tw, 1H),
7,70-7,64 (m, 1H), 7,25 (s,
1H), 7,00 (d, J=7,3 T,
1H), 6,68 (dd, J=7.9, 2,2
Iy, 1H), 6,59 (dd, J= 11,5,
2,2 T, 1H), 5,58 (s, 2H),
4,03 (s, 3H), 4,01 (s, 3H),
1,51 (s, 9H)

3,57
(B)

El

[148167-
30-01°

57%

58,90 (s, 1H), 8,28 (d, J =
8,3 'y, 1H), 7,77 (t, J = 17,9
Ty, 1H), 7,40-7,32 (m, 2H),
7,15 (d,J=17,4 Ty, 1H),
7,07 (t,J = 7,4 Ty, 1H),
7,02 (dd, J=8,7,09 'y,
2H), 6,67 (dd, J=17.9, 2,2
'y, 1H), 6,60 (dd, J= 11,5,
2,2 T, 1H), 5,65 (s, 2H),
4,65 (s, 2H), 4,02 (s, 3H),
4,00 (s, 3H)

3,45
(B)

OMe

El

62%

58,28 (s, 1H), 8,12 (d, J =
8,3 Ty, 1H), 7,67 (t, J=17,9
Iy, 1H), 7,01 (d, J=7,4 T,
1H), 6,67 (dd, J=17.9, 2,2
'y, 1H), 6,60 (dd, J= 11,5,
2,2 T, 1H), 5,64 (s, 2H),
4,05 (s, 3H), 4,00 (s, 3H),
1,67-1,60 (m, 1H), 1,12-
1,06 (m, 2H), 0,94-0,89 (m,
2H)

3,17
(B)
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E2

[203321-
83-91°

57%

5791 (d,J=8,4Tw, 1H),
7,71-7,61 (m, 1H), 7,21 (br
s, 1H), 7,15 (t,J=8,2 T,
1H), 7,02 (d, /= 6,9 T,
1H), 6,90 (dd, J=8,1, 0,8
Iy, 1H), 6,83 (dd, J= 8,3,
0,6 T, 1H), 6,14 (ddt, J=
17,2, 10,6, 5,4 T, 1H), 5,62
(s, 2H), 5,45 (dq, J = 17,3,
1,6 T, 1H), 5,31 (dq, J =
10,5, 1,3 T, 1H), 4,85 (dt, J
=54, 1,5y, 2H), 4,01 (s,
3H), 1,52 (s, 9H)

3,74
(B)

E3

[203321-
83-91°

63%

§791(d,J=84Tw, 1H),
7,70-7,63 (m, 1H), 7,23 (br
s, 1H), 7,19 (t, /=82 Ty,
1H), 7,01 (d, J=7,2Tw,
1H), 6,91 (dd, J=8,1, 0,7
Ty, 1H), 6,85-6,79 (m, 1H),
5,62 (s, 2H), 4,03 (s, 3H),
4,01 (s, 3H), 1,51 (s, 9H)

3,37
(B)

Gl

79%

58,16 (d, J=8,2Tw, 1H),
8,09 (brs, 1H), 7,69 (t, J =
7,8 Ty, 1H), 7,37-7,29 (m,
1H), 7,22-7,14 (m, 2H),
7,07 (d,J=17,4 T, 1H),
5,67 (s, 2H), 4,03 (s, 3H),
2,47-2,34 (m, 2H), 1,65-
1,57 (m, 3H), 0,92 (d, J =
3,9 'y, 6H)

3,91
(B)

10

G2

30%°

58,19 (d, /=83 T, 1H),
7,97 (brs, 1H), 7,71 (t, J =
79T, 1H), 7,35 (dd, J =
6,8,2,2 T, 1H), 7,24-7,17
(m, 2H), 7,08 (d, J = 7,4 Ty,
1H), 5,69 (s, 2H), 4,04 (s,
3H), 2,78 (p, J= 8,1 T'wy,
1H), 1,98 (ddd, J= 11,7,
7.3,6,0 T, 2H), 1,88 (dq, J
=12,4, 7,9 T'y, 2H), 1,84-
1,72 (m, 2H), 1,70-1,61 (m,
2H)

3,96
B)

11

G3

70%

§7,97(d, /=84y, 1H),
7,76-7,69 (m, 1H), 7,39 (s,
1H), 7,34 (dd, J=17.5, 1,5
Ty, 1H), 7,22 (dd, J= 8,1,
1,5 T, 1H), 7,21-7,16 (m,
1H), 7,10 (d, J=7,3 T,
1H), 5.97 (ddt, J = 17,1,
10,5, 5,7 Ty, 1H), 5,67 (s,
2H), 5,38 (dq, J=17,2, 1,5
Ty, 1H), 5,28 (ddd, J =

3,48
(B)

Cl
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10,5, 2,5, 1,2 T, 1H), 4,69
(dt, J=5,7, 1,4 Ty, 2H),
4,05 (s, 3H)

12

G4

46%4

58,19 (d, J=8,4 Ty, 1H),
7,95 (s, 1H), 7,71 (t, J = 7,9
'y, 1H), 7,35 (dd, J= 6.7,
2,3 Ty, 1H), 7,22-7,18 (m,
2H), 7,09 (d, J = 7,4 T’
1H), 5,69 (s, 2H), 4,04 (s,
3H), 2,41 (t, J=7,4 Ty,
2H), 1,82-1,72 (m, 2H),
1,01 (t, J=7,4 T, 3H)

3,32
(B)

Cl

13

[213881
5-81-1]°

41%4

5798 (d,J=84Tw, 1H),
7,75-7,70 (m, 1H), 7,40-
7,30 (br m, 2H), 7,24-7,16
(m, 2H), 7,09 (d, J = 7,3 Ty,
1H), 5,67 (s, 2H), 4,20 (dd,
J=8,7,4,7Tw, 2H), 4,04 (s,
3H), 1,72-1,64 (m, 2H),
1,42 (p, J= 17,4 T, 2H),
0,96 (t,J = 7,4 T, 3H)

3,84
(B)

14

G5

45%4

8797 (d,J=8,4Tw, 1H),
7,72 (t,J=7,9 T, 1H),
734(dd,J=17,5,15Tw,
1H), 7,31 (s, 1H), 7,24-7,16
(m, 2H), 7,09 (d, J = 7,4 Ty,
1H), 5,66 (s, 2H), 4,25 (q, J
=72 T, 2H), 4,04 (s, 3H),
133 (t,J=7,1 Ty, 3H)

3,62
(A)

Cl

15

Go6

249%4

8797 (d,J=8,4Tw, 1H),
7,75-7,69 (m, 1H), 7,35 (dd,
J=174,15Tn, 1H), 7,32 (s,
1H), 7,24-7,17 (m, 2H),
7,09 (d,J=7,4Tw, 1H),
5,67 (s, 2H), 4,04 (s, 3H),
3,98 (d, J = 6,6 Ty, 2H),
2,00 (dt, J= 13,4, 6,7 Ty,
1H), 0,98 (d, /= 6,6 T,
6H)

4,01
(A)

16

G7

33%4

8797 (d,J=84Tw, 1H),
7,75-7,68 (m, 1H), 7,35 (dd,
J=15,1,5Tw, 1H), 7,30 (s,
1H), 7,24-7,16 (m, 2H),
7,09 (d,J=17,4 T, 1H),
5,66 (s, 2H), 4,15 (t, J = 6,7
Ty, 2H), 4,04 (s, 3H), 1,76-
1,67 (m, 2H), 0,99 (t, J =
7.4 Ty, 3H)

3,84
(A)

NH
=N 0=<o
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17

G8

40%4

8797 (d,J=8,4Tw, 1H),
7,74-7,68 (m, 1H), 7,35 (dd,
J=106,1,3 Ty, 1H), 7,24-
7,16 (m, 3H), 7,08 (d, J =
7,3 Ty, 1H), 5,65 (s, 2H),
5,22 (td, J=6,0, 3,1 T,
1H), 4,03 (s, 3H), 1,95-1,84
(m, 2H), 1,77 (dd, J = 13,2,
9,0 Ty, 4H), 1,66-1,59 (m,
2H)

4,09
(A)

18

G9

894

§797(d,J=84Tw, 1H),
7,74-7,68 (m, 1H), 7,35 (dd,
J=106,1,3 T, 1H), 7,25-
7,16 (m, 3H), 7,08 (d, J =
7.4 Ty, 1H), 5,66 (s, 2H),
5,07-5,00 (m, 1H), 4,04 (s,
3H), 1,32 (d, J= 6,6 T'w,
6H)

3,70
(B)

19

G10

559%4

5827 (d,J=7,8Tw, 1H),
8,12 (brs, 1H), 7,76 (t, J =
7,8 T, 1H), 7,37 (dd, J =
6,3,2,7 T, 1H), 7,24-7,20
(m, 2H), 7,14 (d, J= 7,4 Ty,
1H), 5,72 (s, 2H), 4,08 (s,
3H), 1,36 (s, 9H)

3,76
(A)

20

E4

[148167-
30-01°

30%

58,88 (s, 1H), 8,27 (d, /=
8,2 Ty, 1H), 7,77 (t, J=17,9
'y, 1H), 7,36 (dd, J= 8,7,
7.4 Ty, 2H), 7,21 (d, J = 7,4
'y, 1H), 7,16-7,11 (m, 2H),
7,10-7,05 (m, 2H), 7,02 (dd,
J=8,8,0,9Tm, 2H), 5,65 (s,
2H), 4,65 (s, 2H), 3,99 (s,
3H), 2,59 (s, 3H)

3,82
(B)

21

E4

[203321-
83-91°

48%

87,95 (d, J=8,7Tw, 1H),
7,70 (t, J = 8,0 'y, 1H),
7.25 (brs, 1H), 7,16-7,05
(m, 4H), 5,60 (s, 2H), 4,02
(s, 3H), 2,59 (s, 3H), 1,53
(s, 9H)

3,68
(B)

- —
Gy
N NH
SR
! O
A

iRT = LCMS Bpemsi yaep>KUBaHUS B MHHYTaX ¢ MPUMEHEHUEM yKa3aHHOTo criocoda (A-

D); *Perucrpammonnsiii Ne CAS coenuHeHus, MONy4eHHOro Kak omicaso B W02017/178819;

“Tlepexpucrammmsosansbii u3 EtOAC/PE (71% nepen nepexpucramimsanueii); ‘Criupr cHavana

nenpotonuposanu npu 0°C B Teuenue 15 muH, 3arem nodapisum Ar-X.

IIpumep 22 - tper-bymua(6-(((4-zuopoxcu-1-(1-memun-1H-mempazon-5-ui)-1H-

oenzoldlumuoazon-2-u)okcu)memu) nupuoun-2-ur)kapoamam 22
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OH _

N
e

N NH

v o<

—N, 0
A
PacTBop mpem-0ytun(6-(((4-(annunoxcn)-1-(1-merun-1H-rerpaszon-5-un)- 1 H-

6en3o[ d JumMuaa3om-2-1i1)OKCH)METHI )TUPUanH-2-11)kapdbamara 7 (21 wmr, 0,044 mmonb) u 2,2-
aumetw-1,3-nuokcan-4,6-nuona (12,6 wmr, 0,088 wmwmons) B cyxom DMF (1 wmi)
I€OKCUT'€HUPOBAJIH (4 LMKJIA Bakyyma/Ny), obpabaTbiBain
tetpakuc(tpudenmwidochun)namnanuem (5,1 mr, 4,4 MKMOJIb), CHOBA ICOKCUTCHHPOBAIUA M
nepeMeNINBaIIU MPH K. T. B TeueHue 2 4. Jlobassiiu Boay (10 mir) u cmecs skcTparuposain EtOAc
(10 mur). Opranuueckue BemecTBa MpoOMbIBaIH BOJOH (3 x 10 MIT) ¥ COIEBBIM paCTBOPOM, CYLIHIIN
(MgSO4) u xpomaTorpadupoBanu Ha cunukarene (5 r, kapTpumk) ¢ smoupoanuemM 10-50%
EtOAc/DCM c nonyuenunem mpem-0ytun(6-(((4-runpoxcu-1-(1-merun-1H-rerpazon-5-mn)-1H-
6en3o[ d JumMuaazon-2-um)okcu)MeTHI ) IUpUauH-2-1mn)kapbamara 22 (11 mr, 57%) B BUIe rps3HO-
0eyoro TBEpAOro BEIIECTRA.

'H SIMP (500 MI'u, CDCls) & 7,93 (d, J = 8,4 T'u, 1H), 7,73 — 7,63 (m, 1H), 7,57 (br s,
1H), 7,132 (br s, 1H), 7,13 (t, J=8,1 'y, 1H), 7,00 (d, /J=7,3 I'y, 1H), 6,85 (dd, J=8,2, 0,8 'y,
1H), 6,81 (dd, J= 8,1, 0,8 I'y, 1H), 5,59 (s, 2H), 4,01 (s, 3H), 1,51 (s, 9H); LCMS (criocob B):
3,15 mun (439,1, MH").

Ilpumep 23 - N-(6-(((4-Xnop-1-(1-memui-1H-mempazon-5-ur)-1H-ben3ofdumudazon-

2-ur)oxcu) memur) RUpUOUI-2-u)) ponuoLamuo 23

N \
(ir \HﬁQ
N NH
- O
N7 N >
N$

IlepemernBaeMyo CYCIIEH3HIO 6-(((4-xnop-1-(1-merun-1H-rerpazon-5-un)-1H-

6en3o[d Jumunazon-2-unm)okcu)merin )nupunus-2-amuda H (26,2 mr, 0,073 mMMonb) B cyXxom
DCM (1 mi) oxnaskaanu Jb10M/Bofoi u oOpadarsBanyu TpusTIiaMuHoM (11 Mk, 0,081 Mmodb),
3areMm mponuoHmxyopuaom (6,5 mkn, 0,074 mmonb). Yepes 40 MHUH CMeCh OCTaBIISLTU
HarpeBaTbCsl O K. T. B TeueHHe 20 MHH, 3aT€M IMOBTOPHO OXJAXAATU M 00padaThIBaU ele
TpuyTHIIAMHUHOM (5,12 MK, 0,037 MMoip) 1 ipormoHmIXIopuaoM (3,2 mkd, 0,037 mmons). Uepes
25 MHH pacTBOp OCTaBJISIIM HATPEBATHCS A0 K. T. B TEYEHUE 5 MUH, EPEHOCUIN B KAPTPUAXK C
cumukarenem (4 r, Claricep), xpomarorpadupoBanu ¢ smoupoanueM 30-70% EtOAc/PE u

pactupaiu B nopowok ¢ DCM/PE ¢ nonyuenunem N-(6-(((4-xnop-1-(1-merun- 1 H-rerpa3on-5-umn)-
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1 H-6en30[d]uMuna3omn-2-1ia)OKCH ) METHIT ) TUPUANH-2 -1 )ipornoHamuaa 23 (20 mr, 66%) B Buzae
0esoro TBEpAOro BEIIECTRA.

'H AMP (500 MI'u, CDCl3) & 8,22 (brs, 1H), 8,19 (d, J=8,4 ', 1H), 7,71 (t, J= 7,9 T'w,
1H), 7,34 (dd, /=6,9, 2,1 'y, 1H), 7,23 — 7,16 (m, 2H), 7,09 (d, J = 7,3 'y, 1H), 5,68 (s, 2H),
4,03 (s,3H), 2,46 (q, J=17,5T1, 2H), 1,24 (t, /= 7,5 'y, 3H); LCMS (cnioco6 B): 3,15 mun (413,1,
MH").

Ha ocHoBe 00111eii mporenypbl mpuMepa 23 ¢ IpUMEHEHHEM COOTBETCTBYIOIIHMX UCXOTHBIX
BemrecTB (X mpencrapisier co0oi yxomsiyr rpymmny, Takywo kak xjop uiau OCOR), nobassis
JOTIOJTHUTENBbHBIE PEareHThl, ecli HeoOxonumo (00buHO 0,1-1 CBEPXMOJISIPHBIX SKBUBAJICHTOB),
¢ pactupanueM B mopomok (Hampumep, ¢ 3¢upom wium DCM/PE), ecnu HeoOxomumo, mocie
xpoMaTtorpaduu ¢ MOJydeHHeM TBEPAOro BEIeCTBA, MOJy4Yald TaKHUM OOpa3oM CleAyrolue
COeMHEHUs PUMepoB (mpum. 24-33):

cl _ cl _
N NH;
}\N/ Et;N, DCM s R

|
N=N NeN

Ipum. | RC(=0)X Boixon | 'H SIMP §(CDCl3) | RT? | Crpykrypa
24 I 69% |5 8,25 (br s, 1H), |3,34| Cl _
8,21 (d, J=84 T, | (B) N
Ci 1H), 7,76-7,68 (m, »—o0 N4
1H), 7,34 (dd, J = N NH
6,9, 2,1 T I1H), N OZS\
7,23-7,16 (m, 2H), N
7,10 (d, J = 7,4 Ty,
1H), 5,69 (s, 2H),
4,04 (s, 3H), 2,67-
2,56 (m, 1H), 1,26
(d, J=69 'y, 6H)
25 43% | 5852 (s, 1H), 822(3,57| Cl
(d, J=8,4 ', 1H), | (B) N 4
7,75 — 7,69 (m, 1H), Y—0 N
7,34 (dd, J=6,9, 2,1 N NH
T, 1H), 7,23 — 7,15 PV
(m, 2H), 7,11 (d, J = WeN
7.4 T, 1H), 5,67 (s,
2H), 4,03 (s, 3H),
2,48 — 2,39 (m, 2H),
1,79 — 1,64 (m, 2H),
1,44 — 1,36 (m, 2H),
0,94 (t, J = 74 T,
3H)

o)
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26

68%

5 824 (s, 1H), 8,21
(d, J = 8,4 I'n, 1H),
7,75 — 7,67 (m, 1H),
7,34 (dd, J=17,0, 2,0
'y, 1H), 7,23 - 7,16
(m, 2H), 7,10 (d, J =
7,3 T'y, 1H), 5,68 (s,
2H), 4,03 (s, 3H),
2,29 (d, J =69 I'y,
2H), 2,25 — 2,14 (m,
1H), 1,01 (d, /= 6,6
'y, 6H)

3,45
(B)

Cl

27

Cl

41%

§8,25(d,J=83Tw,
1H), 8,19 (br s, 1H),
7,72 (t, J = 7,9 T,
1H), 7,34 (dd, J =
7,0, 2,0 Ty, 1H),
7,24-7,15 (m, 2H),
7,11 (d, J = 74 Ty,
1H), 5,69 (s, 2H),
4,04 (s, 3H), 2,17
(ddd, J = 14,2, 8,9,
5,3 Ty, 1H), 1,77-
1,67 (m, 2H), 1,59
(ddd, J = 13,6, 10,1,
6,4 T, 2H), 0,94 (t,
J=17,4Tu, 6H)

3,67
(B)

Cl

28

60%°

O 8,46 (br s, 1H),
8,18 (d, /=283 Iy,
1H), 7,76-7,67 (m,
1H), 7,34 (dd, J =
6,5, 2,5 T'u, 1H),
7,23-7,15 (m, 2H),
7,10 (d, /=72 I'y,
1H), 5,67 (s, 2H),
4,04 (s, 3H), 2,22 (s,
3H)

2,95
(B)

29

65%°<

o 8,76 (br s, 1H),
8,15(, J=282Twy,
1H), 7,82 (t, /=179
I'y, 1H), 7,35 (dd, J
= 17,6, 1,4 Tu, 1H),
7,25 (d, J=79 I'n,
1H), 7,23-7,14 (m,
2H), 5,73 (s, 2H),
4,06 (s, 3H)

3,49
(B)

Cl

30

M

579%04

O 8,48 (br s, 1H),
8,09 (d, J=82TIwm,
1H), 7,72 (t, J=17,9
I'y, 1H), 7,33 (dt, J =
8,1, 40 Tu, 1H),
7,22-7,15 (m, 2H),

3,49
(B)

Cl
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7,11 (dd, J=9,7,2,2
Ty, 1H), 5,70 (s,
2H), 4,07 (s, 3H),
3,33 (q, /= 10,2 Ty,
2H)

31 23% |8 8,69 (br s, 1H), [ 1,99 | ClI

efe 1839 (d,J =83 I, | (D) N 9
1H), 7,97 (d, J = 7,2 >0 N4

Ty, 2H), 7,80 (t, J =

0% ci
7,9 T, 1H), 7,59 (4, % N O
J=74Tn, 1H), 7,53 WEN
t, J =75 T, 2H),

7,34 (dt, J= 8,1, 4,1
I'm, 1H), 7,23-7,15
(m, 3H), 5,73 (s,
2H), 4,05 (s, 3H)

32 21%" | 58,36-8,26 (m, 1H), | 3,29 | ClI _
8,27-8,20 (m, 1H), | (B) N 4
ﬁu 7,78-7,66 (m, 1H), @: >0 N 7
736-7,31 (m, 1H), N _ NH
7,20 (s, 2H), 7,13- N O:ﬁ:l
7,07 (m, 1H), 5,68 N=
(s, 2H), 4,03 (s, 3H),
3,32-3,21 (m, 1H),
2,47-2,33 (m, 2H),
2,32-2,16 (m, 4H),
1,97-1,84 (m, 2H)

33 51%%48 | § 8,23 (s, 1H), 8,21 (3,85 | Cl _
(d, J=38,4Tw IH), | (B) N \
7,71 (t, J = 7,9 Ty, N\>—o N—2
1H), 7,33 (dd, J = NH
O CI > > >
7309 270 ru: 1H)7 N/ ,Tl/ OZQ__Q
7,22-7,16 (m, 2H), ‘=N

7,09 (d, J =175 Iy,
1H), 5,68 (s, 2H),
4,03 (s, 3H), 2,29 (s,
2H), 1,08 (s, 9H)

iRT = LCMS Bpemsi yaep>KUBaHUS B MHHYTaX ¢ MPUMEHEHUEM yKa3aHHOTo criocoda (A-

D); ‘TMupuaus MCIONB30BaIM B KavecTBE OCHOBAHMS BMECTO TPUITHIaMuHA, ‘Bcero 3.6
skpuBajienTa (CF3C(=0))20 nolGaBisin TpeMs aJUMKBOTaMH, Mepeln 3TUM ObUIO 2 MOpHUU
mapunuHa (2 x 1,4 sxBus.); UlensHoii pactsop 3,3,3-Tpu(pTOppONHOHOBOIH KUCIOTH (52 MK, 0,59
MmoJib) B cyxoM DCM (1,0 mu) obpabareiBanu okcammixjaopunom (50 Mk, 0,58 mmons) u 1
karuter cyxoro DMF, 3atem Harpesanu A0 K. T. B TedeHHe 30 MUH U aJUKBOTY HCIOJIb30BAJIH
cpasy (mpubn. 1,1 skeus.) B Bume 0,6 M DCM pacreopa 3,3,3-TpudTOpnpOonaHOUIXIOpHIA
(Mpennonaras KOJHYECTBEHHOE MpeBpaieHue); °Peakuuio TPOBOAMIM TpH K. T., DMAP

nobaBnsy B TeueHUe peakiuy; EBonHyo o0paboTKy, BKJIIOYas MpoMbIBaHUE ocHOBaHUEM (1 M
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BomH. NaOH) mnposomumu mnepen xpomartorpadueir; "DMAP  uCHONB30Baid  BMECTO

TPUSTUIIAMUHA.

Ipumep 34 - mpem-bymua(6-(((4-0pom-1-(1-memun-1H-mempazon-5-un)-1H-

oenzoldlumuoazon-2-uir)oxcu)memur) nupuoun-2-ur)kapoamam 34

©c L
s g %2

PacTBop Tper-OyTrin(6-(runpokcumernn )mupuans-2-ui)kapdamara (167 mr, 0,74 Mmoib)

u 4-6pom-1-(1-metun-1H-retpazon-5-un)-2-(meruncynbhonmn)- 1 H-6enso[ dJumunazona ES (260
mr, 0,73 mmodb) B cyxom DMF (3 mut) obpadateBanu pactsopom LHMDS (1,5 mi 1 M pactBopa
B THF, 1,5 MmMounb) u nepemeriBaiu B TeueHre 20 MUH, 3aTeM TOOABIISTN HACHIIEHHBINA BOIHBIHI
pactBop xyopuna ammonust (3 mut). Cmech pazdasisuiu EtOAc (30 mit), mpombiBasiu Bomoit (4 x
30 mi) u coneBbM pactBopoM, cymminn (MgSOs), xpomaTorpaduposanu Ha cuukarene (20 r,
kaptpuk Claricep) ¢ amouposarnem 30 - 45% EtOAc/PE u pactupanu B mopomok ¢ 3¢gupom ¢
noxydeHuem tper-oyTin(6-(((4-6pom-1-(1-mernn-1H-rerpazon-5-un)-1H-6en3o[dummunazon-2-
WJT)OKCH)METWIT )TUpUANH-2-mn)kapOamara 34 (309 mr, 85%) B Bune Oenoro TBeproro BELIECTBA.

'H SIMP (500 MTI'u, CDCl3) 6 7,97 (d, J = 8,4 T, 1H), 7,71 (t, J= 7,9 T'y, 1H), 7,50 (dd,
J=138,0,0,9Tu, 1H), 7,33 (s, 1H), 7,26 — 7,24 (m, 2H), 7,13 (t, /= 8,0 I'y, 1H), 7,09 (d, J = 7,4
[y, 1H), 5,66 (s, 2H), 4,04 (s, 3H), 1,53 (s, 9H); LCMS (cnioco6 D): 2,18 mun (502,9, MH™ st
OJTHOT'O M3 Mapbl H30TOMOB Br).

Ha ocHoBe o01eii nporenypsl npuMepa 34 ¢ npuMeHEeHHEeM COOTBETCTBYOIIUX HCXOTHBIX
BemecTB (X mpencrapisieT cOOOH YXOASLIYIO TPYIIY, TAKYK0 KaK rajJioreH, MEeTHJICYJIb()OHMII,
apwicyabpOHMI) U ¢ Xpomatorpadueil B MOAXOAALIEH CHCTeMe pPacTBOPUTENEH (THUIMYHO
EtOAc/DCM wun EtOAC/PE) ¢ mocnenyromum pacTipaHieM B IOPOLIOK (Hampumep, ¢ 3Gupom
wiu DCM/PE), npu HeoOXOAMMOCTH, MONyYaJd TAKUM O0pa3oM CIEAYIOIUE COSTUHEHHUS

npumepoB (mpum. 35-42):

P

R OH
Ar—X Ar-O~—R
LHMDS, DMF
IMpum. | Ar- | R">on | Bexon | 'HSIMP §(CDCls) RT? Ar/OvR
X
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35

ES

[213881
5-81-1]

84%

58,03 (d,/J=8,4Tw, 1H),
7,76 (t,J = 7,9 T, 1H),
7,67 (s, 1H), 7,50 (dd, J =
8,0,0,9 'y, 1H), 7,24 (dd,
J=38,0, 0,8 'y, 1H), 7,17
—7,10 (m, 2H), 5,68 (s,
2H), 4,20 (t, J= 6,7 T,
2H), 4,05 (s, 3H), 1,70 -
1,65 (m, 2H), 1,47 — 1,38
(m, 2H), 0,95 (t, J = 7,4
Ty, 3H).

2,19
(D)

Br

36

ES

[148167
-30-0]

70%

58,88 (s, 1H), 8,28 (d, J =
8,3 'y, 1H), 7,79 (t, J =
7.9 Ty, 1H), 7,50 (d, J =
8,0 'y, 1H), 7,36 (t, J =
7.9 Ty, 2H), 7,26 — 7,20
(m, 2H), 7,13 (t, J = 8,0
Ty, 1H), 7,07 (¢, J= 7,4
Ty, 1H), 7,02 (d, /= 8,2
Iy, 2H), 5,70 (s, 2H), 4,65
(s, 2H), 3,99 (s, 3H)

2,11
(D)

Br

37

ES

G2

60%

58,19 (d, /=83 Ty, 1H),
8,03 (s, 1H), 7,70 (t, J =
7,9 Ty, 1H), 7,49 (dd, J =
8,0,0,9 'y, 1H), 7,24 (dd,
J=38,1,0,9Ty, 1H), 7,17-
7,07 (m, 2H), 5,68 (s, 2H),
4,04 (s, 3H), 2,77 (p, J =
8,1 'y, 1H), 2,01-1,93 (m,
2H), 1,92-1,83 (m, 2H),
1,82-1,73 (m, 2H), 1,68-
1,58 (m, 2H)

3,89
(B)

38

ES

Go6

85%

58,00 (d,J=8,4Tw, 1H),
774 (t,J=7,9 T, 1H),
7,55 (brs, 1H), 7,50 (dd, J
=8,0,0,9 I'y, 1H), 7,25
(dd, J=8,1,0,9 Ty, 1H),
7,16 — 7,10 (m, 2H), 5,68
(s, 2H), 4,04 (s, 3H), 3,98
(d, J= 6,7 Ty, 2H), 2,00-
1,95 (m, 1H), 0,97 (d, J =
6,7 T, 6H).

2,19
(D)

Br

39

ES

G7

67%

57,98 (d,J=8,5Tw, 1H),
7,72 (t,J=7,9 T, 1H),
7,50 (dd, J=8,0, 0,8 I',
1H), 7,40 (s, 1H), 7,26 —
7,22 (m, 1H), 7,17 — 7,08
(m, 2H), 5,67 (s, 2H), 4,15
(t,J=6,7 T, 2H), 4,04 (s
3H), 1,77 — 1,67 (m, 2H),
0,98 (t,J=7,4 T'y, 3H)

2

4,05
(B)

Br
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40

ES [GS8 44% §798(d,J=8,4Tu, 1H), [423 | Br

7,76 — 7,68 (m, 1H), 7,50 | (B) N @
(dd, J=8,0, 0,9 I'n, 1H), Nacl "
7,33 (s, 1H), 7,26 (dd, J = W o0
8,0,0,9 ', 1H), 7,13 (t, J 0 o
— 8,0y, 1H), 7,10 (d, ] = =N O
7.3 Ty, 1H), 5,66 (s, 2H),
529 - 5,17 (m, 1H), 4,03
(s, 3H), 1,97 — 1,83 (m,
2H), 1,83 — 1,71 (m, 4H),
1,68 — 1,49 (m, 4H)

41 E5 | Gll 63%° | 8820(d,J=83 T 1H), |3,77 | Br —
7,97 (s, 1H), 7,72 (t, J= | (B) @:N\)—o/_Q
7.9 T, 1H), 7,51 (d, J = 9 w
8.0 I', 1H), 7.24 (s, 1H), < ©
7.18 — 7,07 (m, 2H), 5,69 = 4
(s, 2H), 4,04 (s, 3H), 2,29
(d,J=7,1Tu, 2H), 2,26-
2,17 (m, 1H), 1,02 (d, J =
6,5 'y, 6H)

42

E5 |GI2  |68% | (DMSO-d6)8 1049 (s, |2,07 | ®r —
1H), 8,08 (d,/J=84Twu, | (D) C[N\%O/_@
1H), 7.87-7,76 (m, 1H), y
7,54 (dd, J= 8,0, 0,9 ',
1H), 7,39 (dd, J = 8,0, 0,9 —N,
T, 1H), 7,22 (d, J= 7,2
T, 1H), 7,19 (t, J= 8,0
T, 1H), 5,66 (s, 2H), 4,08
(s, 3H), 2,38 (t, J = 7,4 Ty,
2H), 1,59-1,50 (m, 2H),
1,34-1.25 (m, 2H), 0,88 (t,
J=7.4 T, 3H).

iRT = LCMS Bpemsi yaep>KUBaHUS B MUHYTaX ¢ MIPUMEHEHUEM yKa3aHHOTO criocoba (A-

D); "NaHMDS (2 M B THF) ucnonbs3osamu npu k. T. BMecto LHMDS npu 0°C.

Ha ocHoBe o01meli nporenyps! npumepa 1 ¢ IpuMEHEHHEM COOTBETCTBYFOIIIMX HCXOIHBIX
BEIECTB U C Xpomarorpadueii B mogxopsuieit cucreme pacrsoputeneii (tummaHo EtOAc/DCM
wn EtOAC/PE) ¢ mocnenyromum pacTupaHueM B opook (Hanpumep, ¢ 3¢gupom wirn DCM/PE),
npy HEOOXOIUMOCTH, TOJTyHaJId TAKUM 00pa3oM CIIEAYIOINUE COSAMHEHUS] TPUMEPOB (TIpuM. 43-

44):

R”OH
Ar—X Ar-O~R
NaH, DMF
IMpum. | Ar- R“Son | Bexox | 'H SAAMP §(CDCls) RT A O_R
r
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43

E G13 17%° [8731(dd,J=8,0,1,1Tw, [3,62 | ¢ . S
1H), 7,17 (dd, /=82, 1,1 | (B) C[ AN
'y, 1H), 7,09 (t, J = 8,1 <N 0
I'n, 1H), 6,79 (s, 1H), 5,49 NN

(s,J=0,8 Ty, 2H), 4,18 (s,
3H), 2,43 — 2,38 (m, 2H),
1,68 (dt, J=20,8, 7,5 'y,
2H), 1,40-1,32 (m, 2H),
0,91 (t,J = 7,4 'y, 3H)

44

E |Gl4 21%¢ | 69,28 (s, 1H), 7,33 (dd,J |4,05 | ¢ ) /—(/\i
=74,1,6Tw 1H), 7,21- | (B) ©:\>_o N
7,17 (m, 2H), 7,11 (s, 1H), <N 0
5,67 (s, 2H), 3,98 (s, 3H),
2,49-2,44 (m, 2H), 1,65-
1,60 (m, 3H), 0,92 (d, J =
6,4 T, 6H)

iRT = LCMS Bpems yaep>KUBaHUS B MHHYTaxX C MPUMEHEHUEM yKa3aHHOro criocoda (A-

D), "Ucnons3zosamu 1,4 mosipHbIX 9kB. NaH; “Mcnionb3oBanu 2,1 mosnsipabix 5kB. NaH.

IIpumep 45 Tper-Bymui(6-(((1-(1-memun-1H-mempa3zon-5-un)-4-penun-1H-

benzofdfumuoazon-2-un)oxkcu) memut) nupuoun-2-uir)kapoamam 45

=
) S
Ne N™ “NH
Ng Og\o/%
N}——N/
N/\ 't\,\l
N
PactBO Tper-0yTuii(6-(((4-o6pom-1-(1-metun- 1 H-rerpaszon-5-mn)-1H-
p p y p p

6en3o[ d JumMuazon-2-uim)okcu)MeTHI ) IUpUIUH-2-1n)kapbamara 34 (21 wmr, 0,042 mmonb) u
dernndboponoBoit kuciorel (10 mr, 0,082 mmonb) B 1,4-nrokcane (2 mui) obpabareiBaiu
kapOonaTom kanus (17 mr, 0,13 mmonb) u Bopo# (0,5 M), A€OKCUTeHUpPOBAIN CTPyel a30Ta B
TedeHue 5 MUH, 3aTeM obpadateiBani [ 1,1'-0uc(mudpennndochuno)peppoueH]uxnopnamiaanem
(II), xommnekc ¢ auxiopmeranoMm (3 wmr, 0,004 Mmonp) W mOIBEpraji MHKPOBOJIHOBOMY
obnyuenmo npu 100°C B Teuenune 30 muH. Cmech pasdasisiu Bonoit (10 mun) u skcTparuposanu
EtOAc (2 x 10 mu). Opranuueckue BeIlecTBa MPOMBIBAIH Boaoh (2 x 10 mi) U COJNEBBIM

pactBopoM, 3ateM cymuian (MgSO4) u xpomarorpadupoamu Ha cunnkarene (12 r, kKapTpumK
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Claricep) ¢ amoupoBanuem 20-40% EtOACc/PE ¢ nonyuenuem tper-Oytun(6-(((1-(1-metmn-1H-
TeTpazon-5-un)-4-pennn-1H-6en3o[d Jummunazon-2-mm)okcn ) MeTH ) TUpUANH-2-1n)KapOamara 45
(21 mr, 100%) B BuIe OeCIIBETHOI! MEHBI.

'H SIMP (500 MI', CDCl3) 6 8,02 (d, J = 8,6 ', 1H), 7,94 (dd, J =8,2, 1,1 T', 2H), 7,75
(t, J=8,0Iy, 1H), 7,52 - 7,48 (m, 3H), 7,42 - 7,38 (m, 1H), 7,32 (t, /= 7,9 I'u, 1H), 7,27 - 7,22
(m, 1H), 7,12 (d, /= 17,4 'y, 1H), 5,62 (s, 2H), 4,08 (s, 3H), 1,53 (s, 9H); LCMS (cnocob D): 2,34
muH (499,1, MH").

Ha ocHoBe o01meii nmporenypsl npuMepa 45 ¢ IpUMEHEHHEM COOTBETCTBYOIIUX HCXOTHBIX
BeniecTB (X THUMUYHO MPENCTaBsieT COOOU rajJoreHua Wik Tpudar) mojayqaid TaKuM o0pa3om
CJIEAYIOIIHE COeAMHEHUS MPUMEPOB (mMpuM. 46-48):

R—B(OH),

Ar—X — > Ar—R

Ipum. | Ar-X | RB(OH); | Boixon | 'H SIMP §(CDCls) RT* | Ar—R

46 TIpum. 73% | 6797(d,J=84Ty, |242 Q =
38 1H), 7,95-7,91 (m, 2H), | (D) N_d
SR 7,73 (t,J=7.9Tw, 1H), O R/_N‘ "
7,52-7,47 (m, 3H), Nyt S/
7,42-7,38 (m, 1H), 7,32
(t,J=7,9Tw, 1H), 7,25
(dd,J=8,0, 1,1 'y,
1H), 7,11 (d, J =74
Iy, 1H), 5,60 (s, 2H),
4,06 (s, 3H), 3,97 (d, J
= 6,7 'y, 2H), 2,03-
1,95 (m, 1H), 0,97 (d, J
= 6,7 'y, 6H)

47 TIpnm. Y 44%°  |58,00(d, /=83Tw, | 235 @

38 B(OH), 1H), 7,74 (t,J=79Tu, | (D) B\YO N iH
1H), 7,61 (br s, 1H), _N -
7,18-7,10 (m, 2H), 7,02 N S/
(dd, J=8,0,0,9Tw,
1H), 6,82 (d, J=7,7
'y, 1H), 5,62 (s, 2H),
4,03 (s, 3H), 3,98 (d, J
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=6,7 Ty, 2H), 2,52-
2,43 (m, 1H), 2,04-1,95
(m, 1H), 1,11-1,06 (m,
2H), 1,02 - 0,98 (m,
2H), 0,98 (t, /= 5,7 T'w,

6H).
48 Tpum. | XN 36%° 89,32 (s, 1H), 8,64 (s, |2,22 - K@
34 7 1H), 8,37 (d, J=17,2 (B) o Io B
B(OH), 'y, 1H), 7,94 (d, J = “N, h};

8,4Tw, 1H), 7,73 (t, J =
7,8 T, 1H), 7,52 (br d,
J=6,0Ty, 2H), 7,38-
7,33 (m, 3H), 7,10 (d, J
=72 T 1H), 5,59 (s,
2H), 4,08 (s, 3H), 1,52
(s, 9H).

iRT = LCMS Bpems yaep>KUBaHUS B MHHYTaxX C MPUMEHEHUEM yKa3aHHOro criocoda (A-

D); "Harpesamu no 120°C.

Ilpumep 49 — HUccaenoBaHue OHOJOrHYECKOH AKTHBHOCTH COCAHHEHHH COIJIACHO

HACTOSILIIEMY H300peTEeHHIO

AXTHUBHOCTb COEIMHEHUI COTJIACHO HaCTOAILIEMY I/1306peTeHI/IIO OLICHUBAJIHN NTOCPENCTBOM
aHaJin3a B OTHOLICHUH OIPECACICHHBIX OOMULCTOB-NIATOICHOB paCTeHHﬁ, " PCIPEC3CHTATHBHDBIC

JaHHbIE TPEACTABNIEHBI B TaOuIe 1.

AHaIU3 ¢ J10NMOJIHEHHBIM arapom

AHamm3 oCywecTBIsSUIM Ha KaprodempHOM arape ¢ nekctpo3oit (PDA), monosHeHHbIM
KQ)KIbIM COEAMHEHUEM B MCCIIEyeMON KOHLEHTpauuu 2 ppm. /[[onoJHEHHBIN arap BbIIMBAJIU B
9 cm yvaku [lerpu no Tpu B napasuienu. Kaxxayro yaiiky B napajjienad HHOKYJIMPOBAJIU B LEHTPe
5 MM arapoBoii MPOOKOI, B3SITOU € MMEPETHEr0 Kpast KYJIBTYPbI BO3PACTOM OT 2 110 7 CYTOK; BO3pacT
KYJIBTYpbI 3aBHCEJI OT CKOPOCTH POCTa MAaTOr€Ha, YYaCTBYIOLIEro B aHaiu3e. AHAIU3UPYEMbIi
NIaTOTeH NpencTaBisul coboit Pythium ultimum. Ilnanmers! nakyouposanmu npu 18°C u nuamerp
KQXKIOM KOJIOHWH M3MEPsUIM Tepel TeM, Kak POCT Ha Haubosiee OBICTPO pacTylel Iutaiike
JOCTUTANl Kpasi IUIALIKU. JTOT CPOK BapbUpPOBal OT 2 10 7 CYTOK B 3aBUCUMOCTH OT CKOPOCTH

POCTa aHATU3UPYEMBIX MMATOTCHOB. PaccuursiBanu BBIPA’KCHHOC B % CHIDKEHHe pocTta KOJIOHHI
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10 CPAaBHEHHIO C KOHTPOJIBHOM mamkoil. Pe3ynbrarsl npeacrasieHsl B Tadnuue 1, B kotopoii D
NPEACTaB/IsIeT OTCYTCTBUE KOHTPOJIS, BBIIBIEHHOE B 3TOH KoHUeHTpauuu, C mpencrasisier
KOHTpOJb 10 50%; B - xoHTpOsb OT 50 10 99%:; 1 A mpencraBisieT KOHTPOJb Oosee 99%, T. e.,
OTCYTCTBHE BBISIBIISIEMOTO POCTA KOJIOHUM.

AHajau3 B 96-1IyHOYHOM IJIAHIIETE

CoenuHeHus NoABEPrajil CKPUHUHTY B 96-TyHOUHBIX IUIaHIIeTax ¢ 10 coeAMHEeHUsIMU Ha
rianuier. Kaxnoe coequneHne noaBepraiu CKpUHUHTY € UCTIOJIb30BAHUEM arapa, JOMOJHEHHOTO
2, 0,2, 0,02 u 0,002 ppm, mpu 3ToM mposuH B konudectBe 50 u 10 ppm u 0,2% DMSO
UCTIONB30BaIM B KadecTBe KoHTpoJell. Kaxknas wuccinenyemass KOHLIEHTpalMst U CTaHAAPT
NPUCYTCTBOBAJIM Ha IJIaHLIeTe B JBYX mnapaiensx. CoequHeHHs MOABEpPrald CKPUHHUHTY B
otHoweHuu Phytophthora cactorum. Arap, UCTIONIB3yEeMbIH B aHaNM3e, peacTanisieT codoit 1%
KapTodesbHBIN arap ¢ 1eKCTpo30i. B cooTBercTByrommii arap nodassmu 1000 ciop/min arapa.

10-kpaTHbIit MaTOUHBIH pacTBOp B 2% DMSO roroBunu ais Kaxxaou 1o3sl, T. €., 20, 2, 0,2
u 0,02 ppm u 10 MKJI 3TOr0 MaTOYHOTrO PacTBOpa NOOABISUIM B COOTBETCTBYIOINME JIYHKH Ha
TUTaHIIEeTe. DKBHUBAJEHTHOE KOJWYECTBO MaTouHOoro pactsopa 2% DMSO wu nponuna B
xonmaectBe S00 u 100 ppm mpobasnsim B ciiydae KOHTpoJeH. B kaxkayro nyHky nobasisiim 90 MK
COOTBETCTBYIOLIEH CYCIIEH3UH CIIOP B arape ¢ NoJy4eHneM TpeOyeMbIX KOHEUHBIX KOHIIEHTPALIUI
B tyHKe. [Inanmersl nHkyOupoBanu npu koMHaTHOH Temnepatype (18°C) u ouenunBanu uepes 2-
3 cyTok. BennunHy pocra matoreHa B KakIOH JIyHKe CpaBHUBaIU ¢ KOHTposssMu ¢ DMSO u
paccuutbiBan KoHUeHTpanuio ECso. PesynbpraTtel mpencrasneHsl B Tabsuue 1, B xotopoir G
npesacTaBisieT CoOOH OTCYTCTBHE KOHTPOJIs, omnpenessemoe npu 2 ppm, F npencrasnser coboit
ECso >2 ppm u E npencrasisier coboit ECso menee uem 2 ppm.

Ta6auua 1. % ot xorTposst wim ECso

Coenunenue | Pythium | Phytophthora | Coenunenue | Pythium Phytophthora
ultimum | cactorum ultimum cactorum
1 A E 2 A E
3 A E 4 A E
5 A E 6 B F
7 A E 8 A E
9 A E 10 A E
11 A E 12 A E
13 A E 14 A F
15 A E 16 A E
17 A E 18 A F
19 A E 20 A E
21 A E 22 B F
23 A F 24 A E
25 A E 26 A E
27 A E 28 B F
29 A E 30 A E
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31 A E 32 A E
33 A E 34 A E
35 A E 36 A E
37 A E 38 A E
39 A E 40 A E
41 A E 42 A E
43 D G 44 C F
45 A E 46 A E
47 A E

Takum o00pa3oMm, MHOTME W3 COEAMHEHUWH COTJIACHO HACTOSLIEMY H300PETEeHUIO
MOKA3bIBAJIM OT XOPOIIEro OO0 OTJIMYHOIO KOHTPOJS B OTHOIIEHMH OOOMX MATOTEHOB,
uccienyeMbix mpu 2 ppm (Hanpumep, nmpumepst 1, 2, 3,4, 5,7, 8,9, 10, 11, 12, 13,15, 16, 17, 19,
20, 21, 24, 25, 26, 27, 29, 30-42, 45-47).
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DPOPMVYJIA U3OBPETEHUA

1. Coenunenue Gpopmysl (I):

R’ N 0

2
Ry @,

rae X!, X? u X? kaxnpiil BLIOpaH U3 yrieposa u a3ora, mpuueM He Gonee aByx u3 X', X?
1 X° IIpencTaBasIoT coboii a30T;

-L!- mpencraBnsier coboil reTepoOApUNIbHYIO TPYIIIy, HE3aBUCHMO BBIODAHHYHO U3 6-
YJIEHHOT'O T€TepOoapuiia U S-4JIEHHOTO reTepoapuiia, COAEePIKaIlero Mo MEeHbIIEH Mepe OUH aTOM
a30Ta B KOJIbIle, IPUYEM YKa3aHHAs TeTepOapuiibHas rpyIirna HeoOs3aTeIbHO 3amelneHa ot 1 10 3
R’ rpynnamu;

R! nesaBucumo BeIOpaH ux xjopa, 6poma, HuTpo, nuaHo, NR®R’, NR® CONR®R®, OR!,
SR®, S(O)R?, OS(0):R?, S(0):R?, S(0),NR*R?® CO,R?, C(O)R®, CONR®R®, C-Cs-anxuna, C-C-
ankenmna, Cr-Cs-ankunamna, C1-Cs-ranorenankmna, pennna, Cs-Ce-mukinoankmna, 3-6-4IeHHOro
reTepOLMKIIOANKIIIA, S- WK 6- uieHHoro rerepoapuia U —0-C1-Cy-rajoreHankuna,

R?, R” u R kasnpiit HE3aBUCUMO B Ka’KIOM CIydae BLIOpaH U3: rajoreHa, HUTPO, LIUAHO,
NRP®R?, NR®*CONR®R®, OR', SR® S(O)R®, OS(0):R®, S(0):R®, S(0)NR*R®, CO:R®, C(O)R?,
CONR®R?®, C1-Cs-ankuna, C>-Cs-ankenuna, C-Cs-ankununa, C1-Co-ranorenankuna, peruna, Cs-
Ce-1mxnoankuna, 3-6-4JeHHOrO reTepOLMKIIOANKIIIA, S- Ui 6-ueHHoro retepoapuia u —0-Ci-
Cs-rajnoreHankuna,

R® He3aBUCHMO BLIOPAaH M3 5- MM O-UNEHHOTO TIeTepoapHia, HeoOsI3aTeNbHO
JIOTOJIHUTENBHO 3aMerneHHoro ot 1 go 4 RM rpynmamy;

R* u R xaxpprii He3aBucumMo B kaxnom ciaydae soiopad u3 H, F, C1-Cs-ankuna u C1-Cs-
rajioreHajJKuiIa,

i g8e RY rpynmel BMecTe ¢ aTOMOM yrieposa, K KOTOPOMY OHH TIPHCOEIMHEHBI,
00pazyroT C3-Cs-IHUKI0ATKUIBHYIO TPYIIIY,

utun ase RYP rpynmel BMecTe ¢ aToMoMm yriepoma, K KOTOPOMy OHM TIPUCOEIMHEHBI,
00pazyroT C3-Cs-IHUKI0ATKUIBHYIO TPYIIIY,

R’, R® R u R kaxplii He3aBUCHMO B KaxaoM ciyudae Bbiopan us H, Ci-Cs-ankuna u
C3-Cs-LUKIIOANKNIIA,

utn ase R® rpynmel, KoTopele NpUCOEIMHEHbI K TOMy K€ aTOMy a30Ta, MOTYT

00pa3oBBIBATH 4-7-4JIEHHOE TeTePOLUKIOATKUIBHOE KOJBLIO;
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R® nezasucumo Bri6pan u3 C1-Cs-ankuna, C1-Cs-ranorenankuna, C,-Cs-ankenuna, Co-Cs-
ankunanna, Co-Cs-ankunen-R1? u -CRPRPLIRM;

R’ nHesaBucumo B kaxaoM ciydae BbiOpan u3z H, Cs-Ce-nmxnoankuna, Ci-Ce-ankuna,
C(0)-C1-Cs-ankuna, C(0)0-C1-Cs-ankuna u S(O)2-C1-Ces-ankuna;

um R® u R? BMecTe ¢ aToMOM a30Ta, kK KOTOPOMY OHM MPUCOEMHEHbI, 00pasytoT 4-7-
YJIEHHOE reTePOIMKIOATKUIBHOE KOJIBLIO,

R!° nesaBucumo B kaxmom ciyuae Beiopan u3 H, C1-Ce-ankuna, Cs-Cs-ankenuna, Cs-Ce-
ankuamna, Ci-Ce-ramorenankuna, Cs-Ce-mmkmoankmina u  Co-Cs-anmkmnen-R!%2 rge R
He3aBUCHMO BbIOpaH u3 C3-Ce-LUKIOANKIIIA B 3-6-4JIEHHOTO TeTEPOLIMKIOATKUIIA;

=A He3aBHCHMO BbIOpaH u3 =0 u =S;

-L?- oTCYTCTBYeT WU HE3aBUCUMO BbIOpaH u3 -O-, -S- u -NR°-;

R!? u RS kaxplii HezaBucumMo B KaxkaoM ciyuae BbiOpaH u3 C3-Ce-LuKIoankua, 3-6-
YJICHHOTO TeTePOIUKIIOATKIUIIA, S- WK O-4IEHHOTO reTepoapuiia U peHwmna,;

RY Hesasucumo B kaxnom ciydae suidpan us F, H u C1-Cy-ankuna;

R nezasucumo sui6pan us H, C1-Cs-ankuna, Ci-Cs-ranorenankuna, C3-Cs-ankenuna, Cs-
Cs-ankuanna u Co-Cs-ankunen-R!°;

-L’- ne3aBucumo BbiOpaH u3 —O-, -S- u —NRY'-;

y TpeacTaBIisieT coOoM 1esoe unucio, Bbiopannoe u3 0, 1, 2 u 3;

npudem, ecnmu mobas R'-R!7 rpynma sBasercs unm obpasyeT 4acTh aJIKMJIBHOIA,
AJIKCHWIbHOM, AJKWUHWJIBHOM, TajJOr€HAJKUIBHOM, LMKJIOAJKWIBHOW, IeTepOLMKIOANKUIBHON,
(eHUTBPHOH WM TeTepOapWIbHOW  TPYMIbI, Takas alKWIbHAs, TaJIOTCHATKUJIbHAS,
LUMKJIOANKUJIbHAS, TeTePOLMKIOANKIIbHAS, (EHWIbHAsT WM TeTepoapuiibHas — TpyImna
HEOOs3aTeIbHO 3aMelleHa, €CJIM XUMHYECKH BO3MOJKHO, 1-5 3aMecTUTeNsIMH, M3 KOTOPBIX
Ka’KIbIH HE3aBUCHMO B KQKJIOM Cily4ae BeIOpaH u3: okco, =NR? =NOR?, rajoreHa, HUTPO, LIKAHO,
NR?R®, NR?*S(0):R? NR*C(O)R? NR*CONR?R? NRCO;R? OR? SR S(O)R? S(0)R?
S(0):NRR? CO2R?* C(O)R?, CONR*R?, C1-Cy-ankuna, Cz-Cy-ankenmna, Cr-Cy-ankunmna u Ci-
Cs-ramorenaskunia; npudeM R? HezaBucuMo B kaxaom ciydae Beiopan us H u C1-Cs ankuma u RP
He3aBUCUMO B KaxnoM ciy4dae BeiOpaH u3 H, C3-Cs-niukioankuna, Ci-Cs-ankuna, C(O)-C1-Cs-
ankmna u S(0),-C1-Cs-ankuna;

WK €70 arpOHOMUHYECCKU MpUeMIIEMas COJib UJIN N—OKCI/II[.

2. Coenunenne mo m. 1, mpudaem coenmaenne popmyssl (I) mpencrasmsier coboit

coequnenune Gopmyisl (VI):
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r7Ie X MpeacTaBysieT coOO0H 1esioe YUCIo, He3aBUCUMO BbiOpaHHOe u3 0, 1, 2 u 3.

3. Coenunenue mo m. 1, mpudyem coenunenue popmysnsl (I) nmpencrasmisier coboi

coequnenue Gopmysl (X):
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e Z IPEACTaBIsIET COOOH 1eJI0e YNCII0, HE3aBUCUMO BbIOpaHHOe 13 0 1 1.

4. Coenunenue no mobomy u3 nn. 1 - 3, rae kaxawii u3 X', X* u X° npexncrasnser

co0oii yriepon.

5. Coenunenuie no mobomy u3 nm. 1 - 4, e R B kasknom ciydae mpencrasiser
coboii H.
6. Coenunenne no mobomy u3 mm. 1 - 5, rae R? 3amernes B Mon0KeHHH, CMEKHOM C

Toukol mpucoenuHenus R k ocratky monexynel ¢ rpymmoit R1® rne R sribpan us C1-Cs-

2

ankmna, Cy-Cs-ankenuna, C-Cs-amkunmia, ¢enmna, Cs-Ce-mmknoankmna, 3-0-4JIEHHOTO

reTepoLUKIOaNKuia, 5- unu 6-uneHHoro rerepoapuia u Ci-Cy-rajoreHankuna.

7. Coenunenue 1o 1. 6, e R xapakTepusyercs cTpykTypoii:
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N | roe R pribpan usz C;-Cs-ankuna, C;-Cy-ankenuna, C;-Cy-ankununa,
denuna, C3-Co-LuKIoOanKuia, 3-0-wWIEHHOTO TeTEePOLUKIIOANKIIA, S5- WIH O-4IEHHOTO

rerepoapuna u C1-Cy-ranoreHankumia.

8. Coenunenue 1o 11. 7, tie R!'? npencrasnser coboit C1-Ca-anku.

9. Coenunenue o jrobomy u3 mm. 1 - 8, rue y mpencrasisier coboii 0.

10.  Coenunenue no modomy u3 nm. 1 - 9, rae =A npeacrasisier codoit =0.

11.  Coenunenue no nro6omy u3 ni. 1 - 10, rae R’ npencrasnser coboii H.

12. Coenunenue no mobdomy u3 mm. 1 - 11, rne R! seibpan u3 Cl, OR'Y u C1-Cs-ankuna.
13. Coenunenue no 1. 1, mpudem coenunenue Gopmydsl (I) BbIOpaHO U3:
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14. Crioco0 koHTpoJsi rprOKOBBIX 3a00JIEBAHUH, MPUYEM CIIOCOO MPeayCMaTPUBAET
BHECEHHE arpoOHOMHYECKH 3((EKTUBHOIO M B OCHOBHOM HE(QHUTOTOKCHYHOIO KOJNYECTBA
coeanHeHus no modomy u3 mi. 1 - 13 Ha ceMeHa pacTeHHii, Ha CAaMU PACTEHUs WIIM Ha Y4acCTOK,

e, KaK rpeanoJaraercs, OyIyT pacTu pacTeHUs.

15. [Tpumenenne coeauHenus o grodomy u3 nm. 1 - 13 ans kKoHTposs rpuOKOBBIX
3a00NIeBaHHH.
16. OyHrumuaHass KOMIO3UIMs, coxepkamasi d(pdexTuBHOE U HEPUTOTOKCUTHOE

KOJINYECTBO aKTUBHOTO COEAMHEHUsI 1Mo Jrobomy u3 . 1 - 13.
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